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(I) 



(57) Abstract: Proton pump inhibitors which have excellent 
proton pumping activity and which can be converted in vivo 
into proton pump inhibitors to exhibit antiulcer effect and so on, 
containing compounds represented by the general formula (I) or 
salts thereof or prodrugs of the same: (I) wherein X and Y are each 
independently a free valency or a spacer whose main chain has 
1 to 20 carbon atoms; R is an optionally substituted hydrocarbon 
group or an optionally substituted heterocyclic group; R , R and 
R are each independently hydrogen, an optionally substituted 
hydrocarbon group, optionally substituted thienyl, optionally 
substituted benzo[b]thienyl, optionally substituted furyl, optionally 
substituted pyridyl, optionally substituted pyrazolyl, optionally 
substituted pyrimidinyl, acyl, halogeno, cyano, or nitro; and R and 



R are each independently hydrogen or an optionally substituted hydrocarbon group. 
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15 fix^xh £^mk7kmm%7Fir) , -n (r 8 ) -so 2 - (r 8 teTkmm? 
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[3] x^-so 2 -xh%±M CD fEfc^MUs 
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^3t^^#^^V^S^it^3m (Symptomatic Ga 

4 



WO 2006/036024 



PCT/JP2005/018572 



stroesophageal Reflux Disease (Sympto 
matic GERD) ) , NUD (Non Ulcer Dyspepsi 

a) , nm, imaltd^e mtji&mmfcmmirzmmhz 

[5] 5£ (I I -a) 

R 14 

R 11/ ^N^R 13 (,, - a) 
X 1 
R 10 

d&4> n x 1 b-so 2 -so 2 -N (r 7 ) - (r 7 ^mm^t^M 

10 &$ftTV^TfcJ:l\&fc**£&:*1-) x ~N (R 8 ) -SO, - (R 8 J*** 
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15 
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mznx^xb £.^mik&mm*7F-t) > -n (r 9 ) - (r 9 ^mm^t^ 

15 x^/H, gm^ttTV^-Ct>«tV^^y [b] f-^jvm, Sm^tiTV^T^J: 

- r 1 8 ^it^R 1 9 \tth?fi7kmm*&. 
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r 2 6 feimn^tLfetj-jv^, 
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-iH-t°D>-/>-3-^^] *?>t$^ 

15 N-^^-l- 15-7=^^^-1- (3 -^-/W*/^-^) — 1 H — fc° 
3 — f/W] ;*^^T^V N 
N-^^/^-l- (1- { [3- (^/W^t^/V) 7ai^/V] ^/I^^/H 
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1- [1- ( 1 — ^<^yj-^>- 2 — 4 ;VKA/ifr~;V) — 5 — 7s-^- 1 H — 
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1- [5- (2-7;^n7s^) -1- { [3- (^/W*/!^-^) 7^ 
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ease (Symptomatic GERD) ) s NUD (N o n Ulce 
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n \z.m m-r s fc s v ^ * hi/ * t x 5 s s&a # & h t>* ^tt3»o?tsse*3 



[i 2] mmm^Lx, ±ie [5] ~ [7] (D^Ttifrmmvik&^frn 
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r Dyspepsia), f MALT V ^Mxtf'f K^^Je 

10 [1 3] 5£ (I 0 ) 




(1°) 



[1 4] X 4 #5-SO z -SO a — N (R 7 ) - (R 7 fi^JPK^fctett 
20 m$tlTV^Tt> iV^bTKmS^-T) s -N (R 8 ) -S0 2 - (R 8 teTkSf 
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V V y-J^r— - xijyy (Z o 1 1 inger-El 1 i son) jE^i^ 
SMtfekit^ &l3fc&#frfcV^S£iiig&faE (Symptomatic Ga 

stroesophageal Reflux Disease (Sympto 
matic G'ERD) ) , NUD (Non Ulcer Dyspepsi 

a ) ^ pf^ |MALT'Jy^E ^xn^T K^^^J^©Hi-5?t3»feS 
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[2 l] mihrnnm, y^^t- -xyyy (zoiiinger-Ein 

10 son) ^tt^3l^, *at**#t>ftV^1!*ii»*fi (Sym 

ptomatic Gastroesophageal Reflux Dis 
ease (Symptomatic GERD) ) , NUD (Non Ulce 
r Dyspepsia), WB, |MA LTV ^11 N ^TD^ K3R#L*fc^ 

h^x\z£%±nrmkW&fo(Dmmxhz>±.m [20] tm^mm, 

[22] iffLt&W^bT, ±IB [17] mm<Dik&y>)iitcnZ<D'7x2 Yyy? 

(Zollinger-Ellison) Jmf^, Ilfc, 3»tfc&ii^s J£3l^ 
20 £#fc&V^W^IMc2fl! (Symptomatic Gastroesopha 
geal Reflux Disease (Symptomatic GER 
D) ) N NUD (Non Ulcer Dyspepsia) ^ IMAL 

25 v^mm, m5kmw^h^^m^^hu^\^x^±mnitwi^ik(DmM^, 
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s on) mim, ^m^M^, ^^^t^w^mmm (s y m 

ptomatic Gastroesophageal Reflux Dis 
ease (Symptomatic GERD) ) , NUD (N o n U 1 c e 
r Dyspeps i a) , ||, fMALTD^l, ^7n^MM 

10 ^ (I) Xff:ftYt^^5 r±i©Ml^V^L2 0(D^^f 

r£#l<z>i(^#: l ?fev> 120 <£>*^-f— j i LTte s MxJ2\ 

-O- ; 
15 -S-; 
-CO- ; 
-SO- ; 
-SO,-; 

-NR 4 0 - (R 4 0 ^tRMC^ m^flX^X% <fcl^Hb*5SfK> Em ($J 
20 *.f^ /Na^'yft) ^tLTV^Tt iV^Ci _ B TVl'^A'-tf/l'tf^K g^ (M 

g^S^ LWt^ckv>2tf<DC 1 _ 6 »^l*Hb7kSiS 
25 5 2«<Dgft^;Wf £>*l5 0 
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rr/i^/Ki atii c x _ 6 tvi^/v (iiH *?vk 

7° a fcVK -Y y7°n fcVK 7*^vK -Y s e c -:/fvK t e r t - 

U/K ^yt/n^-zK l-.^x^/K 2 -y*T~/K %-"f s r^J^ 2-^ 

^p/^^/K l-^f^/K 2-:/^=/K 3-:7*^~/K 1 -^^-y^/ls 

is A*® m*mf.bti% 0 

-i-yf-.^ 2-}?y^~v sk 3 -tf^-y/K 

rr^/^/Ki iutfi, c 7 _ x 6 7 7/^/v ^^/K 

20 7i^f;K Vy^—tv*?-^ l-i-y^/u^^/u, 2--ry^;v^^-;v, 2, 

2-^7i^xf/K 3-7x^7°nt°/K 4 - 7 :* ^/l/^fvK 5-7^ 

25 m, yy^u^s Mmm*. jyftHT\ zzmm^-m ^ (2) ~h 

(3) VTA (4) fcKn^v\ (5) 1 ftV^ b 3 fatfVMa <7* ($J> 

y^sy^ Ji*JiCi\ *vmm*) ^lx^x^x^c, _ 6 r 
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-fy/f^^ s e c-:/h3^ ^^fvv-;^^ ^y;vir^y s y/u^-u 
^ h^rv-#) , (6) C 6 _ 14 r5-^t^> ($k !7^~/^^v\ "T^^ 
/l^df-f^) N (7) C 7 _ ! 6 TTVl^/Kt^ ($k ^^v 5 /^^^ 7cn 
5 ^jvir**/, i?y ^=-;v^J-;v^-y, l-i-y^-/u^f-M^-y s 2-~Ty 
Wf;^^^, 2, 2-.v f 7^^7^f-/k^-^^ > 3 ¥;vjr 
4 -yx.-jvy**? ;vir 5 -^-/w^fvM-^v^Q N (8) ^ 

ir\ ^y/pt>ft, -f^jvj-ir^ 4, 4, 4- MJ y^Hrxiy*f-jv^ > 
yf-/^^ ^isAsf-Hrtg) , do) c 6 _ 14 rp^ft (#k 

^y^jvf-Hr^) \ (li) c 7 . 1 6 7 (M> ^^v^ 

7x^f;l/ft, i?7*~A'* l ?'A' l 7-^. l-t7f/V^Wt, 2- 
15 -f-y^jv^^jvf-^r^ 2, 2 -i?7i=/Hf/i/f^ 3 -y^^/^T'nfcVvf- 
4-7x^^7'f^ft, 5-7a^7^^/^^-«f) (12) 7^A 
(13) * / - C x _ 6 T)VZc)VT % J (#k * f-^T ^ 7 , ^;VT % / m) , 

(H) ^y-c 6 _ 14 7!)^ny ({pk -7x^r^, i-y-y^^ 

T5/\ 2-^7^T^7#) , (15)^7-C 7 _ 16 T7)V*)VT%; 

20 (M> ^7^7-;;f) , (i6) i^-c 1 _ fl 7^w?; (flu 

^T5A , (1.7) ^-C 6 _ 14 7!)^7^; (M> 

^i^T^/f) , (18) ^-C 7 _ 1 6 77/WU ($L 
^VT^f) > (19) */I^/K (20) C x _ 6 TA"*A'-#A'tf~A' 
(M, Tir^vK ^nt c t^vf) % (21) C 6 . 14 7!)^-A;>^ 
25 (M> ^<^yV/K l-t7f^/K 2-t7b^;l4) > (2 2) ^7/V#^ri/ 
7K (2 3) d _ 6 T/^^^^-Tj/^^/^ ($L * b^r^/t^^/K 
^v^/l^—ZK ^PJtfdf-^/t'J^/K t e r t b ^v^/I^^/l^) n 
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(2 4) C 6 _ 1 4 r'J-ZVt^i/-^/^^^ (Ms 7x.S* ;t Sl3A'i$~A' 
m s (2 5) #/W^-f/K (2 6) ^-;t#/W^^/K (2 7) ^/-Cj 
_ 6 ? jV^jV—jl jV/^'i As (Ms ^'fVl'^W-^e-OK Ji^/^^/W^^^/l/ 

m) , (2 8) i^-Cj _ 6 T/^^-fl/w^e-f (Ms v^fvi^/w-^^ 

5 ;K ^^V^/W^-f/K ^/V^fVl^/W^^/l^) , (29) Cj-! 

4 r!)^-*;^/v (Ms 7 3i=.^*/W^^f/K 1 --fy^-^tDV/^ 
-OK 2-t7f;l/*^*>f^) s (3 0) C 1 _ 6 TVl^/V*/^-/!' 
(Ms ^fv^^tfc^/K ^^v^*/^—/!^) s (3 1) C 6 _ j 4 T V ' As 

(Ms 7i=^a^-^ i -i-yf'/u^/UT^^^ 2-i~7=f-/u 

10 ^;l/7^^7l^#) , (3 2) Cj _ 6 T/V^/W^KM^/l' (Ms t^A**^?* 
-,K ^fvl^/^^ym) s (33) C 6 _ 14 7!i^^7^^ (Ms 
7 ^^.A/7,A/7 ^ ~/K l -t7f;^;U7 w =vK 2 -j-7?'A'XA'7 4 
30 , (3 4) ^/t^/I^T^/s (3 5) Cj _ 6 7^;>-*^#^T5 7 

(Ms r-fef-^r ^/#)s (3 6) c 6 _ 14 r y ^-*^^7 5y 
15 (i, ^yyV^7^;, t7f^f^7-;/f) , (37) Cj.eT^^ 

-jjfrtf-sUT^y (Ms ^ f^7*/^^7^v ?i bdp-i/^7U#=/UT5 
7, ^n^^^^KT^ A 7h^^;^^7^^) s (3 8) C 
! _ 6 T^V^^^T^y (Ms * f;l/^;l/*^;k7 5 7 s ^/^A'* 
~/K7*v/#) s (3 9) C 6 . 14 T!)-W*^7.y (Ms 7^~As 
20 */Wfr~/K7* ^ A 2-t7f/W*^7^; N l-i-7f-/UX/l>7tsz=./VT 

5/#) „ (4 0) d _ 6 T )V^)V-t> }VT^^)Vir^r-y (Ms T-feb^A t 9 
nt^^t^^) s (4 1) C 6 _ ! 4 T 3 —fr-U )VT$~)Vfr$r*s (Ms 
^^^/Kfr^A ^^/I^/V^/Kt^v^) s (42) C^b 7/1/3^ 
i/-77;^#^;^^i/ (Ms ^ f^^^^^/vt^rv', b 3f s^/Ktf^/K*- 
25 ^A ^n^dp-V*^^/^^^ ^ b ^^/K^/K^S^) s (4 3) 
_ 6 r jv-^jv-ts ^ir-^-y (Ms ^/v#/w^^/k#-^v\ 

^fV^/W^^/l'^V'^f) s (4 4) i?-Ci _ 6 T/^/V-^/W^^f/V 
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(4 5) c 6 _ 1 4 r V —)V--ti)V/^4^ik**y (M> 7ai=/^/w^-f/w 
t*V v t7f ^^'fA'tdf-^) > (4 6) lfio^H-T- i:^*J^-? 
S»JKi\ R^liJIi 1 ^ & ^ M I fc ft 2 I©^r p H 

5 ■ : fS^l3&V^L4^^T•V^T 1 b«tV^5^V^L7MI&fP^T5y (#k ^^V 5 

^-l-^r/K t^yvV, if^^y-i-^f/K ^i^yy, f-^/u^v 

A^ftKnr^ify-l-'f^l) x (47) ^J^EW^^Il^ 
ail^RtJ«gfe^m^^^^S l*fefi2®^7 1 n^Sr 1 &V^4<@-£ 
tp 5ftl^L 1 OM^W«*mS ($k 2-^wK 2-t°y 

io v>/k 3-fy^/K 2-^r/y/K 3-^yy/K 4-^/y 

5-^yy7K y /k i — < y^y u/k 3 — ry= 3 ryy7K 4- 
^y^yy7K 5->r y^y p/k i-^ku/k 3-^y 
ku/k 2-^yy* [b] f-^^/K 3-xy^/ [b] 

f-rc^/l/ N 2-^^^ [b] 7 S-^yy* [b] 77^71^) , (4 

15 8) d _ 3 T^^W^v?^-^^ (#h 7 ^l^v^^v^ ^f^^^ 
m) s *3«fctf (4 9) C 3 _ 7 ^^P7^^ (iiH i/^n/ntX 
ny'f'jv^ y$ u^y=f-jv^ y^ u^^yjv s i/^n^7"f/vf) ^frbM&fc 

ifE^^KmS^^^nT/^^/K r y-7^7tftT77^7^fe5^ 
20 £ N (i) AP^yg^ (#k ys/#®^ i»JI^\ I»> a?*!^ 
^) N (2) ~i>p, (3) yr ; , (4) tKn*^ (5) ifci^3Ho 
^p^yJI^ 7-7», liHf> H^II^ 3^*M^) fc^LTV^ 

Ttiiv^c! _ 6 T7V3^>> (m> y h^v\ ^b^>\ ^p*^^ ^yy°n 

#df^ y'b^r^s 4V~f\^y, s e c-:7r3f$<\ ^y^vK^iy, ^y 

25 7k^v\ ^y^-ny b^v-^) > (6) c 6 . 14 rp-^-y (is 7^ 

^/W**^ i-7^7^^^) > (7) c 7 . 1 6 77^t#-y (Ms 
y-vVy;^^ y^^;vir^y, i?7 ^^yy^vy^v-, i-t7Wf 
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tvtt*/^ 2-~ryj-;v^f;vjr$--y. 2, 2-^7x^x^/1/^^ 3 - 
7x^/Pf;m^ 4-71^;^;^^^ 5-7i^/^yf;^ 
drv/^) N (8) ^/I/#-7° K (9) 1 ^L3j®<ZVNP^>I(-?- (M> 
jj^ HlfffC^ 3!>*J©T-) ^LX^Xh^C, _ 6 T/Udr/V 

5 fir ^A^f-Or^ v?7;^n^fW, I>!)7;l/tn^ ^f 
;vfir s /nt>ft, /fy7nWt, -7^/^^-, 4, 4, 4-MJ7/1- 

^p^/i^a-, ^i/;v=f-^m) s (io)c 6 _ 14 ry- 

($k 7i^/Vft, % (11) C 7 . 16 T77^7^ 

f-^- (09, -^v 5 /^;^ :7^5vi^;3\ i?y ^^;v^f;vfir, l-t7f 
10 2-^:7^/1^^/1^;*% 2, 2 -v^cc^/Wj^/I^;^ 3- 

#) (12) 75/, (1 3) *J-C X _ 6 (Mx 

y N xw^yf) , (14) *;-c, - 14 r D^r? / (i, 

/k7 5 7, l-t7W5A 2-t7W5/f) % (15) ^r/-C 7 

15 _ . 1 6 77^w-;; (M, ^y^7^;f) , (1 6) ^-c, _ 6 r;v 

*/VT % 7 ($k ^ f/V7 5' 7 % Vz^fjVT 5/f) , ( 1 7 ) v>- C 6 _ ! 
4 7U^7^ (M> ^7x^75/1) , (18)^-C 7 . 16 75;v 
^T5 7 ($k ^7^75/f) > (1 9) (2 0) Ci-e 

T/^^-T?/^-^ (#ij N Tir^/K 7°Pt 0 ^/^) , (21) C 6 _ 14 

20 ry-^-TJ^^/^ (#k -<^yV/K i-t7h-f/w 2-t7i>^/i/i) N 

(2 2) #/t-tfc>v7K (2 3) Cj_ 6 T/^= 3 rv'-77/^#^/l' ($k / h ^ 
^TJ/V/JwK ^ptK^v^/I^— /K t e r t-^h^ 

v^TJ/^^/^) , (2 4) C 6 _ x 4 7!)'^^^-^;^-^ (i> 
/ }VT$^;vm) > (2 5) TJ/W^^/K (2 6) ^7J/W^^/K 

25 (2 7) C a _ 6 T)V5r)V- TJ/W^^/k (M, /^WTJ/W^^/K ^ 

fvl/#/w^^/i/#) N (2 8) v^-Cj (i, v 5 

/ ^V^TJ/W^^/K v^5vl/77 /W^>f/K /I/77 /W^^/^#) x 
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(29) c 6 _ 1 4 ry^-*^w^ (Ms 7s=;v*/^*'f^ i- 

^-7^/^/W^>f/K 2-t7W/W^>f;V§) s (3 0) lftV^L3|H 
(p/Ma^JK^ (^K ^SiH^s ^StJ^s 3<7§f!jJfTO Sr^LT 

5 HJ7/Vtn^W^^#) \ (3 1) C 6 - 14 T!)-/W;^ 

— /V (Ms ^^^/l^/Kfc^/K 1 — 2 -^^vW*/^ 

N (3 2) Cj _ 6 TjV2t)V*Asy 4 ~;\> (Ms t^-As^As? 4 — 
xf/^;l/7 >f=/^) s (3 3) C 6 _ J 4 T P <-/W*/K7 >f ^/l' (Ms 

io (34) *;^;^7^;> (3 5) Cj-.r^-^^r^; (Ms 

TtWUl) > (3 6) C 6 . 14 7!)^-^^rU (Ms ^ 
y^/>7^, t7f^y>7^f) ^ (3 7) d-.T^V-M 
~/^T5;/ (Ms n^^'^T.A ^ h ^vV#/i^~/K7* 5 / s "7°^ 
tK^^^^^T^/s 7>^/^^7^f) s (38) Ci.eT 

15 /V^f/I^/^/j^/KT 5 J (Ms y W/l/*-^7^^ ^tvXA'ifr^A'T 5! 

% (39) c 6 . 14 7!)^/^-/V7^y (Ms ^^/l^/V/fr^ 
7>T^/s 2-t7fW*-^7 5A l-t7W/k*^7^/f) s 
(4 0) C x _ 6 T ^=-}Vir^r^ (Ms T*fe h^iV, 7°Dt°t^ 
^-dp-i/^E) N (41) C 6 . 14 7!!^-*/^^*^ (Ms ^^y^/w 

20 t=Jr^ ^^/I^/I^-/^^^) s (4 2) C x _ 6 7;^^v^-^;^ 

r^/v^-^v' (Ms ^ h^^^/^^/^^Vs ^ Y tv^^/vir^s^ y°v 
tf**s%A'tf~ji'**i<'* ^Y^s-frjviS-jvjr*^) s (4 3) */-C 1 
_ 6 7 '>v*}V-% jv/^y{ ;vir^-^ (Ms ^/i^/w^^/w^v's ^jvu 

jVJr^Vm) s (44) ^-C,. 6 T/^^-TJ/W^^/k^v' 
25 (Ms • f/l/*;^^^^t^r^> v^^/l^/W^^f /l^^f- V^) s (4 

5) c 6 _ i 4 ry^-^/w^^/vt^^ (Ms 7^^7^7j/w^^^/v^-^ 

v\ ^^/i^/w^^/i^^v-^) s (4 6) l fip^Sf^i:^*^-?"^ 
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A^tFP7f^-l-^/^) x (4 7) ^fJtm^^M-^E^ 

^LlOMffM^SI (M> 3-^wK 

4-fcfyv^K 4-^/y/K 5 

-df/u/K i — fy^yp/K 3— fV^/P/K 4-^y^r 

yy/K 5 — ry^r/y/K i-^kp/k 3 — r^Ky/K 

10 2-^yyW/!)/K 2--<^y [b] 3-^<^y [b] 

2— [b] 7 9=/K 3-^<>y [b] 77^) , (4 8) C x _ 3 
T/^i/y^t^rv' (i, y fut/ittti/^ ^v>i/ir^-^m) s (4 9) 
C 3 _ 7 v^^PT/^ (fllx.«\ ^n7nt°/K ^^o7f;K v^p^>- 
^/K ^p^vvK v^P^T^/Mg) x (5 0) 1 L3|@©^n^y 

15 (0k 7 5/iJI^ **E^> 3 7iH^) feSWifc Kn^> 

K&^LTV^Tt) iV^C! _ 6 T/u^/um (0k /^/K ^?vK n-7nk°/K 
W y^°P fc?/K n W y/f/K s e c -l/^/K t e r t -^/K 

>fy^^) > (5 1) 1 &V^L3flH<ZVNP^>JI : ? : (0k & 
20 HfICi\ a^*JK^) Z^LX^Xh J^c 2 _ 6 T/^^/vg (0k 

7!);K ^yt/p^-zK ^yf^/K l-^WJJ/K 2— ^^/K 

2 -^±-;um) > (5 2) C 2 _ 6 7/1^-/1^ (0k 7n^°/V^K 2- 
3-^^/K 3-^O-^/K 3-^^f^^^#) , (5 3) ^7 

- c 3 _ 7 *s V p T/V^-^/W^^f /l' (0k ^ p:/p fcVl^/W^^/K 
25 v-^P^/^/W^^^/k#) , *5<fa« (5 4) j^SfJICT-J^-SlftlJiCiS fi£3t 

^v^LioMIil-^^-^ (0k 4-*;v*py*;^=^) 31 
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#SSH$W£*s^-c rg^nrv^^ £v\^7k*^J fc&frsgm 
5 R 4 0 X^£fl% r/Np<f^$tlTV^T^ 1 _ 6 r/v^-^/v^^ 

10 nartf/K ^p/V-OK T^/l'/K ^^/-f/K £f#S 

-f"?/^*}^— 4, 4, 4-Ml7/^P7 , Y/^M^/K sec 
- ^"f-jV^ t e r t —^f-fVTs/V^^ ;V S ^y^/UX/Vft^/V^ 
20 ^/V^/^^^if^^tf btt6 0 

(1) C x _ 6 T/l^I^ (i&fl -CH 2 n - (CH 2 ) 2 - (CH 

25 2 ) 3 -s - (CH 2 ) 4 - (CH 2 ) 5 - (CH 2 ) 6 -CH 

(CH 3 ) - y -C (CH 3 ) 2 - (CH (CH 3 ) ) 2 - (CH 2 ) 
2 C (CH 3 ) 2 - (CH 2 ) 3 C (CH 3 ) 2 ; 
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(2) C 2 _ 6 T)Vfr~W (W&fcf, -CH=CH-, -CH 2 -CH=CH 
-CH=CH-CH 2 -CH = CH-CH 2 - CH 2 - s -C (CH 

3 ) 2 -CH = CH- -CH 2 -CH=CH-CH 2 -CH 2 -CH 2 - 
CH=CH-, -CH=CH-CH=CH- > -CH=CH-CH 2 -CH 2 - 

5 CH 2 -fcif) ; 

(3) C 2 _ 6 T/^~l^ (0!l*.tfx -c = c-, -CH 2 -C = C- N -C 
H 2 -C = C-CH 2 -CH 2 jfeif^Wfe^So 

m^j i Ltft StffBR 4 0 -C^SfriS r©&£;ft/r^Tt>.J;i^Mb7K 

xJ£\ lfcV>L5fa, 0£L<filftV^3l@-Ofc5„ 

r±0<Djg^t: 1 L 2 0 ©^^t"-] <£>#?iift#"J i: bTte> 

15 (1) ^$ttTV>T^<tV^T^= 3 rl/^S : 

JMWctex 1 ^V^L3f|S|(DgmS (0*U<« > ^p^'«> tKn^/i 
if) ^WLTl^Tt iV^Ci _ 2 o T/U*uy -CH 2 - (CH 

2 ) 2 - (CH 2 ) 3 -> "CH (OH) - (CH 2 ) 2 - (CH 2 ) 

4 - (CH 2 ) 5 - (CH 2 ) 6 -CHCH 3 - N -C (CH 3 ) 
20 2 -CH (CF 3 ) - (CH (CH 3 ) ) 2 - ( C F 2 ) 2 - 

(CH 2 ) 2 C (CH 3 ) 2 - (CH 2 ) 3 C (CH,) a - (CH 
2 ) 7 - (CH 2 ") 8 - (CH 2 ) 9 - (CH 2 ) ! o - N - (C 

H 2 ) ! x ~x - (CH 2 ) ! 2 -> - (CH 2 ) a 3 -> - (CH 2 ) ! 4 

- (CH 2 ) ! s - (CH 2 ) 1 6 - (CH 2 ) ! 7 - (CH 2 ) 

25 i 8 -x - (CH 2 ) ! 9 -x - (CH 2 ) 2 0 ; 

(2) g^il/CV^T^ iV^TVW^l/^S : 
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if) Z^LX^Xh £V>C 2 _ 2 o T)Vtr~V^ ($JxJ±\ -CH=CH- N - 
CH 2 -CH=CH-, -CH=CH-CH 2 \ -CH = CH~CH 2 -CH 
2 -CH 2 -CF = CH-, -C (CH 3 ) 2 -CH=CH~, ~CH 2 - 
CH=CH-CH 2 -CH 2 -CH 2 -CH=CH-, -CH=CH-CH 
5 =CH- -CH=CH-CH 2 -CH 2 -CH 2 -ft^f) ; 
(3) WM^foX^Xh ^TJV^^Vl/m : 

if) £#LWCfc«fcV^C 2 _ 2 o T;V*~V^ -C = C- S -CH 

2 -C = C-, -CH 2 -C = C-CH 2 -CH 2 -ftif) ; 
10 (4)-(CH 2 ) wla O(CH 2 ) w2a -s-(CH 2 ) wla S (CH 

2 ) w 2 a ~ (CH 2 ) w i a CO (CH 2 ) w 2 a ~ (CH 2 ) w x 

a SO(CH 2 ) w2a - s -(CH 2 ) wla S0 2 (CH 2 ) w2a ~, - 

(CH 2 ) w x a NR 4 ° (CH 2 ) w 2 a - ; 

(5) — (C H 2 ) w3a CO — N — (C H 2 ) w3a CONR 40 (CH 2 ) 
15 w 4 a -> - (CH 2 ) w 3 a NR 4 0 CO (CH 2 ) w 4 a - (CH 2 ) 

w3a S0 2 NR 40 (CH 2 ) ¥4| -, - (CH 2 ) w 3 a NR 4 0 S0 2 

(CH 2 ) w 4 a -> - (CH 2 ) w 3 a COO (CH 2 ) w 4 a - J 

(6) - (CH 2 ) w 5 a NR 4 0 CONR 4 0 b (CH 2 ) w 6 a - ; 

(r 4 0 fewmtmrnM* ; r 4 0 b «r 4 0 tmnrnz w 1 a &£x$w 2 a 

20 teOftl^Ll 9(DmWt%, ^Owl a+w2a^6^L19Sr;w3 a*5«ttJ« 
w 4 aftO^ll 8<£>^#:£ N ^Ow3 a +w4 aiSOftV>Ll 8 $r ; w 5 a 
*3«f0«w 6 a fiOftl^L 1 7©i|^> ^Ow 5 a + w 6 a i&SOfcV^Ll 7 £^ 

(1) lftv^3<@©E&g (0tL<tt, Anyyjgf, tKP^if) & 
^LTV^T^iv^C! _ 8 T^uy («x.fi, -ch 2 - (CH 2 ) 2 -s 
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- (CH 2 ) 3 -CH (OH) - (CH 2 ) 2 - (CH 2 ) 4 - 
(CH 2 ) 5 - (CH 2 ) 6 -CHCH 3 - N -C (CH 3 ) 2 - N - 

CH (CF 3 ) - (CH (CH 3 ) ) 2 -, - (CF 2 ) 2 ~> ~ (C H 
2 ) 2 C (CH 3 ) 2 -> - (CH 2 ) 3 C (CH 3 ) 2 -&if) ; 

5 (2) lftV^3|H<DgmS (0*b<r±, ^P^^ t-KP^a * 
^ LTl^Tt) iV^C 2 _ 8 TAsfr-VV (0Ux.ff, ~CH=CH- -CH 2 - 
CH=CH~, -CH=CH-CH 2 -CH=CH-CH 2 -CH 2 ~, - 
CH 2 -CF = CH-, -C (CH 3 ) 2 -CH = CH-, -CH 2 -CH=C 
H-CH 2 -CH 2 -CH 2 -CH=CH- N - C H= C H- C H= C H-, 

10 -CH=CH-CH 2 -CH 2 -CH 2 -fcif) ; 

(3) 1 &V>L3fH<DgmS (£?;£L<te, ^n^y^, tKn^if) 
^LtVTk £V^C 2 - s TVI^-l^ -C = C-, -CH 2 -C = 
C- N -CH 2 -C = C-CH 2 -CH 2 -ftif) ; 

(4) - (CH 2 ) wl O (CH 2 ) w 2 - (CH,) wl S (CH,) w 
15 ,-,-(CH,) wl CO(CH,) w2 -,-(CH 2 ) vl SO(CH 

2 ) w2 - N -(CH 2 ) wl S0 2 (CH 2 ) w2 -,-(CH 2 ) wl NR 

4 0 (CH, ) 

(5) - (CH 2 ) w a CO-, -(CH 2 ) w3 CONR 40 (CH,) w4 
- (CH,) w3 NR 40 CO (CH 2 ) w 4 - (CH,) w3 SO, 

20 NR 4 0 (CH 2 ) w4 -,-(CH 2 ) w3 NR 40 SO 2 CH 2 ) ¥4 -, 

- (CH, ) w 3 COO (CH 2 ) w 4 - ; 

(6) - (CH, ) w 5 NR 4 0 CONR 4 0 b (CH, ) w 6 - ; 

(R 4 0 \mt^¥imM^ ; R 4 0 b ttR 4 0 tWlMM^ ; w 1 *5 XXfiw 2 fi 0 
ftl^L5E>3g$:^ i»Ow 1 +w2^0^L7* ; w 3 *5«fct*w 4 fiiO L 
25 4<£>&!&£r N ^Ow3+w4^0^l6^r ; w 5 *3«fctfw 6 f*0 L 3 £>g 

r±i<Dif t i 1 2 o ©^^-t-j frt.L<nTm (1) ~ 
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(6) "CfcSo 

(1) -S0 2 - ; 

(2) -S0 2 -N (R 7 ) - (R 7 «7K*E^^^f«m^nTV^Tfe 

(3) -N (R 8 ) -S0 2 - (R 8 ft&mm*1Zittt:W&£tl<X^Xt>&^fit 
10 WbtiS ; 

(4) -n (r 9 ) - (r 9 nfcmm*'£tz.ftw&&ftx^x-b x^mty^mm 

« ; 

15 (5) -O- ; 

(6) E^ftWTt) J^T/^t/^S, £?J;L<te, l^V^U3|0(DgmS 

(£?£L<te, ^n^lg^ fcKn^if) Sr^UTV^T^ iV^C x _ 8 ^ 
/V^Uy ($JxJ^ -CH 2 - N - (CH 2 ) 2 -> - (CH 2 ) 3 -CH 

(OH) - (CH 2 ) 2 - (CH,) 4 - (CH a ) 5 -> - (CH 
20 2 ) 6 -CHCH 3 -C (CH 3 ) 2 -CH (CF,) - (C 
H (CH, ) ) 2 -> - (CF,) 2 -> - (CH,) , C' (CH, ) » ~ 

(CH 2 ) 3 C (CH 3 ) 2 -ftif) „' 

5* (I) ^*5V^T, Xte, -SO,-, — S O 2 — N (R 7 ) - (R 7 »PffB 

iin^a^^-t") > -n (r 8 ) — so 2 — (r 8 nmmtmMm^y^i-) ^ - 
25 n (r 9 ) - (r 9 temmtmmm*^'t) $ntn-o-&m&i,\\ tr>t>n 

-so 2 -fl*£Pf:LV\ 

Yft, ig^fcliC! _ 8 T/Vdf-V-> ($JxJi\ -CH 2 - N - (C 
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H 2 ) 2 - (CH 2 ) 3 -> ~ (CH 2 ) 4 - (CH 2 ) 5 - N - (C 
H 2 ) 6 — CHCH 3 - N -C (CH 3 ) 2 - (CH (CH 3 ) ) a - N 
- (CH 2 ) 2 C (CH 3 ) , - (CH 2 ) 3 C (CH, ) 2 -ft if) &0 

5 tuta^ (i) f> r 1 w\ it*§*iTv^"Ct>«tv^t;*^*fettgife$^T 
io tf*^Yik£tix^x-kM s anisic-? (^e/Sfctts?;*-*- 

Kft £ tit V > X h V ^) ft ¥<D^9- n ^ &r 1 ftV^ L 4 H-a tc 3-8 Mlt^ 
m (^L<ft5~6MIiil) , */cf«^M^ (**$/Kfc3*lTVvtfc 
M > HlfffCT-, 8fH? (^/3;fcte^^Fte£tiWTt> ftif 
0^7 P J^^-^ 1 ft L 4 jHI^'tf 3 ~ 8 M'iS^^S (0* b< tt5~6M»^ 

15 k^y^ym^tcfemmm* u^^vittsnx^x-bx^) , mmm^s 

WLfflfc* &/&fcfez?jr*^h*-4\:£tix^x-b£^) ft Zo^Tumtt i ft 

WL4#!l|-&3~8Mm*9S£ (0* b < fit 5 ~ 6 M^St^S) £;W3>LT^ 

«tv^ , mmm^s mnm* (^y^tcWJ^^v^tix^xh^) ft^f 

20 (D^v- Pl^^l^t4 fi^A, «t V> 5 ~ 6 t 



25 Tiffc°~/V (0k 1 -s 2-, 3-4fctt4.-^t Ka7^^) > 

Kpr^^/v 1 2-, 3-, 4-tfcS5-/^tKnr^ 
/i/) N k'PU/V (0!k 1 -> 2-*/tf±3 - t'n U^) , (M> i 
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3 - s 4--£tcfe5-K°9yVfr) s 4^¥^V^ (Ms 1-s 2-, 
ft5-^;^/!J/V) , hiJTyl^ (i, 1, 2, 3-h]JT^-l- 

4- ^fc^-5-^/K 1, 2, 3-, 4-£fcte5 

, 7b7/U^ (i> 7^7^-1-, 2-^fctt5-^/^) \ 7 
5 p/l" (Ms 2-^fc»3-7 V/ls) s (Ms 2-^7t^3-^-^^/W , 

ffinm z ?&Wtfc£tl1t'?^~Jl' 2 -£7cte 3-^-/^-1, l-^^r 

v-K) s ^-^f-yy/^ (Ms 2-, 4-^fcf±5 , ^y^rf-y 

y/v (f^ 3-s 4-^fcas-^y^f-y y/W s tHv?ryy/v (Ms i, 

2, 3-tH^ry^-4-lfc»5-^/K 1, 2, 4-W^7/- 
10 /V-3--t7t«5-^7K 1, 2, S-^tv^T^-S-^/K 1, 3, 

4-^-^rir-v ; Ty-^-2-^7W s ^ryy^ (Ms 2-, 4-trtfi5-^ 
ry'y^) s -ry^ryy/v (Ms 3-s 4-tfctt5-^yf7y f !)^) s ^ 
r^ryy^ (Ms 1, 2, 3-^rv ? ry-^-4-^fc^5-^/K 1, 2, 

4- f-rv ? ry-7^-3-^fc«5-^/K 1,. 2, 5-^7^7^-3- 

15 -f/K 1, 3, 4-f7v > 7y^-2--f/W) s t°ny>?^^ (Ms 1 ~s 2 

-£fcte3-fc°ny s fyv 5 ^ (Ms 2-s 3-^fc»4-t°y >w N 

g*jjjs^«^£;ftfcfc°y (Ms 2-, 3-^fctt4-t°y vVk-N-^ 

i/K) s ^y^-^ (Ms 3-i:fcte4-fc o y y % y~/^) N ^fJOK^-ifrt 
7t(W^^^^tifct°y ^v?^/v (Ms 3-s 4-s 5-^fc(i6-t°y y*^ 

20 ^-N-tf^fK) s tl^^ (Ms 2-s 4-^fc^5-t°y 

A) s g^JI-7-^-^^fc^^^^b^ti^t o y (Ms 2-, 4-s 

5- 3;7cte6-fc o y %*?~JV-K-**i/Y) s t°7v?^/K tv<y^-,t, 
1- N 2-s 3-*7c:f44-t: 0 ^y % fc^yv 5 -^ (Ms l-£fcfi2 
-fc 0 ^^-^) s -fyKy/^ (Ms 3H-^fyK^-2-, 3-s 4-s 5 

25 -s 6-l£7cte7-^) s t°y-^ (Ms 2-s 3-^7c^4-t°7^) s 

(Ms 2-, 3-£fci±4-^;tfc 0 7^) s fifMC^M^fr 
fc^t°7^ (Ms 2-s 3-tfc{i4-^-^-t°7^^- 1, l-v^^y 
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K) s ^;V^])^;V (Ms 2-, 3-^fc«4-^E-/k^y-/^) > f^*^* V 
~/K *SVAs (Ms 2-, 3- N 4-, 5 ~ N 6-, 7 -£fc&8 -^y y 

/i0 , ^y^; y/K t°y k [2, 3-d] t°y s^/u (M> try k [2, 3 

-d] t°y 5^-2-^) , 1, 5-, 1, 6-, 1, 7-, 1, 8- N 2, 
5 6-^7ctt2, 7-t7^y^/^W7f y^/k (M> 1, 5-7^7^ 

y v ? i/-2-tfc^3-^/v) . f-^y C2, 3-d] t°yv?/v (i, ^y 
C2, 3-d] try s?y- 3-^/^) , fc'7v?/^;y/> (flu f^vV [2, 

3-d] ^yy^-2-^/p) , ^P^/V (Ms 2H-^n^y-2-tfctt 
3-^/V) , 2 --<^y [b] f-^^/K [b] ^^^/K 2— <y 

10 5/ [b] 7 7^K 3— [b] 7 7^/K 2, 3-v?tKP-l-^ 
77^/K 2, 1, 3-^y7Y7^7^D/K 2, 3-^tKo-l, 4 — < 
V/itttisl/- 5 -tfcfi- 6 -^T/K 1, 3 -^y^/^T^f— ?V- 6 

i, i - m^K- 2, 3-^tFp-i-^y N /f^y-6 — r/K 1-^ 
15 iiiiitD rgmsj iitft ±isr 4 0 -c^sns r^^TK^Sj tf^ 

L3flrea>5 0 

R 1 Mtit fi&SftW-Cfc J^T/V^/l^ g^^tlTV^T t> iV^T y 
yvSW*b<, g^$^TV>Tt>«tV>T/^/V-^ E&&ftTV^Tfc«fcV^ry 

[1] d _ 6 TV^A- *3vK 7°Pt:VK -I'y^ntVK ^ 

25 /V, -fy^/K s e c-^/K t e r t -T^VK ^fvK ^vVl^) > 

[2] (d AP^y c^u 7ym, 3?*) * a n * kp^ 

v\ (Mi) y/A (i v) An^y (Ms 7j/i, itjft, 3£*) 
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-ei~5f|g (£? J; L < » 1 ~ 3 flU) gi&£tlTV^% ckV^Ci _ 6 T;v*;v (Ms 
^^-/K T'ntVK ^y^ntT/K :/^vK -fy^/K s e c -^f- 
/K t e r t-^/K ^^f^f) x (v) (Ms 7yi, 

T'b^^ ^y^h^v's s e c-^b^v-, ^^/I'^v', ^^v'/^^v' 
^) 33«fctf (v i) y^^^HtftlS l~5j@ (#?3;L<tel~3» ©g 

&g^tt&£;h/cvvr&«fcv^c fl _ ! 4 ry-^S (Ms y^^#) N Jsfcte 
[3] (agg&o) 

5 1^5j@ (0^L<ttl~3jHl) <P»&gTitifc&;ft/'CV^ 1 l>.i^C 6 _ ! 4 

Ty-^m (Ms y^^#) «^f*tv\ 

irfB^: (I) R 2 s R 3 &J;t>*R 4 tts P-tfcWj:oT N tK^E^^ 

fefMm^^rv^T^ iv^fbTk^Ks SifeSftT^-cfc iv^^^s, em 
15 ^tiTV^Tt iv^^y [b] g^iiTi^-t^i^y y/^Ss g 

^fa-cv^T^ iv^^-^Ss W&Zfcx^xh iv^^y [b] =f-^/l^> 

20 gm£tlTl^Tt> £1^7 y /kg, tlT V^T t> =fc VMf P V^Ss T^Ss 

R 2 , R 3 joitKR 4 XTjkcifriZ) rg#|£^WT& J;V^b7kSfSj i: IT 

«s ffftBR 4 0 XTFistiz m&ztix^xh ^mt7kmmi tmmom^m 

25 R 2 s R 3 feit/R 4 XTF^thZ tW&ZtlX^X-k il^^-A^J © T^F- 

^^;v^(o rg&gj ^LTtes ±IBR 4 0 x^fiz ^mt^m^i ^ 
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r 2 N r 3 &j;tj*R 4 -e^^tbS rgm^txw-c&iv^^y* [b] 
/vsj © r^yy Cb] f-^^^mi iLtn 2-t^»3— [b] 

i^y^ [b] =f^^)V^(r> rgg|gj fcbm ±IBR 4 0 XTF^tiZ 

ti<tti^i3fl-efc«. 
10 r 2 , r 3 ^octtKR 4 rg^£frwc kcki^ y/ugj o r^y 

/^Sj tuft, 2-*Tc«3-^y/^^if e>n5o 
i7ij/H© rg^sj ^LTtes ±ibr 4 0 -c^SfrS r^b7k*Sj #v 

15 r 2 , r 3 &£^r 4 -^£^5 m&Ztix^xh £i^t°y vV^gj <d rt° 
y^Sj itTtt, 2-, 3-^fc»4-t°y $^a«j*ife>*i5„ 

20 R 2 , R 3 jocfcl^R 4 XTFcSfrlZ) rg^^nxv^Tfe.tv^ifyyy^j © 

r br 7 y y /^sj ^ ttit 3 - * ten 4 - tr 9 y y ^^rf b*xs 0 



g^^yy/i^K^ rg^sj ntit ±ibr 4 0 -^sats r^jkStKj 
^i/^r/^/K r y-^^fcfiry/^^Tfesm^^^bTv^Tfe £i^g 

25 R 2 , R 3 jocfctJ^R 4 XTFcSfbZ) mWkZtlX^Xh il^y 5 v^/t^J <£> 
rt°y^^^;^Sj HTS, 2-, 4-£fcte5-b:°y ^~^Wb;ft6 0 

g*t°y v^s© rg^gj tuit ±ibr 4 0 r^-f^TK^ 
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r 2 , r 3 *3«tt^R 4 -e^^tts rr^Sj ^ L-cti, 

5 y^/i-S (M> jM^/I' ; 7W/K t°t^;K 7^-y/K -fV^f 5;K 

10 #/V7i^/K ^V^b^^M'^K s e c -7* h^TJ/^^/K t e r t 

„ C 6 _ ! 4 T!)^t= 3 rv'-^^^H ($k ^ 

/k-c a _ 4 T/i^/i^/i^-zK ^yXt Ky /i^/t^^/K iry^fV^f-^ 

15 #/^~/l'ftif©^:7fvl'-C 1 _ 4 T 7^/^77 /^/^/^) , C 7 _ i 9 77 
ft if© t°n U AsjJA'iR—A' ; 3 4 -*fef± 5 - t°7 ^ U fr* JVlR—A'iZ if© 

20 tr^y y/^/v^/v ; 2 - > 4-*ytr±5-^ s^v y^#/i^~/i>ftif©-f 

*?-/y;V$>;Vi$~;V ; 1, 2, 3 — h y 7V*—)V— 4 — f 7l^^77V#^/K 1, 
2 , 4 — h y T 3 - -f /l^TJ if© h y 7 y y /V* ;Vi$~;V ; 1 

H _| fctt2 H-f 5 -4 As A/l'tf~A'iZl*<DT b 7"^ V 

■ ; 2 - * tc 3 - 7 y /I/* /l^^ft if © 7 y ^77 /t/2l?=A' ; 2 - * fctt 3 

25 -^^/V7J^#^/^^if©^-^77^^^/^ ; 2 - % 4-*fcf±5 -^-^rf- 

^ y/^/^^/^if^^-^f-^y^TJ/^^ ; 3-, 4-tfc»5— r y^ 
-y-yy /i^^-^ft if ©-f y^t/y^*/^^ ; 1 , 2, 3-jr*W7 
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3/-^-4-*fcli5 - J jvjj;vi$~>v s 1, 2, 4-^^7/^-3- 
1, 3, 4-^^^- 2-4A'jJA'7$^A'i£l><D$-* 

5 r^p/v*/^#=^ ; 3-, 4-^/c»5 — fy^ryy^/^^ftW 

yfTyjJ/^Ji?^; 1, 2, 3-^7^7/^-4-1^5 — f/K# 

1, 2, 4-f7v ? 7y*- A'- 3 -*fcj±5 1, 
2, 5 - f 7^7y-/V- 3 - |f:ij:4-^/^/V^/K 1, 3, 4-^Tv* 
TV*-)V- 2 — f ^©^7^7/ y ; 2 - icfcf* 3 

10 - t°D U v?^/^M^7^^0t a P JJ S^/I^/l^-A' ; 2 - x 3 -^fc«4 

- tf y i^/v^ /i^-^ft ^<z) t° y s^w* /i^-^ ; 2 - , 3 - * /t » 4 - 1° y 
3 & 4 - 1° y if© t 9 y ys?~A'#ji'tf~A' 3 - N 

15 m^<D^mn*&mk%fot^y 2-, 4-j;/u3:5-t°y 

^77V#^^^^©t: o y ^ V~;V%;Vi$~;V ; 2-, 4-, 5 - lEfcte 6 - fc° y 5: 

fc° y 5 v^/l^ /l^-zV' ; tT 9 S^/l^ /Utf?-/!' ; 2 3 - * ft f± 4 - fc°^< 0 
i^^/i^^7^n/^if(Dt 0 ^y v^/i^/i^-zi' ; ^7^*/^^; 3 
20 H-4> /i'- 2 -Sfcfii 3 -^/Kfr/i^-^ft £f<£>^ >- K y /i^/i^-A' ; 

2 - N 3-^fM4-t°7^^%^~^te¥<Dt°7~/U%/Utf~/]s ; 2-, 3 
-£fcft4 -^^t°y^^7J/^;-/^^if©^^fc°7-^yj^#-^ ; 3 - N 4 

;v ■ 4 y=3r/ y ;v%;vi$~;v ; tf P K [2 , 3-d] fc° y ^ v ? ~/t'#/^^/i' 
25 (i N t°U K [2, 3-d] t°y 5^^- 7.-4 ;Vi$=.;V) ; 1, 5-, 1, 

^ifOi-yf-V *J~;vD;vi$~;v ($L 1, 5 y 2 3 - 
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4)V1J)V^)V) [2, 3-d] M°V P/V%/V7$~/V =f-^J [2, 

3 - d ] t° U v 5 > - 3 — f ; t° 7 v> y ^ / y /l/tf^/i/ 

71^ 2H-^n^y-2-*fdi3 — f Ao^t]^/^) #<DgSfM-?- 

5 ^K^ftT^T^ivy) s mmm*. mnm* (^y ^^^^k^ 

fiX^X h £ V>) & ^<D— 7 p JI^ £ 1 L 4 IH-^tP 5 t> L < Ji 6 MMMU- 

t^-ivf-Jr, x-^jv^jTs n-^ntv^ ^fy/pW^Ci _ 4 T 

S (M> ^ b^r^ a^df^ n-yo^ t e r t-^h^^ n — 'Mr 
y, n-7°n fcT/VT ^ y n n-^W^y, tert-^W5A n — ^ 

^tv^tsa v>- (n-ynt» r^y, v>- (n-^TVlO T^y#<Z)^e 
25 y-% b< tt^-Ci _ 6 TWT^^if) s r^a^w^S (flk y 

h^W^/s if^W^s n-^P^W5A tert-^b^W 
^y, n-^^t^W^^CCi _ e r^a^w^ftif) £fcf* 
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5 5flH (0*L<f41~3l@) ($k ^f-/K ^3vK n-7°ntVK 

4 y n -T^/K y^f-/K sec -r/'fvK t e r t -^/K 

^ y-^dfV/l'ftifcDC ! _ 6 T/t^/K ^D^v'/^i: , ©C3 - 6 ^pT 
/k^ftif) v T/l^^S (03, TU/K ^y^n^/K ^y^f^/K 1 
10 -^;V7!J;K 2-^<Vr~/K 2-^t^if©C 2 . 6 W-^i 
if) , T^-zl'g (#k 7°n^;U^X 3 — ^ 

^^/K 3 -^rv'~/l'ftif<£>C 2 _ 6 T/^-A'ftif) „ T^afVg (M, 
^ ^df^ x]>^ n-yp#^ t e r t-T'b^^ n-^^r^t^f 

15 fcf^/K r/^U/K ^y^'f !J;K <<*#/'()K ^fV'f/K ^7°*/^ 

^ri/yj/^#^/K s e c — :/ b dp-->*/U#=/K t e r t-^h^*;^A' 
20 /^ifOC, _ 6 T7V3^'>-*/^=^ ; 7 S ;Vi$~;Vt£}£(D.C Q _ x 

if) t££<DC 7 - i 9 _ 4 T/^/^ 

(M, ^^-^/^^V^/^^^^if) -foUUDCr - i 9 T7 
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r 2 s r 3 feitFR 4 x^ztiz turn & 

5 t> J;v^3i=^3£, IftStitv^ttiv^yy [b] ^-/ug, fi&^fri/r 

itift^tLTv^Ttiv^^y [b] j-^;vm, m^^tix^xh^yv 

ftfrtofcWu R 2 h Ltft, 
[l] tK^-^n 

15 [2] (i) AP^yl? ($k y^M^ JfcSfcJD!^ *^JI^s 3^*JI 

=f) „ (i i) ^/7A (i i i) C x _ 6 T/V3V^ (M&tf, * ?vK 
m) t.tcJ,-iT±^Xl £fcte2<@il&£;ftTV^Tt> £V^T5 7s (iv) 

m^tlX^Xh^C 1 _ 6 T/^^/l/ ^yvK ^ntVK 

20 y^PtVK y^/K s e c-y^vK t e r t -y^/K 

7K ^^r^7^) , (v) ($k H:3^ 3!)i) "C 1 ~ 

e c-y*h3^ ^yf^t^^ ^^^//i/t^^l) s (v i) y^y^t^ 

25 (v i i) ($k yy*> i»> H^l) Tl~5jH (£?l£L< 

tei~3|HI) m^fiX\^Xh^c 1 _ 6 T/t^^y^ ^f-f^f-*^ ^ 
^ (v i i i) Tiryvl'fc.fctf (i x) 7 5; y %;l'tf~A'i>>h : Mf£ 
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4 ry^/H (Ms 7x^/H) , tntt& 

[3] d _ 6 T/^^v- (Ms y r<*S^ ^r^f^O feiO'Ci-eT^/P 
5 (0^b< «l~-3ji(DC 1 _ 6 T^a^rV) ^Ml^ tlTV^T t> £ V\ 

fx^/ki, [b] fx=;ws, 7U/vs, fc-y^s, t^yy/vs* 
t>iv\ ^~>^g, -<^y [b] fx^/n, 7y/^*fetttru^»s0 

£LV\| #03: L<, (i) zRjffJIs^fcte (i i) ^O^^ (Ms 

10 7j/», SiJS^, H*fH\ 3 7i^) -?l~5f@ (^Kfil~3 

m) mWkZnx^xh j^c 6 _ x 4 ry-zn (Ms y^^m ^^^tv\ 

15 ^-etis zKMC^ Cj _ 6 T/^dr/m (Ms y^/K n-7°Pt°;K 

^y^f) s c 6 _ 1 4 ry-^S (M> 73i=/i/^E) s d _ 6 r?v*?v 
-% /U tf~/um (Ms r-fe^/K ^nf^-n/K 7^y/K >f y^f-p/K ^> 
yy-f/K ^^f-y-f/K ^T^y-r/^) s ^p^vn^ (Ms ^^SJ^^s 
m.xm*> nausea a**itm > yr;i*fci^bni^t<, m\-, 

20 7RSfIH\ Cj _ 6 T;v*;vm (Ms y^/K ^^/K n-7°ntVK >f^f 
^30 s C x _ 6 T/^^-*^=^S (Ms TirfvK /Pt°t^/K 7"^ 

U/K ^y^f ^y^y^/K ^•yvi'/K ^yyy-f^#) s 

(Ms JtifffC^s 3>*®-=F) s i^r/S^fctt 

25 jtufB^ (I) ^s R 5 *5cfO*R 6 tts IH-^TtttM^oTs ■fcmU^tLtz.ttM 
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5 sffiB^d 0 ) \z3otf&R 2 8 xfFtsfriz m^^fix^xh ^mt^m 

mi «s 5£ (i) ^Uij-^R 1 rg^£^w~tt> £v\^Hb7kiiiKj 

BUlB^: (I 0 ) M*5#3R 2 9 , R 3 0 l£fcteR 3 1 Tg^^^T 
10 (I) ^fett^R 2 , R 3 £fcteR 4 rfttfeSftTV^fciV^ft;* 

itrtB^d 0 ) msR 8 2 ^^ttR 3 3 XTjkztiz m&£fcx^xt>£ 
v\&fbk*a£j tes (i) fcfcttSR 6 ^fc^R 6 rg^^ti 

15 ffffB^: (1° ) [l*3it5X 4 tfciiY 4 t^^tiS r^^|g^l^V>L2 
O©*'*— f—J «\ 5* (I) Mtf SXjcfcteY^^S r^^J^^i 

p!B5£ (i°) fc:fctt5#tt4fcg£>0£ bv^S«(i> sfc (I) ^fc^-cm-f- 
20 R 2 8 ilT(4, gm£;ftTV^Tt> J^T/i^/^ E^^tiTV^ 

m^tix^x~h^c 6 _ x 4 ru-;n 7^~7vm) ifim^0^^\ 
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_ a 4 ry-^s (flu 7^=/v3E) w^tv\ 

mmm^s mm^s 3$mm*) , ^rjm^tM^h^mmi-^^\ 

(#k y^/K ^?vK n-^otVK >fy^f/l4) ^f^LV\ 
10 X 4 ^fcttY 4 <D&l£LV>ti$l£ Ltfi, pfB5t (I) l^lt^XtfcSY© 

X 4 t LXfcs -S0 2 - -S0 2 -N (R 7 ) - (R 7 teftufB £ P^iii £ 
N -N (R 8 ) -S0 2 - (R 8 femmkmMm%7f;1r) s -N (R 9 ) 

- (R 9 f±fl(rlBi:|Rlica6S:^i-) *7c«-0-^W*UV\ t5fclt-SO z - 
15 mTt.L\\ 

Y 4 tUtf4, ^SfcHCj _ 8 7/1"* 1^ (#iR«\ -CH 2 

- (CH 2 ) 2 -> - (CH 2 ) 3 - (CH 2 ) 4 - (CH 2 ) 5 

- (CH 2 ) 6 -s -CHCH 3 -, -C (CH 3 ) 2 - (CH (CH 
3 ) ) 2 - (CH 2 ) 2 C (CH 3 ) 2 -s - (CH 2 ) 3 C (CH 3 ) 2 

20 -ft if) 35S0*LV\ 

(I) £ UTtt, TfB^ (II) 



R 



,38 




(II) 



R' 



,34 
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[5C4\ X 5 ft-S0 2 — S O 2 — N (R 7 ) - (R 7 teftifBi:l*];tii£r^ 

i~) , -n (r 8 ) -so 2 - (r 8 nmmtmMm^^-t) , -n (r 9 ) - 
(r 9 nmmtmMm^ir) t-ittt-o-&, 

5 r 3 4 ttgrn^nrv^Ttiv^bTk^S^r, 

10 fb7kSfg£^U R 3 5 W/3^»R 3 Mil, 

«f/i'g*Cttfcv\] T^^ti^^^^^fi^^ (&T> (ID 

f5 0 ) ^W^bV\ fc£U 3- [ [2, 3-v^^-l- (4-^/^:7 

x.^./V) x;V7fr~;V~\ -lH-t'n —)V — 4 — /l^] - 2 -^f^-/7^V 

C j _ 8 -CH 2 - (CH 2 ) 2 - (CH 

20 2 ) 3 - (CH 2 ) 4 -> - (CH 2 ) 5 - (CH 2 ) 6 -CHC 
H 3 -C (CH 3 ) 2 -> ~ (CH (CH,) ) 2 ~s ~ (CH 2 ) 2 C 
(CH 3 ) 2 - (CH 2 ) 3 C (CH 3 ) 2 aW£LV\, 
R 3 4 fc*3tt5 ^g^$^TV^T^><tV^^7KmSJ £ LTte, itufSR 4 0 

*3^s m^tix^xh^^itTkmm trnmom^mf^th^o 

25 R 3 4 i Itlt gm£tlTl^Tt> il^T/l^/^ »Jfe£;ftT^T t> iV^T 
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ci] (i) \ wfv 7vM, m.m, a^*) s (2) 

t Kn^r^ (3) (M> y^lffs ±£*s Hlfis 3^*0 1 ~ 5 fa 

(0f;L<f±l~3fa) W&^frlWCti ctV^d _ 6 T/^^ (M> *?vK 
n-r/nfcVK -fy^f) &<fct/ (4) d _ 6 T )V^-y (fik 
5 ^ h^v\ ^h^ci/, n-^ntf^^ V 7* h ^£>3if3:frL5 1 ~ 5 fa 

(#f£L<tel~3fa) <Dg&KTg&£;ftT^Tt><fc^C 6 _ x 4 
(0ij> 7^^/^) , lfcft[2] C^b TiV^jvm (Ms *?vK 3i^/K 
n-/nt°/K ^^f^LV\ 
R 3 5 rg^$tLTV^t>J:v^b7K^Sj i HfffBR 4 0 

io 33^5 rg&$ftT^Tfc £v\^b7k*§Kj ^tl^g^Wb^^s l, 3 

-o-ch 2 -o-mxa^\ ) ^0tuv\ 

^T&s (i) 7mW^s Hftt* (i i) (Ms 7y*, *&ifs **s 

TfciV^Ce _ ! 4 ru-^s (Ms tiW-HLW 

20 5#5 N R 3 7 ft, 1, 3-i?**V4yyy-6-4^Xfcf£\<\ 

R 3 6 joit^R 3 7 rrv-^Sj tUlt BUfflR 2 s R 3 &£^R 

R 3 6 fcitfR 3 7 HTIt TK^m^s Ci _ 6 T/^/^S (Ms *?vK 
ai^/K n-^otVK ^y^/Vl) s C x _ 6 T;V*;V--X);Vi$~;vm (Ms 
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So 

R 3 8 *3«ttJtR 8 9 iLTft ^tt^tL^LTTK^E^^^C! _ 6 T)V 
5 ($k ^^-/K ^fvK n-yp tVK V/f/Vf) 




10 Y 6 iiC! _ 6 Truism ($Rtt\ -CH 2 - % - (CH 2 ) 2 - (C 
H 2 ) 3 - (CH 2 ) 4 -s - (CH 2 ) s -> - (CH 2 ) B -CH 
CH 3 - -C (CH,) a -> - (CH (CH 3 ) ) 2 - N - (CH 2 ) 2 C 

(CH 3 ) 2 -> - (CH 2 ) 3 C (CH 3 ) 2 
R 4 1 [1] (1) (M> 7^i, ifeff^ JlS^ 3-)|) N (2) t 

15 Kndfi^ (3) 7j/l i»> 3 "Cl~5fi (0 

7K n-^ntVK ^fy^f) *3«fctf (4) C x _ 6 T^a^ ($k ^ b 

^b<«i~3jin) ©g^-c»#$^Tv>Tt«J:v^c e _ x 4 ry-^K ($k 

20 7cc^;v#) [2] C x _ 6 T/^/l-g (Ms P*5vK n-^P 
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6 T/U^-jU ^fvK n-^ntVK JV^fl'Wl #>£>3tfc£;fa5 

i~5j@ (0tl<lii~3fi) (Dgms^gm^-Cv^kiv^Ce - i 4 T 

5 R 4 3 &J;tJ*R 4 4 fi^r^^Ttc^^Sr, 

r 4 5 feit^R 4 6 ^MfimsL^xi^mu^tMc 1 - 6 rsv^/um 

10 £&tt&<B Ca] s Cb] , [c] *5<fctf Cd] -e&5„ 
(a)S(II-a) 




D&tfU X 1 S-S0 2 — S O 2 — N (R 7 ) - (R 7 teTk^E^tfcteg 
m^tiTv^xtickv^^TkmS^^i-) > -n (R 8 ) -so 2 - (R 8 teTkSf 
15 m*titcfeWWktsfhX^xh£^fcikfomm*7s<ir) s -n (r 9 ) - (R 9 te 

^^S, g^^^TV^T^ ctv^vy [b] WWh&tiX^X-bk 
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-ct>ctv^^y [b] ^^m, «£ftwr& iv^y^s^^ttgm^ 

ftWT&iV^tfy 

r^/H, ^p^yi^ vr/Stfd^foM (fat, r 1 2 *3«fc 

0R 1 3 »lHB#^7K*m-?-Ctt^V^ x 

^TkmS^^-T] XmZtlZit&m (fit, 3 - [ [2, 
10 (4 - ^Ws^V) -2-^ 
/v-T7^ ^^^^7 1 ^Sr^<o ) ^fc^O^o 

r 1 0 -?^£ft* rg^ft-cv^-ct iv^ft**Sj *3ctr>* r{t&£ftw 
xh^^mm&i ^ (i) wsr 1 T*^£ft* rg£&£ft-ci^-c& £ 

15 r 1 1 -c?j*$fts rsife$ftTv>Tt>«kv^b7K*3£j > rB&$ft-tv>-ct> 
^f-^^/umi , rg^tiwct) <fcv^^/ Cb] *?-^~;v&\ , rg^ 
£ftwc^ iv^y/kgj N rgm£n-cv^t>J^t o y v»/i^j , rg^$ 

20 rgm^ftTi^T^iv^^/^j , rg$&£ftwTt>£v^^ [b] 
, rB4fc£ft-cv>-ct> y /u^j N mmzfax^xh iv^t°y 

r 1 2 i^cteR 1 3 T*^£ft* rg^^ft-cv^T^iv^^Tk^Sj , rrv 
ft* rjt*$ft , rv^*ct>«tv^b7K*Sj , rrv/Hj Intel* \^v>fi/n 
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^ (i) icui^R 5 £fcteR 6 -e^^tts rgife^^-cv^Tt.tv^fbTK^ 
x 1 <&0£ bv^HEIfi, tuta^ (i) te:fctt5Xfcffi«©£#¥tf &ft5o 

W5Y"C^Lfc rg&£;ft,-Clvrt> J^T/l^l^Sj il^^S^^ff 
tutS^ (I I -a) fcfctt5#m&£O0£Ll^1i£lte, 5£ (I) fcl*3V^*t 

is ^fttotei^ 

[1] (i) />nyy ^ 7s^i, ti, li, a^i) > (ii)fcKn* 
>\ (i i i) ^TA (i v) An^y (flU y^Sts M> 3^*) 

T*l~5^ (0^b<«l~3Hl) WfeSftTV^k _ 6 T)V^r)V 

^^/K ^ntVK -Yy^ntr/K :/fvK y/f ;K s e c-zff- 

20 /K t e r t -y*^vK ^V^vK % (v) ^p^> (Ms 7^*> 

Jy^ 3^*) tfl~5fl (^L<ftl~3fi) mWkZtlX^Xh 
C 1 - 6 T^a^f (Ms 7< b^v-s ^b^v\ 7°n^v\ 
y'f^r^s ^y/b^^s sec-^RV, '^fvl'^v', ^^^/Vt^^ 

30 *3«fctf (vi) y^~;vfrbm\tfi%> i~5ji (0* L<»i~3jH) <Z)g 
25 &gT?©&£*iTv^ i fo«fcv^c 6 _! 4 ry-/vs ($k y^^#) , 

[2] mm&<o) ^~;vm, 
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R 1 1 tUtt> (i) 7kMCi\ (i i) K&SftTV^TfciV^fc**^ 
•Mtcfe ( i i i ) C l - e 7^3^ (M. * h^v\ ^h^i) fc'iVCj 

W&Sft'CV^fc «tv\ fx^;i/S, ^<^y* [b] f-^^;v^ y V /vg£fcf± 

10 j^^nm, r 1 1 atii, 
[i] tK^i^ 

[2] (i) />nyyl^ (f(j N 7^1?, fttfcUnK ay-*E 

^) N (i i) 5/7/, (i i i) C x _ 6 T/l'^ (09*.tf* * 9vK 
m $.tcteT±^/l'X*lt.fz.fe2mW&£frlX^X-b£.^T^;, (iv) 

15 ?y yym, mm, 3* at) ti~5« wt.\^<\zi~zm) « 

&£*iTV^Tt> iV^Ci _ 6 TVKSfvl' (fll&fc^ /fvK ^?vK T'ntVK 
y7"ntVK ^^/K -f Vl/^vK s e c -y*fvK t e r t — t/^/K 
/K ^v^Mg) , (v) (#!k 7yi, Hits 3?*) ~C 1 ~ 

5j@ (0*L<»l~3ji) gm£tlTl^Tt> _ 6 7^3#^ (#!k * 

20 pdf-S^ 3zh^^ 7°n^^i/> ^/7°P^ 7*1^^ ^//f^ s 
e c-^f^^ ^i/^/I^^^A ^V/l'^v'^) , (v i) y^J^rV, 

(v i i) (M> 7^1, urn, a#*) 1 ~ 5 {Hi (£?;§: L< 

^jv^ir^) , (v i i i) Ti?5vKfc3j;T>* (i x) 7 5/ ^^/^blff 

[3] C i :,7/va^ j*r*^ aib^^) fci(5C 1 _ 6 7;^ 
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V\ ^t^y [b] fx^/PS, 7!)/H, t°y^I, t°7^!J/> 

gJc7cfifc: o y ^v^/^S [J&^-efes C, _ 6 7;l/a^VC 1 ~ 3 flM#£^T 
V^Tt>«tV\ ^<^/ [b] 7 y/^S^fc(±t o y v?/k 

W£b<s (i) ^n^V^joit^ (i i) ^n^T?l~5i 

^L<(ii~3#l) ©&£*i-cvvct>«fcv^c 1 _ 6 r/v^;^^Iift5 1~5 

£ (Ms 

^f/vS (Ms p*?vK n-7°Dfc°/K ^y-ff-zl^) > C 6 _ 14 7!) 

-/I'g (Ms 7*=->l/^) s C, _ 6 TA'*A'-ji;Vi$~/vm (Ms r-fe^/K 

N /May^-? (Ms ^iy^MT-s .E&JJK^ a !7^fM 

15 ^) s ^7;sifc^hoS^u\ mu r 1 2 ^j^r 1 3 «i^Bf^ 

R 1 2 atlt tK*M-7-s Ci _ 6 (Ms ^ 9vK n- 

7°ntVK y7*f^f ) *5J:tfC 8 _ ! 4 7 D (Ms y ^=-;vm) 

20 r 1 3 atit ^i^itj'C! _ 6 xv^/^g (Ms 

n-Mf/K ^y^f^4) jW*U\, 
R 1 4 fcitfR 1 5 t LTfis ^n^MStbTTK^-^^^fiC! _ 6 TJV 

(Ms n-T-nfcVK •^VT'fvMg) #0S:LV\, 

X 1 J^cteY 1 ©0*LV^||«i: Utt, (I) MtfSXtfcteYtf) 

25 03; LV^a^lH^^M^-rS - i: 5 0 

Y 1 i LTtt, C a _ 8 T/^l^V (Wilt ~CH 2 - (CH 2 ) 2 -> 
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- (CH 2 ) 3 - (CH 2 ) 4 -> - (CH 2 ) 5 ~> - (CH 2 ) 6 - N 
-CHCH 3 - N -C (CH 3 ) 2 - (CH (CH 3 ) ) 2 ~> ~ (CH 
2 ) 2 C (CH 3 ) 2 - (CH 2 ) 3 C (CH 3 ) 2 -ftif) aW£LV\ 
[b] ^ (I I-b) 




[5£tp v X 2 tt-so 2 -N (R 7 ) - (R 7 HTK^lE^^^fiS^^tL-CV^T 

t J;v^b7K5ffK«r**f) , -N (R 8 ) -so 2 - (R 8 ftTk^IC^fcteS 
mi$fox^xi>£.^}%ik7kmm%7jk~t) ^ -n (r 9 ) - (r 9 te^JiH^fc 

10 Y 2 ■fiSife$tt"CV^Tt>J:v^r/^v>'SSr> 
ft, 

r 1 7 te7k*JIH\ sm^nxv>Tt) iv^b7k*S, S&SftTv^fc «tv^ 

R 1 8 feJ^R 1 9 tt-tJxW**^*^ 
20 -C^^tlS^tltTt^Oitc 
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iv^^/^Kj ^ m^fix^x-h ^^<yy [b] „ rg^ 

^nx^x-h^yv/^mi > rg^£tL-ti^-c& iv^°y v^gj , rg^£ 

(i) ^&ttSR 2 x^£ti% rw&£fox^xt>£^&kfc&mm} , 

^c^/^j , rg^ti-ci^Tk y/^Sj . rgj&£tLWCt> £v^°y 

10 t° y ^ v^/^j £ ^fi^^to 

5£ (I) ^fetf^R 5 JxfcftR 6 X^£tl& rg^^^iTV^Tti iV^^TK* 
15 Y 2 t*3»tS rg^^^LTV^Tt J^T/l^^Kj £ UT^ HUfBS^ (I) 

SfrlB^: (i i-b) Ki^ts&gmK^^Lv^iite, ^ (i) ^&^-c*f 

20 R 1 6 iim gt&^TV^^J^T/V^S, S&SftTV^ 

T &ckV>T y gm^t^TV^Tt>J:V^T7/^= 3 r/^K^fc»gm$tLTV^T 
25 M^f^ 

[1] (i) AP^'y (i, 7j/i, li, ||3ff, 3#*) s (ii) t Fn^f 
V, (i i i) VTA (i v) AD>fy (#L 7>7^, Jlf^ 3#^) 
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/K t e r t-^/K ^i"3vK \ (v) /M^V (01k 7 

5 c x _ 6 T)v^**/ y v*y, ^r*i^ ^y^^^ 

y>^v/ N ^yy>^>, sec-7>^ ^y^tvir^y, ^-y)Vir^r-y 
m *3<f0« (vi) l~5l@ (0^L<«l~3jH) ©I 

ms^g^^tLTv^rti £v^c 6 _ x 4 ru^/n y^~^#) > 
[2] ^-^s, 

10 »^f*LV\ 

r 1 7 tun (i) tr*^s (i i) m^fir^xh^mty^mm, 

^tcit ( i i i ) c x _ 6 T/^^y (Ms * h**y. ^h**ym) ^^xfc, 
_ 6 T;v*;v (#k *?vK iJ^IIi^S l ~ 3 

frwc^£v\ ^^/um, ^<yy* [b] ^-/^ 7y/H, 
15 tr^y* y^s^fc«t°y ^ iftfrx-h, c 1 _ 6 r/v^*yxi~3m 

±mLtc*xhmm£tix^xi>£^mk*mm&£VftitL<, mz. mmts 

20 AfrW^^ R 1 7 tbTtt, 
[l] TkStJi^ 

[2] (i) /M2^^M^ ($k 7y|H^ Jtrfftll^ 3?*^ 

^) , (i i) ^TA (iiOCj.e T^A- (tflfctf* 

^/c^Tir^T 1 ^fci^jllg&SftTV^Tfc £V^T 5 7, (iv) 
25 ^ ($k JtrSk 3<7*) ^l~5f@ (0^L<«l~3jH) » 

g^ftTV^fc-fc^C! _ 6 T;V*;V W%-#* *3vK 7°n tVK ^ 

y^ntVK y*fvK -ryy^/K s e c-y^vK t e r ^yf- 

48 



WO 2006/036024 



PCT/JP2005/018572 



/K ^^;um) s (v) (^J, 7j/^ 3^*) 7? 1 ~ 

5j® (0$L<f±l~3fi) m^flX^X-h iV>d _ 6 7/1"^^ (^|J N ^ 

e c -y*h*-y, s<v=?)Vjr5rV^ ^%/;vir^r-y^) > (v i) y^j**/^ 
5 (v i i) ^usfy (#I> ti, ft*. 3?*) T?l~5l@ (0*L< 

tel~3flg) gm^^t-C^Tt J^C^ _ 6 7/^/^^ ($k * ^V^tf\ ^ 
^ ( v i i i) Tir^vl'&cfctJ* (i x) 7 ^ / #/I^-^b5tk£ 
tl5 1~5|B (£?3;L<tel~3^) (Dgm^^em^^TV^T^ J:V>C 6 _ x 

10 [3] C^er/vn^^ ^b^V.^h^r^) & £X?C ^7 )V*)V 

v\ =f-^^;ums [b] ^-^g, yy^m, trys^a^ t 0 7^u^ 

v^T&£l\ ^"/^ ^<yy* [b] ^^^/^S> 7 y /HI fctefc? y v>/^ 

15 

^0^b<> (i) f?ym?& it>* (i i) ^n^"C'l~5fi (0 

* L< tel~3{|H) g&c^ftWCfc J^Ci _ B 7^= 3 r/^baltt^5 1~5 
ill (£f£L<i3:l~3<0) <DW&&~?W:&£frX^X-b iV^C 6 _ t 4 T y -A- 
S (Ms 7cc^S) ^W*bV\ 
20 R 2 0 &£t>*R 2 1 atit ^^^^UTTK^M^^fc^C! _ 6 T>1> 

Y 2 ©0$ LV^tli: ITtt, BiffS^ (I) fc:fcttSY<003;LV^^&P£| 
^t5ri^t#§^\ Cj-sTM^ ($J£»\ -CH 2 - N - (C 
H 2 ) 2 -s - (CH 2 ) 3 - (CH 2 ) 4 - (CH 2 ) 5 -s - (C 
25 H 2 ) 6 -,-CHCH 3 - -C(CH 3 ) 2 -,-(CH (CH 3 )) 2 -, 
- (CH 2 ) 2 C (CH 3 ) 2 -> ~ (CH 2 ) 3 C (CH 3 ) 2 -ft if) 
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[c] 5£ (I I-c) 




D&^K x 3 ft-so 2 
Y 3 fet^isym (-ch 2 -) 

R 2 3 tzm&istix^xh£^c e _ ! 4 TU-;H^ m&isfrix^xh 

v^y/^ »^£tiwti> £vM; o y ^/n v mm^^Tv^r^ j;vMi o 7^y 
r 2 4 ^it^R 2 5 ntti^ti7kmw^%, 

R 2 6 teTk^fC^fcte^fv^K^ 

15 tt\ ^f/K ai^/K ^ntVK -fV^ntVK -f V^/K s e c- 

t e r t-^/K -O^/K -^^#) bfrl5 0 

r 2 2 -e^^tis r^^^gj ©iiSiittt tulBR 4 0 -e^fris 

&\^Lx^xh^^w$:m&mfbtiz>o mm^(omni~5m cs^ix 

20 tel~3fHI) "CfeSo 

r^^/l^J <Dg&£i: LT&> (i) (Ms Jfes^ 

3^|) , (i i) tKo^^ (i i i) v-TA (iv) ^ ($k 7 
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y§ff> If, 3^») -ei~5j@ (#£L<f*l~34@) »&£ftTV^T 

& J^C, _ 6 T/l^A' (Wx.fl *7VK /ntVK ^ yy°n t°/K 

y*7VK -Yy^^/K s e c-y^/K t e r t -y^/K ^VfvK ^^^/^ 
^) , ( v ) /ms^ (M> 7>;l, ^Jft, ay*) -C1~5|H (^tl 

5 <fil~3{i) g^^tlTV^Tt ctV^Ci _ 6 T?Vn*i/ Ms * 

^ ^y^^-^v-, -^v^^v^) „ (v i) y^~/v#aW£Lv\, 

R 2 2 r^^^/^Sj iLTfi, 2-tfcte3-^~/l^W £ 

Mo 

io ^-^tts^ttt, t&fBR 4 0 -e^ztiz mitAmmi ^v-y 
r 2 3 -c^^tis rg^^-ci^Tti J;v^ 6 _ x 4 ry-^Kj t^it^c 

6 _ ! 4 TV—^mtLXlts 7^/K ^y^v^W bftSo 
15 /utffft ■£ LV\ 

R 2 3 X*7jk£tl% rc 6 _ ! 4 T y-/^Sj ©ttl^ Utii, BufBR 4 0 

L< tel~3jH) XhZ> a 

20 rc 6 _ ! 4 ry-/^Sj ©itstttii, U) ^n^>Hf (^J> 7y 

mm*, mmm*. ^mm?, zvmm*) ^ u i) ^ta (i i n c x 

_ 6 T^/v (iiH ;*7VK ^?\M§£) SfcttrtWllfcli2iB|l^ 
^tlTV^T^ctV^T^ (i v) /M3^> (#!l> y^y*^ ay 
if) tl~5fi (£?;£L<tel~3l®) gm^tLWTti _ 6 T^/V 

25 ($ixJ3\ ^^/k ^tvk yntVK ^yy°ntVK y^/K ^ y^f/K s 

e c-^tVK t e r t -^fvK ^^TVK ^^^^) ^ (v) ^P^^ 
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^v^^v^) % (v i) y*/*-*/^ (v i i) />o^ (M> 
^ x 3^) T?l~5l@ 1X111-3$) g&SftTV^Tfc «fc^ 

5 C, _ 6 Tjv^jv^Ht (Ms *fvl^;*\ ^jv^-HrW) , (v i i i) Tir^- 
/kfc cfcTJ* ( i x ) T%S %A'ti~A4£&&& LV\ 
R 2 3 -VTFZfrZ ^fim$^^TV^Tt>J:v^^^^/^SJ ±fBR 2 2 

-c^fts rg$i$ftWT& ti^akwasWbftSo 
R 2 3 -e^£ft3 rgi^tLTV^k iv^^y* [b] ^c^gj © 1"^^ 
io y* [b] f-^/vSj HTil 2-^7t»3— <^y* [b] j-^jvmm-fh 

m^-yy [b] =f-^;\,m<D rg#£j t ttn, ±ibr 4 0 -»£ft5 r$ 

r 2 3 -c^£ft5 rg&jSftTi^Tfc.kv^y/i^j © ryy/^gj tutf±, 

^yy/^s^ rg$^j iuit ±ibr 4 0 -c^Sfts r^^3(f3£j #v 

20 £[iga#S&£tf s WS>ft5o i,gms<»teiftv^3{@T;fc5 0 

r 2 3 -c^SftS rg^$tiTv^Tt> J;v^t°y © rt-y^Sj it 

i^y^/H© rg^gj itm tfrfBR 4 0 ft* r^Tk^Sj ^ 

25 I^i©iftSW^5 € ^g&g<£^tel&V^3^fc5„ 

r 2 3 x^ztiz rg&$ft-cvvct> x^t°yy v^mi <o rt^yy^gj 

tLXfes 3-3;fcte4-fcWy^W* ^ft5 0 
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it 0 7y!)^S© rg|^£j i:bT{±, ±fBR 4 0 X^ZtiZ tfikikfcmM} 
5 Sj irUTtt, 2-, 4-^fc»5-l: <> y ^^/k^f ^tlSo 

Rtr'P s^^S© rgmsj Hm ±ibr 4 0 -r^SftS r^^ 7 K^ 

_hfE^~/>g, -^yy [b] 7 fUvv^ 

<W3;LV\, RflHft3£©*tii~3ft"e*)«„ 
R 2 2 i ITIi, 

15 [1] (i)^n^ (R7y|, II, II, 3>)|), (ii)tKndf 
5/, (i i i) (i v) /np^V (M> 7y», J»s M> 3?*) 

t?l~5i@ (i? 3; L < ft 1 ~ 3 i@) gm£^WC% _ 6 T/l"*/!' (M> 

^^/K ^fvK ^ntVK ^y/ntVK ^f/K ^V/f/K s e c-zfj- 
/K t e r t-^/K ^i/fvK ^ (v) ^n<7*y (W % 

20 Jl*, a^sff) ti~5i (03;L<tei~3<B) fi&SftTV^kJ;^ 

^^V, /fy^f^'A s ec-7>^ ^^^/^^v-, ^vVWT^v' 
#) *3<fctf (vi) 7x^^Ilftl5 1~5i (^^b<«l~3|H) 

25 [2] (^fflft©) 

R 2 3 tLXfcs [1] (i) rsvpl/m* (Ms 7yigf, iMsC^ * 
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(i v ) AU^y (#iJ N 7 5/1, H:^ H^Sf) T?l~5fc (&£L<tt 

l~3fl) g^HW-C&^C! _ 6 T/^/U (iill *?VK ^fvK 
5 ^nbT/K -ry^ntVK 7*fvK >f V^/K s e c t e r t -7* 
^/K ■^✓"fvK ^^^7^) „ (v) (#iJ N |yS> 3 

r>*) -C1~5#I (0£L<tel~3^) gifc^ftTV^kJ^d _ 6 T/^ 

y h^ri/, s e c-y*h$->, ^yj-^^r-y, ^i/;vir^r^) > (v i) 

io yw^^ (vi i) ^ffv y?m, mm, ^m, 3$m) -ei~5 

f-jv^ir^ ^?-Af*m > (v i i i) T1rfvi'*5J:tf (i x) r^;*/^ 

15 [2] %tcfc 

[3] d _ 6 T)\>n**/ * ^Y*y-m is^c 1 . B r^^ 

m> ^f/K ^fvK n-7°nt°/K -fy^f) d^l(ftl5 1~3i© 
L< tei~3{|H<7)d _ 6 T)V^*v) xm^fir^Xh £v\ 

^rc^^s, ^<^y [b] fijv 5 /^ t o 7yy/Hi 

20 7t»t°y > v?^/H (ftmi-SfiOC! _ 6 T/^^v^fiil^nT^T 
t£v\ [b] 7y/^fciit°y^/H^f 

Cd] ^ (I I -d) 



54 



WO 2006/036024 



PCT/JP2005/018572 




r 1 0 3 is&TfiR 1 0 4 fix ^ti^ti7k^MT-^^-r^\ foSWiR 1 0 3 33 J; 
Tv^S> />n^yl^ ^T/S£fcf±~ fn£&;^U R 1 0 5 li N 7 

(i) ^^g*m«Sx 



(2) ^ 




= w&&&7ft-to ^ (I I-d) 
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5 k£v\, 

10 it^±B«Afc*3»t5 r#atiS:^s***atsj ^ ltd 

/k y^f-yy /k fr/D/K ^y^r^/y/K ^^vy^ (ihw 
^y-^-i-^/K iH-^^7^-4-^^f) , t'^yy/K i, 
2, 3-tH^ryi/K i, 2, 1, 3, 4-^ 

t^/yij/K ^yif^/K i, 2, i, 2, 4-fTv 5 

20 ryy;K 1, 3, 4-^r^ryy/K 1, 2, 3-hyryy/K 1, 2, 
4-hyryy^(i, 2, 4-byryy^-i-^/K.i, 2, 4-byr 

)/J);l/-4->f/l4f) > fh7/^K t°yv^ (2-, 3 -Xf± 4 - t° y 

, tfy^v^/K try^s^K t'^v^/K hur^/^fflfl 

^lililS^i^^N-t^rv^ YW.mi$mfb%l, t£frXh, 5~6M 

t°7/!)/K t-y^/K t°y^^/K t°y ^/^wtt<, fc^frtt* t° 
y v^0£ lv\ 
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Knt°y 5 v-jvtzz) <DttL* lift tWv^/k trpy^/K t^!)^ 

/V (2-, 3-Xtt4-fc^<!J$W „ ^-/^ij^/K ^*/v*y=/K tr^ 

5-6 U\ 

ili^t Tv^-ct> r^^j thxn, # 

10 ;t=3r-y-y*-/Hi, ^y^^f-y^^m. fry^/H, 4 y^ry-^m, ^ 
^y*-/^, t^y^^i^ 1, 2, 3 -tH^ry^i, 1, 2, 4-^- 
^t^ry-^i, i, 3, 4-t#fv?Ty-/^ 77ifygt 1, 2, 3 
-fr^ry-/H, 1, 2, 4-fr^r^i> 1, 3, 

-/l^ 1, 2, 1, 2,. 4-H7/-/^ Tb7)/ 

15 ifp^yat, t°yy*^yiu t°y^yi, hVTVym. 

y^/7 7yi> ^yy* CbJ y^y^y^ 'fyK^ -Ty^y-K-^ 
St iH-^y^'y^l, ^yx^y^y-/vl, ^y^^fy-/H, 1, 

2-^yy^y^ty-^i, ^yyf/y-^i, ^yyt°7^ 1, 2 
20 -^yy^yfry^vi> lH-^y/MiTy^l, ^/!Jy^ ^y^- 
yyyf, ^y/iJyl, ^yjiyf, 3V ^f-y y@t, 7*7&>m. 1-7 
fij^yl, 7°!)yl> 7"7'Jv?yl 77 /w^/-/^, a-i'/^lyi 0 
-77/i^yygt y-#/^yym r^y^ r^y^f-s^at y^y 

25 s^su yxtfnyi, -f^KU^SL [1, 2-b_) t°y¥i?ym, 

\£^Sn [1, 5-jaJ fcTP^IIL >f5^/ Cl, 2-aJ ^yv^gt, W 5 
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y Cl, 2-_aJ tfUSS^Sk 1, 2, 4-MJ7/D [4, 3 -_aj y v> 
yMs 1, 2, [4, 3-b_] fc°y ^yif©8^ti 2M 

io y^yi, ff7tFnt°7^ ^*y>^ ^^^y^, tr^<7^ 

5V^ttv J t Kn t°y v'yf, v^t Ko t°!J v'yi, 1, 2, 3, 
Kn^/y^t, 1, 2, 3, 4-fb7tFo^y^r/!)^^^iM:S& 

20 if-yy/K 3 -^yy-f y^f-y y /k 2 -^^yf-ry y/K 3— ^y^ 
y^ryy/K 2-, 3-*yt»4-^y y/K i-n 3--£fc«:4-^y3v 
y/K 3-*fd»4-^^/ y =/k 2-^fc«4-^7"yy ~/k 2-*fcw: 
3-^y=3r^y^/K i-ifc«4-7^7^/K t7f^^/K yy~/K 

y^yv^/K 1, 7-7itybo!)y-2-, 3-*;fcf±4— OK 1 -> 
25 2-£fcJ±3— f:' KU v>~/K Cl, 2-b) tfy^v^/K 

[1, 5-a] fy^/K -Y^^y Cl, 2-a] fc? P v>/K 4 % *V Cl, 2 
-b) t^yy/K 4%?^ Cl, 5-a) fc'yv^K -T^^y C4, 5-c] 
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fy^/K t°7^P [1, 5 -a) tfy^v^/K bT^yn Cl, 5-c] t° U 
^v^/K C3, 4-d) t o y^^7K -fS^V Cl, 2-b] t'JJ 

<<S*V Cl, 5-b] fc°y^~/K C3, 4-b) fc°y 

vvK -YS^V Cl; 2- a] t°y V^/K 1, 2, [4, 3 

5 -a) fc°yv7K 1, 2, 4-byr^n [4, 3-b) t:°y^v^/K Cl, 

2) 4] fur/n ci, 2-a] t-y^-^^/K ci, 2, 3) byr^p 

[1, 5-a) t'U^^/K Cl, 2, 4] hyT^n Cl, 5-c] 
v>~/K Cl, 2, 4] hVTyn Cl, 5-a) fcTP^/K Cl, 2, 4) h 
Ur^/P [4, 3- a) bTUS^K k°7^P C5, 1-b) f-T^y/K t°PP 

io C2, i-f) Ci, 2, 4] hyr^^/K t°nn ci, 2-b) fc°y^v»~ 

7K h°DP C2, 3-d) trP5^=/K t°DP C2, 3-b) t°yvVK ^ 
/ [3, 2-b) t?y^v^/K ^/ C2, 3-b) t°yvvK ^/ C2, 

3-c) fy^/K f-^y C3, 2-b) t°y^/K ?w C3, 2-c) t°y 

vVK t°y K C2, 3-b) t°7^/K tfy K C3, 4-b) t°7v>/K tfp K 
15 C2, 3-d) fcl v^/K t°'J K (3, 2-d) t°U v^/K t°!!K [4, 
3 _ d ] t°!J >^f(7)8~l 61 (0S:L<WU 8-121) O^^Ilgt 

&ft$mm&mmi~2te (»*t<r±, ins) tfctt-<^^i~2j@ (0 

20 *L<tt, 111) ^M^i^t^^^ (fc*?U i'* i: »£\ 

try ^^amig^srWfSo ) n *5ctT>*fc°y 5 vym&mmLtc5i£fz.t±6M. 

©l~2i (i^tKlt lfi) ^fc«-0-if^^l~2#I (0*L<f±> 1 

^vy^y, ^r^/yv^ wyy^y, tr^yt^ ^-/^y^ f-^- 
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5V^l, 2, 3, 4-fb7tFn^yy^ 1, 2, 3, 4-f b7tKa 
5 bfrl%)o 

LTf±, ±fBut too 5%tci±6^(D^nmm^mmMmmmtf 
0tu<> 4»-ct>bry^/v (flu 2-, 3-^fctt4-t°y v 5 /^) „ try^v 5 
^/v 2-, 4-^/c»5-t°y ^^^/v#) £fc«fc°y ^-a- m. 3 

15 tmmom^^mf^^o mm&^imi*, m^mmtrnxh^m^ 

rc 6 _ ! 4 ry-^Sj tvxn, y^^;v, i-^^^/k 2-7" 

20 2-t^cn^y/K 3-t^x^!)/K 4-t^^^y/K 2-T>-^ 
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£*5rt5 r-|gjRr/v^^Sj r/ntf/K W 

yynfcVK :/^vK >fy^/K s e c -^/K t e r t-^f/UfcifOC 

iv^gmSi: PiwtiS^pif £>ft5 0 ^smsomtt 1 L 3 Hi 
r 1 ° 3 ^.ttfR 1 0 4 ft* rr^Sj ib-cfi, ±ibr 2 s R 3 &cfc 

OSR 4 -^£ft3 rr^/vSj fc[TO<03£3Wf&ft5o 
15 R 1 0 3 feit/R 1 0 4 T*^£ft3 ^n^yl^j Ltlt 7yl 

r 1 0 5 T^£ft3 rr/^/^j £ UTtt, 09*.ff* C a _ 6 T/^^ (09 
7<fvK ^PtVK -ry^ntVK 7*fvK 4 y^/K sec 

t e r t-^/K ^^/K ^^r^/l/#) ##^&f bft£ 0 
20 R 1 0 1 i:Ltft> (i) ($k 7 I*> HS^ 3#3ft) ^ 

(i i) hKn^ (iii) i/7A (iv) (W> 7y|, £^ 

JHf^ =n?m) T*l~5j|H (0l£L<tel~3j|D) g^ftTV^k^d _ 

/K s e c-^fvK t e r t -^/K ^^/K ^v7V#) , (v) 
25 yym, MM, *^ -3#*) Tfl~5fl (^^L<ttl~3jH) S 
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^iy/U^^m) , (v i) C x _ 6 T;v*;v ($K ;*fvK ^^/K 

/K ^y/otVK y*^VK ^y7Y/K s e c-y^/K t e r t -~f?*)V^ 

sOf-Asy XW&ZfoX^Xhk^T $ ;&&&X$ (v i i) ^ 

5 y /k t° 7 y y /k t° y >vk t? y 5 v>~/k t° y if <d 5 ~ 6 

tpT'ti, (i) ^P^y (Ms 7 *&5ft N Jl*, 3?*) ^ (i i) t F 

n=3rv\ (iii)^7A (iv) ap^> ($k 7*;|, MM. JlS^ 3? 
10 -?l~5fi ($?*L<ttl~3{@) ofJfc^ft-C^TtxfcV^C! _ 6 TA"*A' 

(Ms p*?vK T-ntVK ^V^ntVK y*^/K ^V^f/K sec 

-y^vK t e r t -^/K '^fvK ^->vk#) N (v) (#lk 

7^1 Si, jyfts 37*) -e i-5 ft (0*u<f±i~3ft) s&Sfri/rv^ 

■Ct> iV^Ci _ 6 7^3^ (M> ^ r 5 *^ -fmf^y^ J yy°P 

15 ifs^y^ ^ jy?*h*^, s e c-y*h*i/, ^^VK^ ^ 

/^^v-#) *3j;tf (v i) Cj _ 6 TVi"*^ (i> *3vK 
^yyntVK y*fvK ^yy^/K s e c-y*^vK t e r t-y*^K 

20 2-, 3-£fctt4-fc?y , t'H^S (W, 2-, 4-3: 

fd»5-t o y ^v^/Mg) , t°D^/H (fiJs 3-*fc«4-t°y ^v 5 ^ 

#) t<, (i) ^p^v (M> yym, mm. 3$m) xi 
~5fn (0*b<«i~3ft) m^nx^xh^c 1 - B r/^^ (Ms * 

^ ; v s y°nfc°;K ^ y7°n t°/K y^/K -fy^'f/K s e c -y*^/K 

25 t e r t -y*^vK -O^vK ^ f/l'SSO *3iTJ« (i i) 7y 
St, li, ay*) T*l~5ft (0$L<f±l~3fi) E&£ftWTl> 

j^Ci _ 6 r^=»*v ($k ^ y*^^ ^yy°p^ 
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R 1 0 2 £LTte, [1] (i) ^n^^ (Ms i»JIW\ 
5 #^0^ Btmm*) > (i i) VTy, (i i i) ^n^V (Ms 



HSfs 3?*) T1~5#I (0£L<tel~3<@) ©tfeSftT^-CfcJ^ 

d _ 6 T/W^ (iill *?vK ^PtT/K ^y^ntVK 

>f y^f-ZK s e c-y^/K t e r t -y*^VK ^I'fvK ^vM^f) „ 

(i v) AP^y (Ms y^*s mm, n*s *t?m) -ei-sm c^uo* 

10 l~3ffl) flMfcSftTWCfc J^Ci _ 6 r^a^^ (Ms ^ h^v^s ^b^v\ 

yp/K^v's -fv^p^^ y*b^v\ ^y^f^tv, s e c--?Y**S* ^ 
(0^t<f4i~3fli) ©mms-mm^-cv^^ j^c 6 _ 1 4 ry-/H 

(Ms s 

15 [2] (i) AP^yJI? (Ms 7^il^ 4£*M J f> 3^*11 

, (ii) (i i i) An^'y (Ms 7^*s HSfs, 3 ? 

5P5) -Cl~5{@ (0* t< f*l~3fi) gm^TV^T^il^C! _ 6 T>V-$r)V 
(Mx.fis ^^/K ^fvK y°ntVK -f y^ntVK y*^vK ^V^K s 
e c-:/^vK t e r t -y^VK ^^/K N (i v ) ^n^y 

20 (Ms 7yJH, »s Jt:*s 3 7*) tl~5i (0* b < ft 1 ~ 3 Hi) 

tLTV^T^ iV^Ci _ 6 r^3^> (Ms ^ b^rv-s ^b d fv / , 7°n^^->s -f 
yyn$>^ y>^r^s -fyy^b^^s s e c-/h^ ^v=f-)Vir^y, 

^**/)vjr**/m) (v) r^'f/i'frbmttfrz i~3m<DW&m"ew.& 



25 #^s El] (i) ^P^^ (Ms y^MH^s ^MC^N H*!^ 3 

yiftlTO *3«fctf (i i) ^p^> (Ms yy*s S*s Hits a^i) 

5m (^^b<«i~3i@) S&SftWCfcJ^C! _ 6 tjv^jv (Mx.te\ 
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7K t e r t-^/K ^^vK ^^^/^) /5^I(«1~5|@ (0* L 
<&1~3^) ©gmSTE^^ttTV^t £^7^/1^ 

[2] (i) /MX^JKiP ($k 7y», i»E^s H*Jf-^ 3^*J^ 
5 ^) *3«fctf (i i) ^P^> i*> Hlffs 3 1 ~ 5 flU 

(0*L<fil~3^) WWk&tlX^X-b iV^C x _ 6 T^/V (WS-tfx 
,1^ ^ntVK ^y^PtVK -fV^K s e c -:/fvK 

t e r t-^/K ^^r^#) ^^31^5 1 ~ 3^©g^S"C» 

.0 r 1 0 2 i Ltft 7x^/H, 2 -y/i^ny^-zug^fcte 2-^/^:7 
1 0 3 fc^t^R 1 0 4 (D-^TklfM^&s _ 6 T;v*;vm * 

r 1 0 1 (i) ($k m.m, a -ci-sjm 

t e r t-y^/K -O'fvK fc^l* (i i) (M, 7^ 

25 « s 3 1)1) T?l~5fi (ff*L<ttl~3#l) H&SftTVvCfc 
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R 1 0 2 [1] (i) ^P^^Sf (0>J> *&*Jf^ JtMC 

5 T*l~5#l (0£L<»l~3fl) g&Sft-C^TkJ^C! _ 6 TVI^A- (M 
xJ3\ ^^/K T^tVK V^Ptf/K ^ y^/K s e c 

-:/^VK t e r t-^f-/K ^^#) tf> bSfcfftS 1 ~ 5 ji 

[2] (i) /np^^i? mmm^s ^mm*. zvmm 

io ^) *3«j;tf (i i) ^p^y (Ms y^^s »s jtit. a?*) -e 1~5 in 

(#£L<ttl~3te).e&£ftTVV'Ct>.J^C 1 _ 6 T/l^/V (Mfcfc^ 
/K ;xfvK yptVK ^y^ntVK 7*^vK -fV^K s e c -^/K 
t e r t-^/K ^^/K ^iX/Hg) ^fcafftbS 1 ~ 3 

15 R 3 *5«fctfR 4 tf^tl^flfrMU^bV. 

te^#> (i) am 

N — ^ ^jV— 1 — [1- (7^^/^^/^*— -5- ( 3 -f-m^/V) -1H 
20 N-^f-/^- 1 - [5-7^^/^-1- (3 -^-/l^/WjwV') -lH-t° 

N-^fvk- ! _ (i- { [3- (p^W*/^:^) 7x^/U] ^/l^rvW 
_ 5 -y^-;v- 1 H— 3 -^f/V) ^ * 5 >\ 

!_ [i- ( i —s<-y-/=$-3Ly— 2 — 4 ;V?,;V-fc^;V) -5-7j-/1^-1H- 
25 t°P-/k- 3 — ^ /k] -N-^W^^7^, 

1- [5- (2-7^tn7x^) -l - { [3- {*J-;vx)Vfo~;v) y^ 
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i - { 5 - (2-7^tP7*-;>) - i - [ {2-7;vJrv y^~;v) 
-)V\ - lH-t°n — -N-^W^yT^x" 

( {4- [ UW^) ;*fvk] -2-7x^-lH- 

^ ttft. n-^^-i- [5-7^^7^-1- (try s?^-3— f^*^* 

^/k) -lH-tfn-/l/-3->T/H ^^>T^^, 1- [5- (2-:7/Wn 
:7cn^/l/J -1- (try W- 3 -^/l^A'tfwl') - 1 H— 3 

/>] -n-^w^t^> n-^^-i- [4-^^-1- (tfyv* 
10 ^_3-^/v^7k^^/k). - 5 -.y*.~)v- i h- trn-/u- 3 -AjV\ 
r^>\ n-^^-i- [i- (t°y 3 -^/i^/i^—^) -5- (3 

-^cc^/V) - 1 H- tfn-^- 3 -^] ^^^T^>^ N-^^/^-l- 

[ 5 - -l - — r/^/^*=^) - ih 

-fc°n-/^-3-^/k] ^fyT^^s 1- [5- (2, 
15 /W ) ;V*;Vfo~;V) - 1 H- fn— ;v- 3 -^^] - 

»\ by^/KT^, hy^fvK7^>\ t°y^ t°^y^, 2, 

^i/;i/7?^ ^b^W75^ N, N' -^vSVwt^v^T 
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a.pwts m*&. ^w^n, =t^?m, yy^m. tzvwfrv 

vmk<Dm*m-fbfi, m i &r^y^k(Dm.(DmwMk^x\-t, 

z^-tzm&^te. TAsuybmUL (flu tKD^i, ^^^t) , 
^y±s^s^ (i> *;^!?^ ^^v">a^ ^y^^^#) 

10 ^b7k«s y*&&<Dmmmk<D^ *ittt$m, y 

Ull (I) It ix.^ #120 0 5-044 740, H-ntTy 
—T/V ir~f Jr — tf- ^^H - (Eur. J. Org. Che 
15 m. )., 2 2 8 31 (2 0 0 1),^-^ ^fVW >T%*Y 

V- (J. Med. Chem. ) , 4 3 #, 1 8 8 61 (2 0 0 0) , v^-^ 
/V 7 T^K 77 t -7= I Pv ?w - (J. Pharm. Pha 

rmacol.), 4 6#, 7 4 01 (1 9 9 4) , S££IR$ 9 2/0 4 0 2 

20 Heterocycl. Chem. ) , 2 5 #, 6 3 51 (1988) , — 
•7^/1/ Jry* ^f^W ^^^hy — (J. Med. Chem. ) , 14|, 
3 2 81 (1 9 7 1) , ^t/V ^fVW ^r^^hy-(J. 

Med. Chem. ) , 3 5 %, 4 1 9 51 (1992) foZW&T' h 7^ K* 3 
y V?—X (Tetrahedron Lett.), 2 6|, 4 0 4 71 

25 (1 9 8 5) \mm<Djum, tiitftzirib\£mKttmzft'3x§mirzzk& 

(I) ©§*3££M-^-t, (VIII), (X 
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i) , (xiv) , (xvi) as*** (xvi i) (Dmm^n^mn-r^, 

&mw<Dit&m (viii), (xi), (xiv) , (xvi) &£t>* (x 

vii) r± % m%.&> uT(DE^x^^ii^m-Mtc^fi^m^tz^mmK 

5 sWoft^W (in) ~ (xvii) it ifc&fl&fcl/rvvt 

10 5^i:^-e#S 0 
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,5 




it&m din r 2 % r 3 *5j:t^R 4 \*immkmnm%, r 4 7 & 
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"rjjJSV (Chem. Pharm. Bull.), 49 #, 1406 

H (2 0 0 1) -^T - b 7^ Kny X (Tetrahedron Let 

ters), 35t, 5 9 8 91 (1 9 9 4^) #^IB«0^, tfc^^ttb 

5 ik&m (iii) ^lttv'/W^ T/i^/Wb^&fT? ii^ (i 
i i) ©t'D^/Hi^-x-R 1 ^g&Sftfcft-a^ (IV) K^©#fB 

Tv-Mbtes */^#=/w>9^ K^^;v*-^7^ K^©^^7-Y K (M> 
^yyV/^ny K) , ^MtK^I (0!k s ^pp^^tv^ 

10 (Ms ^nn^y^W-f) > */w^/^p!) K (PL y^==.;v^i;v 
/^y|^n!) K) & ktfxji'y r^jjvt p P K (0>k ^y^^7r^ 

y^JK^ (M> ite&JDK-K natmc^ 3>)») ^r/^/^/^^^^v 

£ ($k fcSV^riTP — /^/^^/vt^v'l (Ms h-wvt 

(D^mr^ym, vv^^r^y. M)7°pt>r>y, M)^w^;y, 

5 ^ 4-v^fv^T 5 7 t°y N, N-v^^" 
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din 1 vmo. i ~m i o 0* l < fi^j i 5 */u-e*> 

If^0°C~|l2 5 0U $f^L< tt^2 5°C~ltll 0 0°CTfe 

(iv) Mjk&mRfo\ztirtzk\zL&\), ®M>Wk&!$ (v) [5£ 

iBTK^f SJS«, DrUlMl^fM, I14-III, 9 3 01-9411 

(v) « (vi) 

HO— Y'— N (VI) 
R 6 

©ftoiB-^f«IBilRlEa^-t-] -e^^n5^^t/fe5v^f« (vii) 

N — Y'— N (Vii) 

H R 

.r 4 9 f±7K^M-?fc5V^i^^/^ ^/I'gft^T/i'^S (0£ 

4* (VI I I) C^tfi. R 4 8 te-0-&5VM3-NR 4 9 - (R 4 9 fipfIBi: 
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mmomtfmfbM^^ - (ch 2 ) 2 _ 6 w\ 

it&m (VI) fcLTtt, Mill N, N-^^^/^^y-^T^ ^ N 3- 
v^fvKTS: /- 1 -^n^V-/K 4-^W5;-l -~f 9 J— friz}* 
5 ^\ Ifc, (VI I) atfi, 09*.^ N, N-^f/^v^r 

^ s N, N, N' -^hP^f^f^r^, N, N-v^^-N' - 

i£*M ^ KiN-t Kn^v/n^^i^ 5 K&5VM± l -t Kn^yj/ h JJ 

10 ry^roia^tias^y^y ^sjsfcj: ^^w^5„ 

04 L < tt^J 3 0 8 5„ 

KJSi&£f*> j1S^-2 0°C~^5 0°C, 0£U<te^O°C~^2 5*CT-fc5o 
-ffc^tt (IV) &mmWl<k¥$tM. ' t& 1 4 - I 4 7 4il~4 7 6K (^L# 

20 (IX) [5^ €-IB^«IBi[WlEa^-t] ^«li-5ri:^ti"CfcSo 
( i x) fcsS (x) 

R 50 -Y'— N (X) 
R 6 

K^K r 5 0 f^n^yiif ($k i»JfCi\ Hiftlnc-iS a^iffTO 
^r^^^^^/^^r^S ($K ^r^/^/^^t^yS 

25 (09, bV/^^^S) ftif^EHf Struts ^^{^(DiB-^flB&IB^lRl*^^^ 

72 



WO 2006/036024 



PCT/JP2005/018572 



i~l -i:m£tiZ)ik&y>)t$:&Jfc£^Z>~tfc£V, fc&m (XI) #fB 

k&m (x) tLxfe, Mx.«> *nyK N 3- 

5 flfna-fb^* (iv) (Dmmmtmmom^mMir^ct^mx 



( I X) te, I^^P©^. v^iriX* (Synthesi 

s) , 6 3 91 (1 9 9 4^) ^fBS^ttTVN5^^^i-r ^^ioT, 
mBKfc&to (XII) D&'K ^IB^flMfSilUma^^'f] 

10 &nmT*t>y), Mt&m (xii) « (xiii) 



H — N (Xiii) 
R 6 

m.mi 4-nii, 13 8oi~i 3 8 5i (&n&5££*tf0) ^taf^^ 

(XVI) n(i2^10©H[^U ^(Dl&CDm^rfemB 



20 £4fefc&N Mid v>i— ^ ^ r^y*^ yt^rf^- 

( J . Am. Chem. Soc), 10 7 #, 2 1 71 (1 9 8 5) ^ff^ 
flS^f»ffi N 11 4- 11, 2 241-24 31 (ASIfSfeS^ttfO) fclB«©^*fe 



/ 



Ph 3 P 




(XV) 
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it&m (xv) sfo&ftojfm, w%.&, v-r—r ; v r*y%> 

*r%%;V yf/fTf -Y— (J- Am. Chem. Soc. ) , 10 7|, 21 
71 (1 9 8 5) $fc|B«0>:£ife, tfcfi^tL^^DTc^fe^oT^-t-Sr 
5 btf-ZZZo 

\\&m (xvi) if^^b^mm> iu-ii, u~5i {%mw& 

£*±fU) ^fBS©^^2pC-C, S5cRJ£fcfl^i:£fc:«fcoT* fl^tt (xvi 
I) K^^IB-i-^tfffS^lslEa^i-o ] l^lfe-rs^t^Br^-efcSo 
imWi(0\^m (ID ©U^ifcfco^-t, KTl-Sktei^to^So 
10 ^Wo-fl^tt (i i) tt\ 0fl*.tf, ^T^^T^^tbS^^fc^^n 

fc*3, afc*©^* (XVI I I) ~ (XXI I I) te, fiSr^UTV^tt> 
^<Di5^Ii:tm (I) ©:£i:[PI«©t><0asfflV^ 
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fc&m (XVI I I) [5^ R 5 1 H:p*?vK ^?vK ^PtVK ^fy^p 

5 TjjJJl' (Chem. Pharm. Bull.), 49|, 1406 

M (2 0 0 1) ^"T f 7 ^ K n ^ (Tetrahedron Let 
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ters), 3 5#, 5 9 8 91 (1 9 9 4^) ^^|B^^> WttZZ.frt> 

lispDm^^tSligtsr^ililES. ik&m (xix) K4>(D#ib-^ 

(Ch em. B e r . ) , 114t, 5 6 41 (1 9 8 1) m^tm^m, £ 

fl^fc (xx) [^^(D^-fa-^ttBfifai:i^M^Sr^1- 0 ] tt> ft;^-* (xvi 

II) Wttiik&to (XIX) £C X _ 5 T/I'W/^^/^p!) K ($k ^ 
^nj) K) s r'J^^^PP K ($l> Yl/>v#u]) K) #£fflV> 
T^M^tSrHaot, feSV^ttft^ (XVI I I) *C X _ 5 T 
10 /^/l/77^/^PU K (Ms ^W^j*^/^ n U K> a^/l/* 
/i/77^/^n!) K#) tfcttrJw^^T^/^P!) K (Ms 7^ 

/i/^t^/^pu k#) m%m^xx^7T^4 Mk-tz>~t\z£^xm 

^iifc'it^ffyt Kp77^ N, N-v?^W/VA7vK N, N 

20 ^by>7i»s 7K^b^y7A^^^M^s^s »M)7A, 

b^^o rn&IS©^!^ (xvi i i) Sfcft.(xix) 
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\cm Lm o . i ~m i o $f^b< i ~m 5 ^/n?fc5o 

15-^7^-5-^T/K 18-^7^-6 
5 I) l^/H^lfil-IU Ot/K UIL<(^1^5^$)5 0 

al«.0°C~^2 5 0°C. ff*L<tt#H2 5'C~ftl0 0 , C*C* 
10 (XX) <D*^-f— X 5 ^^Jg^T*fc6^^fix |^^J(D^, 

Mfcfc^ ^ J r— r^Jry* Hr—U-vt fr^xhV — (J. Org. Che 
m. ) , 5 31, 2 2 6 81 (1 9 8 8) #^fBlt<^iU Jcfcterftb^C 

it&m (xxi) i^<D&m^temmkm®;m%^-to ] fls-a-* (x 

15 X) ^7K*ftT^5 = 9^y^l>^^y^^T/w5 = ^At: KP K, fl> 

0* b < ttJfi 3 0 8 Bt^Tfe 5 o 

25 EJfci&SW:, ii^-7 8°C~^10 0°C, &$. t < fifcl- 7 8 °C~^ 2 5 °C 

(XXI I) K^(D^-|B^»B&IBi:PEa^^1- 0 ] «n (X 
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XI) h# n ASfe ■ t°y i?yf£#s ^nn^A|t^^^ ~mib~?^tf 

/V/VT^f-— }> (tetra— n — propyla mm onium perrut 
henate) m^WiitM t r t \Z i o T^"C# 5 0 b&J £ L 

i?v^ (Synthesis), 6 3 91 (1 9 9 4) lBf^:#$5fcfc3f£ CT^&S 

tei^ (xx ii) (xiii') 

R 38 

/ 

H — N (Xiii 1 ) 

\ 

R 39 

^ 114-1 I It, 1 3 8 0I-1 3 8 5I (^lH^S^WO) \Z.%ffl<D% 

(ID S:$Sl5t1-5ri:^Brt|-Cfc5 0 

fb£* (XX I I) £5* (XV ) 
R 38 R 39 

N 

+ J)n (XV) 
Ph 3 P^ ; n er 

i^(Dm^\mmtmnm^ir 0 i xm^ti^it^t^mmit^m ex 

VI) (DM^iH«^M^tTV>TSJ^$ii:5r fc^J: 5, (XX I I 

^ oc&tfa (xxi ii) sfiiB^t/ (xvi i) (Dmw&kmmvm^x 

XSr-S0 2 -ir-f (I) ©ISjgifefcovvc, {b^ti (XXXI I 
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i) *3«fctf (xxxx) (Dmmm%mfc£bimm\mwirz>o 




(XXXII) 

it&m (xxiv) i^(D&m^fewmtmmm%^iri uw^<o^ 

W:s MxJ^ T" b 7^ Kny W^-X (Tetrahedron Lette 
5 rs), 13t, 5337H(1972¥)> ^fnf^^^X (H e t e r o 
cycles), .7$, 7 71 (1 9 7 7^)^^^ T^K 7r^> 
X-f jfr/l' My (Chem. Pharm. Bull.), 2 7t, 28 
5 71 (1 9 7 9) , ^ t-^y^^^M)- (J- Or 

g. Chem.), 6 2|, 2 6 4 91 (1 9 9 7#) ^^lB^O^?fe. 3; fete 

fb&HJ (XXIV) I^UN-^n^^/^H^^K (NBS) &rffMB£-£ 
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sriiaot, ib&to (xxv) c^^^^fB-^ttpfBiiRiEa^^i-o ] £ 

EJ^^te, fflV^5^^«^J: ^ 9M^5^^ ii^ 3 0 2 4 BfUSk 
10 gjS&gtt, 8°C~^J2 5°C, 0£L<tt#&-4 0°C~^0°CTfe 

N-^Bta^l^K (NBS) fb£$> (XXIV) LTifa 1 ^ 

tfb^^o it^m (xxiv) i*MzttLmo. 

ooi~l>)ioSl, ftKftlio. ooi-lio. i^i:-efc5 0 
fls-S-ft (xxv) i:^ (xxv i) 

J 

R 1 — S — CI (xxvi) 

20 O 

iot, fc&m (xxvi i) i^(o^t^\±wmtmnm^-t a ] 
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^g^y*^ ^tv^^, ^7K*^-by ^^t£if<Dm.mm.mm, uvv* 

J-h^v-K, *!)>)Ater t-^b^K, ^MJ^Apl b^r\ ^ b y ? 
ijxW^y, MJ^nif/i/r^^ ^^0^^^ 

io ^vkt^, 4-^w^;y try n, N-v^^r-y^ n-^ 

5MR*if^Wb*L5„ rttfcifiK©ftffl*tt, fl^fc (XXV) l^WcSt 
U6 1 1 0 t < 1 5 */W"e*)S„ 

15 7^^r/vHtii 15-^7^-5-x-f/K 18-^7 

&m (XXV) l^/H^llJl-lllO^/K S 1 IL<f^l~^5 ; B;K'fe 

•So 

20 ftti L < te$J 3 0 #~&) 8 H^T'fc 3 „ 

KJfcfiSW:, i§«I0 o C~^l 0 0°C, ^^L<f^lO e C~^J5 0°C-efe5, 
ffc^ (XXVI I) b& (XXVI I I) 



Me 



Me 



R 2 B *fcl4 R 2 B; „ (XXVIII) 

OH 0 \. 

Me 

81 



WO 2006/036024 



PCT/JP2005/018572 



10 



n 5 =L~?j- — -y a yX (Synthetic Co mm u n i c a t i o n s ) , 

in, 5i3i(i98 im ^mm^fir^^m, ^tcit^bim^tc 

ft^* (XXIX) [^<D#lB^ftfiffB 

ik&m (xxix) ft, (xxi) <DiM^i©M(aotf^ 

^ (xxx) i^<D&m^temmtm®;m%^ir 0 ] fc^&i-sr^tn&s,, 

te-a*^ (xxx) f±, fls^ft (xxi I) ©M5t?i«i:III^^^^ioT{b^ 
ft (XXXI) [^^©^fB^ttHUie^l^EaSr^-r. ] - t 

fl^fc (xxxi) ft, fls^fc (xii) fl»e>fb£fc (xiv) SrjKJfrfS^ 
&fcP!«©:£fefc:«fco"T\ Y^r/^>^"e*>5J;5*^* (xxxi i 



D 56 



R?)-~0R 51 
Br^N^R 4 



S7C 




■OH 



o=s=o 

(XXVII) 



Br% 
I 

o=s=o 

R 1 
(XXXIV) 



Kb t R y-/^ Q (xxxvi) 

bAAr 4 



o=s=o 

1 



(XXXV) 



Br A N A R 4 

o=s=o 

R 1 

(XXXVII) 



R 

/ 



,56 



D B6 



K /— N 



/ 



,56 



R 



o=s=o . o=s=o 

R 1 
(XXXX) 



R 



r 



,57 



(XXVIII) 




-N 



R 1 
(XXXIX) 



BrN / "R 4 
I 

o=s=o 

R 1 

(XXXVIII) 



□57 



oc&m (xxvi i) ft, ft-a^ (xxi) ©i^tii©^}aotfb 
15 ^ (xxxiv) ^a?*i-5ri:^i±i*So 

-ffrg-* (xxxiv) [^^#l3^ftitufB£l^Efi£^1-] fb-^ti (x 

xii) <Dmmmtmm<D%mz£.<>xfc&!& (xxxv) [^^©^-lE^ftSff 
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ik&m (XXXV) k& (XXXVI) 
R 56 fsJH 2 (XXXVI) 

5 &m (xxi i) (id *mmrfttfetmWi(D-%mx*u.)&ts^:z>. 

liiaot, ft-a*^ (xxxvi i) i^<D&m^nmBtmMM%^i-i 

10 (XXXV I I) tt, l^ftl^^fe, 0ilxf^ Wi 1 e y - I n t e 

rscienceft^ 1999 ^flj, TProtective Groups 
in Organic Synthesis, 3 rd Ed. J (Theodo- 
ra W. Greene, Peter G. M. Wut s|) , 4 9 4 H~ 6 5 

3Mfcmm<Djjmft¥fcmKXT^;m*i%m.Lxik&$ (xxxvi i n 

15 [5*;*, R 5 7 (i7^S©#ll (W> t e r t-^f^^^bS CB 

i=a£*ufcii, fl^» (xxix) (Dmmmtmm^m 

fcioT-ffrS-ft (xxxix) [S:^o#fB-^{«IBi:PEa^^i-] \£$&Mr 

20 (XXXIX) gfr^ftlO^^ Mx.fc£> Wiley-Inter 

science^ 1 9 9 9 ¥FJ> TProtective Groups i 
n Organic Synthesis, 3 rd Ed. J (Theodor 
a W. Greene, Peter G. M. Wutsf) , 4 9 4l~6 5 3 

25 (xx xx) t^(D&m^nmUkmnm%7i<iri ^m-^^kf^m^o 
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R 3 )^0R 47 



R N R' 
H 

(III) 



R \ /""~ 0H 
ft 

r 2 ^n^"r 4 

H 

(raxi) 



R 2 "^t/V 
H 

(XXXXII) 



(XXXVI) 



r 2 ^n^r 4 

H 

(XXXXIII) 



,56 



.56 



,56 



o=s=o 
I 



H 



p 56 

" r 2 "V^r 4 
I 

o=s=o 



R 



(XXVI) 



R 2 "\^R 4 
H 

(XXXXIV) 



(XXXX) (XXXIX) 

din (xxi) (Dm^tmm^m^i.^xit^ 

(xxxx i) tt*<D&&^immbmnm&*i-] \z&&'tz>z.k&mmz>o 

ik&m (XXXX I) te, fc<£& (XXI i) ol^i^o^^iot 
ft;^* (xxxx i i) [^<D&m^nwimbmMM%7Fi-l fc&&1~zz.k 

(xxxx i i) f±; fl^ti (xxxvi i) ©^jt^i^o^^ 

ioTj^ (xxxx 1 1 1) i^(D&m^mmkmnm%^iri 

.-fb^W (XXXX I I I) ^ gf$^0^, Wi 1 e y - I n t 

erscienceli, 1999 ^flj, TProtective Groups 
in Organic Synthesis, 3 rd Ed. J (Theodo- 
ra W. Greene, Peter G, M. Wut s|) , 4 9 4 K~ 6 5 

3K\mm<D%&fti£K-mKXT$;m*&m\'X{k&to (xxxxiv) k 
*<D&m^femmkmMm**-ti fcgtfcbfcau o&m (xxvi n ©iBt 

^t^^fe^ioT-fb^* (XXX IX) K^#fB^MffBill&li£ 
fl^W (XXXIX) ft, $Jx.»\ W i l e y - I n t e r 
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science £fc, 1999 ^f!k TProtective Groups i 
n Organic Synthesis, 3 rd Ed. J (Theodor 
a W. Greene, Peter G. M. Wutsf) ^ 49 4l~6 5 3 

(XXXX) tt*o&m^femBtmMm%7s<1r] l«t5ri^^§ o 
-£fz s (XXXV) , (XXXI) (XXXI II) tt, KT® 



R 3 N _VoR 51 

H (xxvi) 

H 

(XXIV) 



R 1 



NBS 




0 

R 3 N )^OR 6 
I 

o— s=o 

I 

R 101 

(XXXXV) 

=0 




OH 



1Mb 



r r 



o=s=o 



101 



(XXXXVI) 



" N * 4 
I 

o=s=o 

I 

R 101 
(XXXXVI I) 



Br' "Jf R* 
I 

o=s=o 
I 

101 



R 

(XXXV) 



(XXVIII) 



(XXVI) 



o=s=o 

I 



(XIII) 



Jk r6 

N^R 4 
I 

o=s=o 



R 2 Ti 



R 101 
(XXXI) 



R 101 

(XXXIII) 



Rf/^0 

R 2 ^N^R 4 
H 

(XXXXII) 

(xxiv) i^cD&m^femutmMm^iTo ] ^ (x 
io xvi i) (DmmktmmvjjmKk^xik&m (xxxxv) D&f ©#fa-^ 

-fb-G-ft (xxxxv) [^^©#|E^«HfrlBi:lRlEa^^i-o ] tts fl^fe 
(xxi) ci!^i:^c^i:J;otlk^ft (xxxxv I) K^^fB 

15 (xxxxvi) l^o&m^femBkmMm%7fiir 0 ] tt* fb^t/ 
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(xxi i) (XXXXVI I) tt$<D 

(XXXXVI I) \^<D&^\±m^h^1iM i t^° ] 

t/ (xxv) oli^iPio^^iotft:^ (xxxv) DCT<D#fa-^ 

fls-a-* (xxxv) [^(D^-m^tmmtmMm^^i-. i « N te^ti (x 

XIX) ©lM^l©^i^oT{^tl (XXXI) K^©#fB-^f« 
-fb-a-tt (XXXXI I) K^©^IB-^{«fB<tlIIEaSr^-t 0 ] »s fb#^ 

10 (xxvi i) (DlM^i©Miiaot{^ (xxxi) D&*©#1B 

-fb-^ft (xxxi) K^^^iB^fittiBiriRiEa^^-ro ] tffia©^ 

^ioTfb^ti (xxxi i i) l^cD^-m^nmBtmMm^'to ] « 
i Sft^g-c&^fri/rvvrfc «tv\ £0£:fH-, &3SteJS£ 

S©^Afe§V^i|^*tt^ $J£&\ Wiley-Inters 

20 c i e n c e |±, 1 9 9 9 ^flJ N TProtective Groups in 
Organic Synthesis, 3 rd Ed. J (Theodora 
W. Greene, Peter G. M. Wutsf) ^fBfc^&ft if fcfl* C 

-fb-ktt (i) » N ^©mJJx:^ fiSISx ^Mattk *$t» 

So 

fb^ti (I) tfSJgfli*b^£ LT#bftfc«£te:f^ g 5 v^ft 
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(I) (fcSVM^bl^ti (I I) ) tes ^vVyyiTbLxm^Xi)*. 

5 v\ it&M (i) ^oF7y^t ^rtfc^^s^a^#Tt?^*-^i^# 

jbD;Jc#fi¥^£j&r L"Cfb£$ (I) ^^b^^bl^K S8l#^J;^B7K##Mf 

sr^rb-c^fe (i) ^mt-r^t^m^oo 

(I) ©ynF7 7^HTIt \k&m (I) <£>T^/S^T^/Wb> 
io T/^/Wb> V ^miktstifzik&m fc&Vo (i) ©T^l^Wn 

f-y-f/W^ 77=^ ^yf^r 5 ; (5-^^-2-^- 

frifc-fb-a^^) ;{b-£#j (1) ©tKp^^l^r^ r^3vw^ V > 
15 ®Hb> * #ilfb£ft;/Ub3^ (#>lxJi> ib&m (i) ©tKn^/vsmf 
Mb> ^5 b^f/Wb> yn^v^r/Wb> tv^n^/Hbs **s^/Wb* ^-^y 

% (I) <D#^>^K/^*7vWb, hMbSftfcfb^ (#>Jx.te\ fb^#) 
(1) (DTj/i/^^v/S^^f-z^^x/Hbs 7i=;vx^f/i/^ 
20 ^;^^T-;Hb> Vtf-fl'T^S tJ-tv^xv-M^ tv-sn^f tv***/ tJ-frx. 

fb> V* a^^v//^^-= 3 r^x^/^#-/^^^^^x/Wb^ ^f/^7^ Kfb^tt/Tc 
25 4fc (I) ^fe^jt^S-^^^f 5c 

tfc fc-a-tt (i) ©7p K7y^(t jts;!!*^. 1 9 9 o¥f|J^ rg^p n B © 
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m^xik&m (i) fcmki-zhwh-DXh&w 

( i ) ^> ±w-¥k>&Vf, imm^ 

10 *N?rffrt-5 ^H'io -cBBt-f- 6 r. i: 1 5 0 

fl^tt (I) «U »SKSl* 7kfPt»#) "CfeoTtix 

infiTnm ($i> 3 h s 1 4 c N 3 5 s s 1 2 5 i ft if) te¥xmmt5titcik& 

Wot, (i) £&££*i5 0 

15' #38W©fl^tt (I) *>3V^fc£» (I I) lfcl4WBK7^ (^T^ 

&)\zW&<DftB%Wm-tZo ^'14 (Mifl iLtt^tt, 'Iit4#'l4, stfe^ 

ft, «#t4, ^#14, mmmim. mm&ftz) 

iSK, ££'14, fls^tbfll (S»I4, 5^ ftlk «:&if) , ^^sm©®"Ct 

20 ^tv^5©t% mMt LX^mXhZo 

#%mfc&toft, m%W)% (®l t k £^ ^ * 

3, t7f"3% 7J/b, -^7*^) fc*3V»T, $Hfc14*^ (09s Iti^ 3^iff£* 

®1rzmm^) ; ftlfc ; Mm&ki&& ; «^£#*?^fi &ifiM& (s y m 

25 ptomatic Gastroesophageal Reflux Dis 
ease (Symptomatic GERD) ) ; NUD (N o n U 1 c e 
r Dyspepsia) ; i & ^9 - P -f ^ V~ 1 ©jt&^Ute: «t 5 A 
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yf-Uj^-y-l &<DM%L%mz.ftom&*^te) ; SMALT J^l; 9 
V yi?^— - xpyy (Zol 1 inger-El 1 i son) ; PSfei© 

^ ^fl?^* h J; 5 ft SfeiS#ft&tffcfl!Hfc) Mfe^h 

5 |fH^^f&!«*i^ili:-r«J»ifiLfPPi£^ SflWIlk #J«^^ J£$£fflm&tf> k 

±fB^tt^jt^*3«ttJ t ^ifi^Sr#fc>^V^f ^ot^SKJE (Symp t 
omatic Gastroesophageal Reflux Disea 
10 s e (Symp t o m a t i c GERD) ) ^Wt^GERDi|^t5 

ttS4«^> ffii*&fll£LT, $A (6 0kg) fcatLfcnttfcfi:^ 

15 ~f%m&, GWf&ftk LXffiO. 5~|ll5OOmg/0^ll<i^5~|l 
15Omg/0«. #3§9Hfc&$>«U 1 0 lIH^fc«2~3[H]^^ttTS# 

&>) , piert^m &tt#k ^mm^mmtvx, m 

mMm^tfzwmm, mmu m&m, mmn. ^m\m^, m.mmm 
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mk mum. mm, m+m<Dmm$:m^z>~bt>^%%o 
m mmh tvxn, mz.#, ssn D-ry-h^ -c/u^/^ 

5 ^ B 0 t/^-^, eWtoJc^it Klbf^^^f^S,, 

ft rmwfli turn wd^^!?^ '>3i»i^ 

ft r^^fijj ^Uil tKn^^p^t;vn-7, tKn^ 

10 77^7^ -f/Vy-y^ &M&8t t K n dp-^n tVHr/l^n 

ft rjftBjWj iUtt, (1) ^n*#trK^ (2) p-x-j- 

-jii8^#£^3Jft»k (3) ^/u^iy^^/v^^-f-i-hV VJ* w, 
15 (HO t&) > (4) fitMtKn^PtV^n^ (0J N {f££ 

(») so > (5) ^-yx$~j-m&mfbfoz> 0 ft ^^^^f^j 

k LXn, ?t° V V-frX !)t°PjJKy (PVPP) , 1 - bT=/l— 2-t°n!) v> 

20 JMMRlt LTtt, =*y KVCL (BASFftl) , ^y^XFVXL (ISP 

*±®D x *°'J^7^ KyXL-1 0 (I S Ptfcfii) N ^y^7^K^INF-l 
0 (I SPltl) ^TfeSo 
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wti-hvz^ 7'T~rfi»m m&mfb*iz>o 
m nsttiitj t Ltd tMJ^A, #y?A, ^^v-^ 

^ b v ? ^ h y y >^7k*~^ h y vj*m&mfz>ti%o 

m% y ^©sittiiii ttfi, mz-tz. y ^ ^zr## y ^ a 

Kp*;HM b CMg 6 A 1 2 (OH) t 6 C0 3 ■ 4H 2 O) *3 .£ tfcKB 

25 >>a n ^b^v^h^^A, *y^f7!) >&yy± y yf©wttl ; 
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So 

5 ^ mmnn tLxn, m%.#> vywtu. s^sfc^ mm., ?^>mm.m<D 

10 SHS^tfbJtSo 

m WGMl £LTte N MxJis &Jfl3t£5-5§\ &JW&2-§\ £JBW£2# 

ft r^^jj axit fjiii ^^^ift m^t^ym) , m^m, 
m mmn ±lx^ wz.#, mwm&m?bti% 0 

7^A S ^l^S^ y^h-/K ^fP^JJ^Wb^.' 



#3PJ§fb£*^ gM^B©^i-tV\ fllfctfx W^IJv Jft»ik ^#J£ 
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»i- 5 #ife J: o r mtt 5 r £ # -e * 6 c 

(CAP) , t Kn^f^P WfWP^^^^-K kKn^f 

K^djSy P (Eudragit) L30D-55 (jSiPp£ ; W A*L$J) , a V 
a— hMAE 3 ODP (jfp n p£ ; BASF|±I) , ^ V * V K P A 3 0 (j^p p p 

^It^fM^S^J ; ^ ^ V sm&M&fo JrJ Yv^v bNE 3 

15 OD (f§fp p p£) , ^K7^J/fRL3 0D (^r b p^) , ^K7^fyfRS3 

±fS r«£ijj iLtl^ $lx.«\ im^WT)V^-)V (M, y/Hfb-/K 

^y*y , lilhllir^P-* tt7^KG 8 0 1, T 

lfir/l-PH 1 0 1 % Ttf-fe/l/PH 10 2, Tt^PH 3 0 1, rift/V 
PH 3 0 2, Ttft/VRC-5 9 1 (f^i?/^ ■ %>v* n h ]) >7 
A) #) , ilMt Kn^v'T'nt^t/l/n-^ LH-22, LH-3 

25 2, LH-2 3, LH-3 3 (HO ) fc^rtl^MI) 

^ifbn, mm, tNfc#k »$rsu 3*£au & 
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y^ffi^Mt (^>J. 7b7t^^P^ ^t^^'i^ * fV7h^^ 
15 ^ifb^bSc 

$ o/p^mft^tu tuft $jx.te\ t7oH^ ^o^t^y 
©te-^gfl^y =*'^*~ ■ tfn yffi^^-rstrL^ttSr^-f-s^x fto^tt 
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rmzm^x^Lxt ^\ 
mm\) 

j^T<?)###!k ili^© r^mj »s ®^ i o°cfti^L$j3 5°C£^1-^ 

fBLftl^^miy^-feV b£^1~o <B.U Wtemo l/mo 1 %&*cf 0 5/ 
10 P*W7^^n^b^97^-tt, MERCKtt8V!J*^6 0 (0. 0 
6 3-0. 2 0 Omm) fc 5 Wi^tf V fT{k¥ (80 Ch r oma t o r e 
x NH dftStti/P*^*9^^n^b^97>f-i:IB«i) £fflV^ 

ffiV\ Varian Gemini-2 0 0 (2 0 0MH z) Ms Mercur 
15 y-300 (300 MHz) YJ'V^—y'—^ B r u k e r AVANC 

E AV3 0 0 (3 0 0MHz) f/M^^WjNM-AL4 0 

01 (4 0 0MHz) »^*Bligg (JEOL DATUM (B^^-* 

a (») ) ) *%^xmmLfc 0 mi^&<D&mzmkT(Dfi&*&mirz 0 

s : v^y^Vyh (singlet) , d: V V b (doublet) , d 
20 d : ^>^Vy h (double doublet), ddd: ^7~>^^ 
/l^V lx 5/ h (double double doublet), t : H/l/ 
y Y (triplet), dt: YV^^y V (double trip 

let), q : tt)V s rv Y (quartet) , m: V y b (mult 

i p 1 e t) , b r : ^P-K (broad), b r s : 7P-K^>y h 
25 (broad singlet), brd: ~f n — K^V ^ y b (broad 
doublet) , brt :^n - KfP^Vyb (broad triple 
t ) , J : %y~7y "s#%W< (coupl ing constant) , Hz : 
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^;vy (H e r t z ) o 

mm\ i ) 

>yr;|||xf/i/ (3 7mL) V V & (13. 8 2g) 4 0 

5 ~4 5°Ct4 5^WLfe 0 %fcy zr.1r*/}V (10. Og) tf)Ti?b^^ 
(lOOmL) &3 0»ittlTU MT^T^^-ei 8B#TO#t7t 0 

g^§:5iiL, 6^^j±«ifit, w^m^^n*., mm^^mmLtc 0 

10 W7A^vf^'77^ (JSP^$£ : ^^f-^-g^||^^/U= 8 : 1^ 

1:1) ttiii, mm<k£t®>*&n&ib®:tokLxmt okai o. 4 1 g , 

9 0 %) o 

1 H-NMR (CDC 1 3 ) 6:1. 35 (3H, t, J = 7. 2Hz), 3. 
55 (1H, dd, J = 16. OHz, 5. 6Hz) , 3. 80 (1H, dd, 
15 J = 16. OHz, 7. OHz), 4. 16 (1H, dd, J = 7. OHz, 5. 
6Hz) , 4. 31 (2H, q, J = 7. 2Hz) , 7. 4 0- 7. 7 0 (3H, 
m) , 7. 9 0-8. 0 0 (2H, m) . 

u n- 5 -7s=/V- 1 H-t°n^- 3 - 77 7^V@t^ 
20 2 -^r/-4-^-^y-4-7*^/V^^^BI^^ (5. 0 g) ©fh7 
t K0 7 7^i (6 OmL) ^7K^T^ib7k* (2 8 g) MUX 

^^=6 : i) mMit&m%$:n&mfckLxnK- ok* 4. 

25 2 4 g , llX^ 7 9 %) o 

1 H-NMR (CDC 1 3 ) 5:1. 37 (3H, t, J = 6. 8Hz), 4. 
33 (2H, q, J = 6. 8Hz) , 6. 87 ( 1 H, d, J = 3. 2Hz) , 
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7. 20-7. 60 (5H, m) , 8. 79 ( 1 H, br). 

5-7 l H - 3 - *^yixf /> 

n p_ 5 -7!-;k- i h- t°n— ;V- 3 -#/l'#V@I^A' (8. 5 
5 g ) ©j:*/— (5 0mL) (aO°/o^r^^| (5 0%-a-7Kp n p, 0. 
5g) £*Px., 7K*»H^Ti[?a"C2 4^rait^Lfc„ K«£3iiU 

i-y-mM^^=9 : 1->1 : 1) I'XPnM L, SMte^£$££.@ffc£: LT 
#7c (HX*4. 5 0 g, H$6 2%) „ 
10 1 H-NMR (CDC 1 a ) 5:1. 36 (3 H, t, J = 7. 2Hz), 4. 
31 (2H, q, J = 7 . 2Hz) , 6. 91 ( 1 H, m) , 7. 20-7. 7 

0 (6H, m) , 8. 7 7 ( 1 H, b r) . 

1- [ (4 -/ f-jvy x;Vifc~;V] - 5 -7xs/V- 1 H— t°n— 

15 3 - # /l^ ^^cc^/i/ 

zkSHf^MJ^ (6 0%j|*M4, 4 0 8mg) ^^l/"t*W^ LfcgK N, 
N-^fWA7U* (5mL) fc#P;i N 0°C^^*ptfcff N 
- 1 H- 3 -%;Vi$-y%&^ s f-;V (2. Og) ©N, N-v^^A-zfr/I' 
K»« (5mL) S:JP^/!:„ 0°C1?3 0 , iSfc b (1. 

20 9 4 g) (ON, N-v'^f/WAT? KfS (lOmL) £#P£s KJfciKSrS 

7A^nv^77^ (SMflSfflE : ^f-^-S»^^=6 : 1 -> 1 : 1 ) 

fcrmm^s mmfc&to&te&tofttokLx&it cnx*2. 9o g> nx^s 

25 4%) 0 

1 H-NMR (CDC 1 3 ) 5:1. 36 (3H, t, 1 = 7. 2Hz), 2. 
36 (3H, s) , 4. 31 (2H, q, J = 7. 2Hz) , 6. 52 (1H, 
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d, J = l. 8 Hz) , 7. 0 5-7. 4 0 (9H, m), 8. 07 (1H, d, 
J = 1. 8Hz) . 
(###!! 5) 

{1- [ (4-^*7-^^=- M 7.;Vfc~;V~\ -5-7x^-lH-t°n-;k 

5 -3— *$>J— JV 

1- [ (4 —t^jvy*. - 5 -y au^)V- 1 H-t°n— ;V 

~3-^f/V^^m^^ (2. 8 5 g) (D^T f7t Kn7 7yfi (3 OmL) 
7 8°C^£PL-fcfL *5R<b^y^^T^5 = ^A0 1. 5 m o 1/1 
f/Wc^jfcift (12. 8mL) & 3 0 ^F H 1^(ttlT U - 7 8*C-C£ £>fc 1 1$ 
10 ^^Lfc 0 MUlmo 1/1S1 (2 OmL) gtife^^*Cttffl 

^^=6 : 1->1 : 1) fc-OW&U *Ift^*«r*feitt*itt#t (HZ 
a 2 . 2 9 g N JRifS 9 1 %) 0 
15 1 H-NMR (CDC 1 3 ) 5:2. 35 (3H, s), 4. 55 (2H, d, 
J = 4. 8Hz) , 6. 19 (1H, d, J = 2. 2Hz) , 7. 09 (2H, 
d, J = 8. 4Hz) , 7. 15-7. 40 (8H, m) . 
(##$16) 

1 - [ (4 =f-jvy ^=-)V) 7sjvifr~)V\ - 5 -y^~/u- l H- t°P— jv— 

20 3-*;^ftF 

{1- [ (4-^f^7x^) — 5 — y x-~)V— 1 H — t° n — 

/V- 3 /W ^ ^ 7 — ^ ( 1 . 5 0 g ) <DT ± b~bV ^WiU ( 1 0 m L) \Z. 
^ Yy- n -y°v V/VT^^—tyJ* ^/Wl^i — h (150mg) > 
7V*/W*tyv N-^-df-^K (9 3 2mg) fcit>^I/^r^7 t -v / ^4A| 

25 * (i. 5 g ) mux»immmwLtc 0 M^iEiiiis 

WyA^nv 1>^77^ (MHI^t : ^-^H^^= 6 : 1 
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1:1) fcTflNKU *«fl5^***fe*«*tUT#fc (AX* 1 - 2 3g, Jfc 
^8 2%) 0 

1 H-NMR (CDC 1 3 ) 5:2. 37 (3H, s) , 6. 55 (1H, d , 
J = 2. 2 Hz) , 7. 05-7. 50 (9H, m) , . 8 . 10 ( 1 H, d, J 
5 =2. 2Hz) , 9. 8 7 (1H, s) . 

mm\ 7 ) 

{1- [ (4-7^to7s=;l') - 5-7x^-lH-t°n- 

/I/- 3 — >f M *?;—)V 

5 _ 7;n - 7 v- i H -t°P— 71^- 3 -^/^V^^ (5 0 0mg) ©N, 
10 N-^^f/V*M7^ K*SS (5m'L) & 0 °C^£P Lfc@L Tk*^ h U 17 
A (6 0%itl 13 9mg) £^1^Tifc^»X.fc 0 OlCCS bfc3 0# 
mmW^f^k, mk±-yjvjru-<i/J£-y*;v-fc^;v (5 4 2mg) SrJn;^ g 

15 JE»«lt^„ »^Tf7tKn77^ (lOmL) »U.-7 8m 
*PL7c 0 TK*^^ yffA'TA'^^V&V 1 . 5 mo 1/1 r/V^^SSSfc (3. 
8 6mL) IrITU -7 8°Ct?$ b^l0#r«#Ufc o E»lmol/l 
MB (2 0mL) SrJPx., ^^f-^T*ttttSbfc 0 ttai?KSrfi&fii^*"C^ U 

m^mi-hv y&x&mk, uj±mm\^tc 0 nmm*i/y*?W7&#w- 

20 f^77^ (JSiB^ : ^^^-ft»^^=9 : 1 -> 1 : 1 ) fc"Gl#BIU 

LT#fc (HX*4 1 Omg, W5 3%) 0 
1 H-NMR (CDC 1 3 ) 6:4. 57 (2H, d, J = 5. OHz), 6. 
21 (1H, d, J = l. 8Hz) , 6. 97 (2H, t, J = 9. 2Hz) , 
7. 15-7. 4 5 (8H, m) ■. 

25 m^n 8 ) 

• 1- [ (4-7 7^0 7 X/Vifr-jV] - 5 -y s.~;V- 1 H- t°n— ;V 
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{1- [ (4 -yjVjru y — 5 -7s-/V- 1 H — 

3-4/],} *9/—A' (4 0 5mg) N x b y - n -^n tVV-T !7 
A ^/WVft- b (42mg) s N-^^/^/^^P^ N-^v'K (24 
7mg) fcirj^rl^^-i ^^4A|* (1. Og) £ffll^T###!l6 £ 
5 P«<^M^fTV\ ^M^t/^^ffl^-i: LT#fc 01X1:3 2 1 m g x 
8 0 %) „ 

1 H-NMR (CDC 1 3 ) 6:6. 5 7 (1H, d , J = 1. 8Hz) , 6. 
98 (2H, t, J = 8. 8Hz) , 7. 10-7. 45 (7H, m) , 8 . 1 
0 (1H, d, J = l. 8Hz) , 9. 89 (1H, s) . 
10 (##$J 9 ) 

[1- (^ J-;VX;vifr~;V) - 5 -y^—zv- 1 H- ;V- 3 -^/i^] 

5 -7x^/1/- 1 H- \Zu—)V- 3 -^/^V^n^/l/ (5 0 0mg) ©N, 
N-^^f/WA7 5 K$S$8fc (5mL) £ O'CfcftiP Lfc& % tR*^ V 
15 A (6 0%jfttt, 14 0mg) Sr^^f-^-e»»X.7c 0 gift-? 3 0 #RflJ*# 
Lfclfe^ 0°C^£PU M^i^ (0. 2 6 9mL) $rj&nx.fc 0 
T2B#P H W#bfc^ lmo 1/1^ (5mL) &MZ-s m^MW^^UL 

^feK-e^u m^mm-rhv ^x«, ^»$ib^„ m^h^ 

20 W7A^P7f^77^ (JSI»M£ : y-^i^i^ = 6 : 1 — 

1:1) Kxmm^tco nbtitcm&mfc&'rhyt ko77> a omu t 

$£fi?U - 7 8°C^*PLfc 0 1. 5mo 1 

/I h/loi^JS (3. 5mL) ^|TL> -7 8 c CT^b^lBt^^#bfc 0 
g»lmo 1/lM (2 0mL) £#tlX. N ^H^^-Cttttl Lfc 0 JAffl^ 

1->1 : 1) tttSl. LT#fc (M2 3 0mg, 
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I&SfS 3 9 %) „ 

1 H-NMR (CDC 1 3 ) 6:2. 85 (3H, s) , 4. 60 (2H, d, 
3=4. 4Hz) , 6. 36 (1H, d, J = 2. 2Hz) , 7. 20-7. 6 
0 (6H, m) . 
5 1 0 ) 



1 - (^^-/ux/uft^/u) - 5 -7x.~;v- l H- t°n— ;v- 3 -*;WVi^t 
K 

[1- (^ ^-/^/l/*?^7V) - 5 -7 ai^/l'— 1 H- /W— 3 — 4^1 * 
$ J—)V (2 2 0mg) % fb7-n-/nt>7y^^^A — h 

10 (3 1mg) . N-^^VWE-Z^y :/ N-^-df-VK (17 7mg) *5«t^V' 
^a7-^4A|* (5 0 0mg) £fflV^T#%M 6 £ |gI«<Otftf^SrfTV\ 
^g^**^ffl^»^b"C#fc 0t2»16 5mg, JlX#7 6%) „ 
1 H-NMR (CDC 1 3 ) 6:2. 88 (3H, s), 6. 30 (1H, d, 
J = l. 6Hz), 7. 2 0-7. 60 (6H, m) , 9. 98 ( 1 H, s) . 

15 1 1 ) 

1— [ (4 — ^ h^ci/y ^^/V) ?,;vi$s~;V~\ - 5 — y x.~f\s— 1 H- fcTn — ;V 
- 3 -HAslfrl/WL^A' 

5 -yau~)V- i H-t°n— /v- 3 ' -iJ^i/Wt^A^ (2 5 0mg) , tK* 

ik-rVVVJ* (6 0%jffit£> 60mg) *5cfct)Wb4-^ h^r^^V^^ 
20 (2 6 4mg) £Jl^T##m £imi^M^fTV\ &JBftl£>«l«:&fi}ft 

•$m t LT#fc (IKS 4 3 3 m g , flX$9 7°/o) „ 

1 H-NMR (CDC 1 3 ) 5:1. 37 (3H, t, J = 7. 4Hz) , 3. 
82 (3H, s) , 4. 30 (2H, q, J = 7. 4Hz) , 6. 51 (1H, 
d, J = l. 8Hz) , 6. 74 (2H, d, J = 9. OHz) , 7. 15-7. 
25 40 (7H, m), 8. 07 (1H, d, J = l. 8Hz). 
(##il2) 

1 - [ (4-7* Y^-i/y^—M ^;Vfo~;V] -5-7x^/1/- lH-t°o-^ 
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1- [ (4-^ \>*ri/y^~A') X/lsfr^sW] - 5 -y^=-;V- 1 H-k°P — 
/V-3-^y|^ (4 3 0mg) ^7h7tF^77y (lOmL) 
»U -7 8°C^£PLfc 0 **flS^y^^r^5=!>A©l. 5m o 1 
5 /\ YjV^yWB. (3. 3 6mL) IrlTL, - 7 8 °CX>£ h \z. 1 0#^*# L7t 0 
gM^lmo l/litlt (2 0mL) SrJn^ g^^^ttta Lfc 0 

T-feh^h 1 ;/^ (lOmL) ^#?U fh7-n-7°nt 0 /^^^!)A ^ 
}V;Vv"f—Y (3 9mg) , N - * =f-jV^;Vi^ ]) ^ N-^-^^K (2 2 7m 

io g) & £ t>*^- u**.7—y-yx4 AffiM (soomg) &>bn;t % l?at*3o^ 

: ^^rf"^-S^^^= 9 : 1 -* 1 : 1) ^TlS^U ^M-fb^Sr^ 
£«#J i tt#fc (JR* 2 4 9 m g , $l$6 5 0 /o) 0 
15 1 H-NMR (CDC 1 3 ) 6:3. 82 (3H, s), 6. 55 (1H, d, 
J = l. 8Hz), 6. 74 (2H, d, J = 8. 8Hz), 7. 15-7. 4 
5 (7H, m) , 8. 10 (1H, d, J = l. 8Hz) , 9. 87 (1H, 
s) . 

20 2 -T'fefVl'- 4 y-4-7i ~fl/-f9 ^^/l' 

3_^y7^y|xf/l/ (6. 3 7mL) ON, N-^f/^M7U* 
(2 0mL) £0°C^7£*PU T^b^M (6 0%ffl'|4, 2. 4g) 

z^vis-vftifr&toZ-it. Emm*mux«3oftmmwLtc'& s o°c^*pu 

%\Y>y ^*y>^ do. o g) on, N-^^fMMr^ (1 om 
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ft OK* 11. 5 2 g s JR* 9 3 %) 0 

1 H-NMR (CD C 1 3 ) 5:1. 20-1. 35 ( 3 H, m) , 2. 45 
(3H, s) , 3. 4 0- 3. 8 0 (2H, m) , 3. 90-4. 10 (1H, 

m) , 4. 15-4. 30 (2H, m) , 7. 40-7. 60 (3H, m) , 7. 
5 90-8. 00 (2 H, m) . 
(##M14) 

2 -/fyv- 5-7^-^- 1 H-t°n-^- 3 -#/^V^^ 

2 -Tirfvl'- 4 -t^y- 4 -7x-/^ ^Iftai^/l/ (3. Og) £: g^H 
T^E-~!7^ (1. 3 9g) (2 0mL) i^P^ s 8 0t"ei8«# 

(MBIt&ffi : ^=3rf-^-H*^^= 9 : 1 -» 1 : 1) fcTflffiiU SH^t> 

LT#fc (Ml. 2 5g, HX^4 5%) „ 
1 H-NMR (CDC 1 3 ) 8:1. 37 (3, t, J = 7. 4Hz), 2. 5 
9 (3H, s) , 4. 30 (2H, q, J = 7. 4Hz) , 6. 83 (1H, d, 
15 J = 3. 0Hz) , 7. 2 0- 7. 5 0 (5H, m) , 8. 40 (1H, br) . 
(###ij 1 5 ) 

1 - [ (4-7/l/tn7i^) */Utfc=/l'] -2-^^/^-5-7^-/^-1 
H - 1° d 1 — /I'— 3 - # ^gl^^v^ 

5 -y =c^/U- 1 H— fcfn *— /V— 3 -^/l^Vg^n^/V- (5 0 0 
20 mg) , ^mit-Th V >7A (6 0%itt, 1 7 5 m g ) *3 i^Ift4 -7/^n 

-<y-if yx/u^^/v (8 4 8m g ) zm^x^tfH tmwk(DWzfc$:ft^\ mm 

fc&Vo&n&tilVt® k LT#/i 01X1:2 7 Omg, I|^3 2%) 0 
1 H-NMR (CDC 1 3 ) 8:1. 35 (3H, t, J = 8. 8Hz) , 2. 
89 (3H, s) , 4. 26 (2H, q, J = 8. 8Hz) , 6. 48 (1H, 
25 s) , 7. 05 (2H, t, J = 8. OHz) , 7. 2 0 - 7. 5 0 (7H, 
m) . 
(##Ml 6) 



103 



WO 2006/036024 



PCT/JP2005/018572 



l- [ (4 -y;virv y *jvfo~/v] - 2 -t^-tv— 5 —y^^;u— 1 

H— t°n ■ — jv— 3 - # /WV^f t K 

1- [ (4-7/>tn7x=;l/) ^/l/^^/l"] - 2 f"^- 5 -7x^/1/- 
1 H-t°P-/l/- 3 -%/U7$^m^^ (380mg) fef KP77^ 
5 (15mL) fc»#U -7 8°C^*PLfc 0 V :/^T/I/ 5 = * A 

(Dl. 5mol/l b/Vxy^I (1. 9 6mL) SrffiTU ~ 7 8°C7?£ 
lH3TOfc#Lfc 0 g»lmol/lS| (2 0mL) Mix., 

io a- mmmm ^*-y-^-Bm^^= 9 : 1-+2 : n \z.xmm^ 0 %h 

tltc-%&mt£W)%T J £ 1>= MJ/V (5mL) U O'CfcftiP Lfc^ X h 

7 — n —y° & tf/l/T — K ^jVjVr*) — f (3 4mg) x N-^^vwe/v 
N-^-^ri/K (17 2mg) fei^V^a7^^4 A©^ (5 

oomg) mu^immmwLtco Ej&m*mi±mm'&, mmmmm 

15 =r.^MmmU ^y^ h7?6iibfc 0 5i££$cJ£ll*iU m&Vo&fVXF'i' 

i) ^-c^u mmit^^m^m^tLxmc (ixi2iom g , urn 6 

2%) 0 

1 H-NMR (CDC 1 3 ) 5:2. 90 (3H, s), 6. .48 (1H, s), 
20 7. 05 (2H, t, J = 9. 4Hz), 7. 15-7. 45 (7H, m) , 1 
0. 0 1 (1 H, s) . 
(###11 7) 

5 _ (4-7/vtn7i^) -1- [ (4-^^7 31=71/) */I/7ft=/t/] - 
1 H— t"P- /I/- 3 -TJ/W^/k-r t K 

25 *te7 3^$//l/<E>ftfc>«9 \Z%fcA-y Muy ^y-z/sv^m^x^mi tm 
m<DWlVF%ft^\ 2-V-T/-4- (4-7/^13 731=71/) -4-^77^ 
i/^c^&^j&U $e^T, ###"!|2, 3, 4, 5&£X$6 kmM<Dmft%fT 
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1 H-NMR (CDC 1 3 ) 5:2. 39 (3H, s) , 6. 54 (1H, d, 

J = 2. 1Hz) , 7. 00 (2H, t, J=8. 4Hz) , 7. 09-7. 2 

7 (6H, m) , 8. 10 (1H, d, J = l. 8Hz) , 9. 8,7 ( 1 H, 
5 s) . 

mm\i s) 

5- (Z-**?-;vy *.~;v) -1- [ U-tJ-^y^-^) -l 
H-t°n-/l/- 3 -^/W^f't K 

io <£>&f£&fxv\ 2 -^ry-4- (3-7«^7^^^) -4-^-=3ry^^>^ 

^/v^j&U i^T, ##$]2> 3 S 4, 5*5^:^6 i^^f^SrfT 5- 

1 H-NMR (CDC 1 3 ) : 2. 2 9 (3H, s) , 2. 3 8 (3H, s) , 
6. 52 (1H, d, J = 2. 1Hz) , 6. 85 (1H, s) , 6. 95-7. 
15 0 0 (1 H, m) , 7. 10-7. 22 (6H, m) , 8. 08 ( 1 H, d, J 
= 2. 1Hz) , 9. 86 (1 H, s ) . 
mm\l 9) 

5- (3 -y;vjrvyau~M -l - [ (4- *J-;vy ^~;v) ^;v~fc^;v~\ - 

1 H — A/— 3 — fl//*)Vf\l K 

20 ^ity^i-^^f^t>^\^i\:B-y^r2y^i-^/u^m^^X0^mi km 

m<0&ft%?f\\ 2-V-T/-4- (3-7/^D7x^) 
^H^/i^^U jfcl^T, ##i2, 3,4, 5&£06 £|13«<DM^fT 

1 H-NMR (CDC 1 3 ) : 2. 39 (3H, s) , 6. 57 (1H, d, J 
25 =1. 8Hz) , 6. 7 9-6.8 5 (1H, m) , 6. 98-7. 34 (7H, 
m), 8. 11 (1H, d, J = l. 8Hz), 9. 88 (1H, s). 
2 0 ) 
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1 - [ (2- f5-;vy a^~;v) 7>;vfc=. ;v~\ - 5 — 7*.z=-jv— l H- fp- ;v- 

1 H-NMR (CDC 1 3 ) : 52. 25 (3H, s) , 6. 58 (1H, d, 
J = 2. OHz) , 6. 88-6. 92 (1 H, m), 7. 00-7. 02 (2 
H, m) , 7. 13-7. 18 (4H, m) , 7. 2 6- 7. 3 0 (1H, m) , 
10 7. 34-7. 3 8. (1H, m) , 8. 22 (1H, d, J = l. 7Hz) , 9. 
9 1 (1H, s) . 

mm\ 2 1 ) 

5-7i^- 1 - { [4- (MJ7/Vto^^) ^-/V'] */l^~/W - 
1 H - fc° n —/V- 3 - # /WV^x t K 

T##I4 t PI«oljfef^S:frV\ 5-7ai^/^-l- { [4- (Mi7/^n^ 
^vk) 7^^^] - 1 H- \fn—;v- 3 -^/l^^^/i'tr-^ 

20 1 H-NMR (CDC 1 3 ) : 5 6. 60 (1 H, d, J = 1. 7 Hz) , 7. 
13-7. 16 (2H, m) , 7. 2 9 - 7. 3 3 (2H, m) , 7. 41-7. 
45 (3H, m) , 7. 58 (2H, d, J =8. 6Hz), 8.12 (1H, 
d, J = 2. OHz) , 9. 90 (1H, s) . 

(#%$J2 2) 

25 i_ [ (4 2-7*^^7^^^) /kl -5-7x^V-l 

H-fc°P— /V- 3-^;WWft K 
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5 1 H-NMR (CDC 1 3 ) : S 2. 24 (3H, s), 6. 53-6. 59 
(2H, m) , 6. 88 (1H, dd, J = 9. 2Hz, 2. 6Hz) , 7. 0 

3-7. 05 (2H, m) , 7. 16-7. 21 (3H, m) , 7. 27-7. 

33 (1H, m), 8. 20-8. 22 (1 H, m) , 9. 91-9. 92 (1 

H, m) . 
10 (#ti2 3) 

2 5 -^f-;VT^ b7x/y (13. 42g) -fci/^jV^— =r;V (10 0m 

D \z.mu^. &i&m.&&2 5 o c^^l^^v^j: 5 (16. o g ) ^itu 

^$SU fll-^n^-l- (2 -^fv^^/k) (2 1. 3g) &r 

ftttatit (79. 2o g ) \z.fcm%vv& (27. 

64g) ZtitiZ., 4 3-4 5^4 5^11^1^ ftl-^-l- (2- 
^^-7k7^^/k) (21. 3 g) <£>T1r (150m L) £30 

20 #r»#TifTu mth-t^^ti 6mmw;WLtc 0 5u&m%6ML s %m 

^p^f^77^ : .^y-V-^m^^= 1 0 : 1-^8 : 1) \C 

25 tiit> mmit^^m^m^tLxntz. mm4 6. 4 4 g , ummi 

0 0 %) o 

1 H-NMR (CDC 1 3 ) 6:1. 35 (3H, t, J = 7. 9Hz), 2. 
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53 (3H, s) , 3. 50 (1H, d d , J = 5. 2, 18. 7Hz) , 3. 
71 (1H, dd, J = 7. 1, 17. 9Hz) , 4. 11-4. 20 (1H, 
m) , 4. 31 (2H, q, J = 7. 9Hz) , 7. 2 5 - 7. 3 4 (2H, 
m), 7. 41-7. 49 (1H, m), 7. 72 (1H, d, J = 7. 7H 
5 z) . 

(#%«2 4) 

2-V-7V-4- (4-y b*^73i=/V)--4-^-'3p-y^^SI^^ 

4' — ?* b^VT-fe b7x/y (15. Og) Sr^nn^;^A (7 OmL) R 
flt^^VWc-^/l/ (5 OmL) fc$tf?L, KJ&fiftaS2 S'C&ig&ftV^Sfc 
10 J|if (16. Og) ©^nn*/VA (2 OmL) ^£iiTL7i 0 lTt> 2 B# 

mmw^mwi^s &mm^^wx.x^nmr,;v^m^t. 0 &&&&&&& 

- (4-y hdp-V7ai=/u) ^ZJ^s (JR*2 2. 0 5 g) ^r^^i:LT#fCo 
(7 9. 2 0 g) }l» 1 J')^ (2 7. 6 5 g) ^Di, 4 
15 5°CX*10mmWLtc o fil-^P*-l- (4-y h^v^^/k) ^*y^ 
(2 2. Og) (DT±hyW& (10 OmL) ^2 0^f|WtTlTU MTU 

m:^^-^-mm^f-^=9 : l-»3 : 1) fcTltSftU ^Mfb^Sriftfl^ 
i LT#fc OK* 3 0. 2 5 g , KID 100 %) „ 

1 H-NMR (CDC 1 3 ) 6:1. 35 (3H, t, J = 7. 2Hz), 3. 
45-3. 56 (1 H, m), 3. 68-3. 79 ( 1 H, m) , 3. 89 (3 
25 H, s) , 4. 0 8-4. 2 0 (1H, m) , 4. 3 1 (2H, q , J = 7. 2 
Hz) , 6. 96 (2H, d, J = 8. 9Hz) , 7. 95 (2H, d, J = 8. 
9Hz) . 
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mm\2 5) 

^=71" 

2' - ( hV y)Virxi*=f-)V) T±Y7^/y (10. Og) ^^nn/^/l/A 
5 (3 0mL) Sl^^^^-^/^ (3 0mL) fc?§fi¥U M^2 5°C^ 
l£;Lftl^ 5 (8. 5 0g) ©^pp^M (2 0mL) ^SrMTL/c 0 

10 ixf/K4 4. 44 g) l^^y^A (13. 82g) ^Mtl, 45°CT1 

y©7thyfS (lOOmD IrlTU ?gT^T^I^mft"eiNFra> 

^*si^ufe 0 £os«£3i®u zm%m!±mmv, mm^ 

^,k=9 : l->7 : 1) Ctill, Ut#fc (flX* 1 

0. 4 3g, 2' - (h])7;VtP^f^) 7th7x/y^f)l|X$6 6 0 /o) „ 
1 H-NMR (CDC 1 3 ) 5:1. 36 (3H, t, J = 7. 2Hz) , 3. 
20 34-3. 46 (1 H, m) , 3. 59-3. 70 (1 H, m) , 4. 08-4. 
22 (1H, m) , 4. 32 (2H, q, J = 7. 2Hz) , 7. 57-7. 8 
0 (4H, m) . 
(#%0!|2 6) 

5 - {^-^ Y^yy ^-^) -i H-ifp^- 3 - */^yiaf /v 

25 2-V7V-4- (4-^^r^7x^) -4-^77^*^^! 
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1 H-NMR (CDC 1 3 ) 5:1. 36 (3H, t, J = 7. 1Hz) , 3. 
83 (3H, s) , 4. 31 (2H, q, J = 7. 1Hz) , 6. 79 (1H, 
d, J = l. 2Hz) , 6. 93 (2H, d, J = 8. 9Hz) , 7. 38-7 
46 (3H, m) , 8. 60 (1H, brs) . 
5 2 7 ) 



5 _ (2-Mj7/^n^f/k7x^) - 1 H-fc°P— /V- 3 

2-v"T /-4-t^y-4- (2-hV 7 )VHrxi ^^-)V7 au^-)V) 7* $ Z/W. 

10 &&kLXfflt 0 

1 H-NMR (CDC l-a ) 5:1. 36 (3H, t , J = 7. 2Hz), 4. 
3 1 (2H, q, J = 7. 2Hz), 6. 81 (1H, s), 7. 42-7. 6 
1 (5H, m) , 8. 69 (1H, br) . 
(#t«2 8) 

15 5- (4-7/Vtn7s-/V) - 1 - (7 a =^;V*;Vfc~jV) - 1 H— t°P — /l^ 
- 3 — 

%\\^7 ^-r-yjvcoW^^ K^itA -ysis^-uy ^1-y/\'%:R^X&%ffl l bW\ 

m<Dmfc%ft\t\ 2-^T/-4- (4-7^B7a^) -4-^^y^^ 
^^c^/U&^U ^V>T##^2*3«t^3 i:P^IO^SrfTV\ 5- (4- 
20 ^cc^AO - l H- 3 -#/i'7j^g|3ifvi/gr#$ Lfc 0 tK^ 

ik1-hV9& (6 0°/oitt, 0. 3 2g) ^7K^T5- (4-7/^P7x^ 
)V) -lH-k°n^-3-^/^>l^ (1. 5 6g) ©N, N-v^^- 

)Virs)VKT% mm (2 0mD \zM*.it 0 mumx 1 5ftmmwvtcm, 

s<y^yx/v*~;is (i. 4i g ) ^nx., gifr-c 1 8B^jt#Ufc 0 KJSifcte 

|?^^^«, i)£llLfc 0 II^^W7A^nvf^ 
77^- (lf»I:^ :3 rf>-ii ;i: ^=4 : 1 -* 7 : 2) fcTJMftU ^ 
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Mit^^^ t VXntc Oft* 1 . 7 0g, 1|X$6 8%) o 
1 H-NMR (CDC 1 3 ) 8:1. 36 (3H, t, J = 7. 2Hz) , 4. 
31 (2H, q, J = 7. 2Hz) , 6. 52 (1H, d, J = l. 9Hz) , 
6. 98 (2H, t, J = 8. 7Hz) , 7. 12 (2H, dd, J = 5. 5H 
5 z, 8. 7Hz) , 7. 3 3- 7. 3 5 (4H, m) , 7. 5 0- 7. 6 0 (1 
H, m) , 8. 09 (1H, d, J = l. 9Hz) . 
(##$J2 9) 

5 - (4-7/i.tP7x^) -1- [ (4-7/^P7x^) 
- 1 H— t°P 1 — /U— 3 -#/^V^^/I/ 

m<D%kft%ft\\ 2-VT/-4- (4-7/l'tB7x=/l') -4-^77^ 
ygfea^vU&^U ^eV^T##M2*3J:tJ«3 PI«<0»fts&fTV\ 5- (4- 
7/Vtn7i^) - 1 H- t°n— }V- 3 -#/l^V@|^fvl/£^cLfe: 0 
fl^MJ 1 ?^ (6 0%ifi^ 0. 5 8g) &7K.^T 5 - (4-7/^P7x^ 
15 /V) - 1 H- \fn—;V- 3 -^/^V^fvl' (2. 8 5 g) ON, N-v^f- 
;^A7 5 mm (2 0mL) HUnfcfco I^M-gi? 1 5#|ffl«#Lfc^ Jftfb 

(2. 9 2g) Srjbtl*., lia^3^S^Ufc. 

20 -7^77^ WI:^fy-Si^=4 : 1) KTHfKU M 

(J&fi4 . 6 6g,W9 7°/o) 0 
1 H-NMR (CDC 1 3 ) 6:1. 36 (3H, t, J = 7. 2Hz), 4. 
31 (2H, q, J = 7. 2Hz) , 6. 53 (1H, d, J = l. 9Hz) , 
6. 9 6- 7. 0 6 (4H, m) , 7. 16-7. 24 (2H, m) , 7. 36 

25 - 7 . 45 ( 2H, m) , 8. 06 (1H, d, J = l. 9Hz) . 

5 - (4-7/ViP7i^) -1- { [4- (MJ7^tP^f^) 7x^ 

111 



WO 2006/036024 



PCT/JP2005/018572 



ym^fr%&&U m^X&nM2&£Xfi3kmU(o8ift*ft^\ 5- (4- 

5 7;ktP7i^) - 1 H- t°n— /V- 3 - ZuU7$y^^Sl/&&$,Lfc. 0 Tkiff 
fl^MJ^A (6 0%«tt, 0. 28g) «T7K^T5- 

/I/) - 1 H-t 0 P-/l/- 3 -#/I^V^^vP (1. 4 9g) GDN, N-v 5 ^^- 
. /WIn^AT^ K»?ft (2 0mL) ^Rx.fc 0 . Mtl 5ftmMWLK.^ Mit 
At-yyy^jm^^fr^y^l/^JVi^^jV (l. 8 5g) &1&tl, ^M"e3B# 

TflfSSU ^M^t/^r^i: LT#fc (JR*1. 8 0g N KXg6 4%) 0 
1 H-NMR (CDC 1 3 ) 6:1. 36 (3H, t, J = 7. 1Hz) , 4. 
15 3 2 (2H, q, J = 7. 1Hz) , 6. 55 (1H, d, J = l. 9Hz) , 

7. 01 (2H, t, J = 8. 8Hz), 7. 11-7. 18 (2H, m) ,. 7. 
47 (2H, d, J = 8. 3Hz) , 7. 62 (2H, d, J = 8. 3Hz) , 

8. 0 7 (1H, d N J = 1 . 9Hz) . 

3 1) 

20 5- (4-7/Vtn7i^V) -1- {7 zz.~)V7,)V'fc~)V') -lH-fcTn— ^ 

- 3 K 

5- (4-7/ViP7i^) -1- (7^^/^^/^^^/^) -lH-t°P- 

25 1 H-NMR (CDC 1 3 ) 6: 6. 55 (1H, d, J = l. 9Hz), 6. 
98 (2H, t, J = 8. 8Hz) , 7. 08-7. 18 (2H, m) , 7 . 3 
3-7. 40 (4H, m) , 7. 51-7. 63 (1H, m) , 8. 12 ( 1 H, 
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d, J = 1 . 9 Hz) , 9. 88 (1H, s) . 

(##0113 2) 

5- (2 -jL*$-jvy^~jV) -1- [ (4-*J-;vy *.~;V) - 1 

H - fc° P —71^- 3 - # /W V^7* t K 

H-fc'P-A'- 3-#/w£ ^^^^r^L, gcl^T##M3, 4\ 5*3J:tf 

1 H-NMR (CDC 1 3 ) 5:1. 80 (3H, s), 2. 41 (3H, s) , 
10 6. 5 0 (1 H, s) , 6. 90 ( 1 H, d , J = 6. 2Hz) , 7. 07-7. 
35 (7H, m) , 8. 12 (1H, s) , 9. 89 (1H, s) . 
(##09 3 3) 

1 - [ (4-7/vtn7i-;v) - 5- (4-p* Y^-i/y ^~;v) 

- 1 H - fcT p —71^- 3 - # /WVVt* fc K 

15 5 _ ( 4 _^ }>^^7^ri;l/) - 1 H- fc°P— /I/- 3 -XsUTSy^^^/UbM 

[ (4-7/^n7i^) -5- (4-^ f^^7i=;V) -1 

20 1 H-NMR (CDC 1 3 ) 5:3. 86 (3H, s), 6. 52 (1H, d, 
J = l. 9Hz) , 6. 84 (2H, d, J = 8. 7Hz) , 7. 01 (2H, 
t, J = 8. 7Hz) , 7. 09 (2H, d, J = 8. 7Hz) N 7. 3-4 (2 
H, dd, J = 8. 9Hz, 4. 9Hz) , 8. 08 ( 1 H, d, J = l. 9H 
z) , 9. 87 (1H, b) . 

25 (#%$J3 4) 

5- (4 -7/Wt07a:^) -1- C (4 -77^^-P 77^^/1^) 

- 1 H- t°P— /V- 3 -jJ/WVlsft K 
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5- (4-7Mp7i^) - 1 - [ (4-7/^n7x^/V) 7;V~fo~ 
)V\ - l h— \?x2—;v— 3 -^/^#y^^7^§ ^ ffiv^T##M5^c]:•^6 tmm 

1 H-NMR (CDC 1 3 ) 6:6. 57 (1H, d, J = l. 8Hz), 6. 
5 9 7- 7. 0 8 (4H, m) , 7. 12-7. 18 (2H, m) , 7. 32-7. 
39 (2H, m) , 8. 10 (1H, d, J = l. 8Hz) , 9. 88 (1H, 
s) . 

(##0ij3 5) 

5- (4-7/^p7i^) -l - { [4- (yyy;vjrnt?-;v) y^~ 

10 jv\ 7, — 1 H — 1° p —;v- 3 - # /WW? t K 

5- (4-7;vtn7x^) -l- { [4- (MJ7/^n^^) 
)V\ */i/afwW -lH-t 0 ^-;^-3-^7^^>-^^;^S^fflV^T###'!l5*D > 

£t>* 6 k mm(omfc%ft ?z.kx\ k vxntc 0 

I H-NMR (CDC 1 3 ) 6:6. 59 (1H, d, J = l. 7Hz), 7. 
15 0 2 (2H, t N J = 8. 7Hz), 7. 11-7. 17 (2H, m) , 7. 4 

7 (2H, d N J = 8. 5Hz) , 7. 63 (2H, d, J = 8. 5Hz) , 8. 

II (1H, d, J = l. 9Hz) , 9. 89 (1H, s) . 
(#%M3 6) 

1 - [ (4 —yjvUrv y^~M -5 - [2- ( b V y^^-n ^ =f- 

20 M y*.~;v] - l H - fc° p — /v- 3 - # t K 

5 - (2-MJ7/Vtn^Wi-^) - 1 H- t°P— /l/- 3 
^;vkM.itA -ytviru^i/^ ^^/v^^^^rfflV^T##M4 £|^BI<E>jftf£3r 
ffV\ 1- C (4-77^^-^7^^/^) -5 - [2- ( f !) 

u^^jV) y^^-;v~\ - l H-t°n— A*— 3 -#/i^V@t^^vi/&r^$c U jfcl'* 
25 T#%#ij5&£t>*6 tP«©iSfef^*fT5-i:^ ^fc-&4&«r*t*£ LT#fc 0 

1 H-NMR (CDC 1 3 ) 6:6. 65 (1H, s), 7. 00-7. 09 
(2H, m) , 7. 3 3 - 7. 4 6 (3H, m) , 7. 5 7- 7. 6 7 (3H, 
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m) , 8. 13 (1H, d, J = l. 9Hz) , 9. 89 (1H, s) . 

(##M3 7) 

1 - [ - 5 - [2- (b3J77k^-n^^ 

/V) 7 3i - 1 H - tT a 3 - * /W^t* t K 

5 2-^T/-4-^-= 3 ry-4- (2- MJ Wx^/k) ~f*l/Wt 

jrut^/vy - l h - ^n-^- 3 - ^/^yi^f ^&^U 

10 1 H-NMR (CDC 1 3 ) 5:2. 40 (3H, s) , 6. 63 (1H, d, 
J = l. 7Hz) , 7. 16 (2H, d, J = 8. 3 Hz) , 7. 25 (2H, 
d, J = 8. 3Hz) , 7. 3 6 - 7. 4 2 (1H, m) 7. 53-7. 64 
(3H, m) , 8. 12 (1H, d, J = l. 9Hz) , 9. 88 ( 1 H, s) . 
3 8) 

15 2-^^-/1^- 5 -y^~)V- 1 - (731=/^/^=/^) -lH-t°P^-3 
— jJAs/VVf t K 

>-ify*/l^~/^fflV^T###>j4 £|^<0&f££fTV\ 2-^^-5-^31 
- ;V -l - (y ^^;v*;vfo~;v) - l H- /v- 3 -#/wi?:/@|^^vi'£r 

1 H-NMR (CDC 1 3 ) 6:2. 88 (3H, s) , 6. 47 ( 1 H, s), 
7. 18-7. 23 (2H, m), 7. 4 8-7. 61 ( 1 H, m) , 10. 0 

0 (1H, s) . 
25 (###iJ3 9) 

1 H-t°P-/^- 3 -iJfVi^'y^^V 
v —Y;v^.y^;VT^=-;V^=f-;v^yz/T=-Y (15. 0 g) iT^U/^f 
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JV (6. 9 2mL) ©fh7t Kn77yfS (2 5 OmL) £77 V !7A 
tert-^f^ Wr f7t KP7 9 ( 1 0 0 m L) C30 ^Iffl^ 

(E#8-fe^M- r/W i«5£ h^) -C^ifiU 6?$£^J±i§ 

: l->2 : 1) |:ttll, LT#fc 
(IRS 4. 6 9 g, JfcsfU 9%) o 
1 H-NMR (CDC 1 3 ) 6:3. 82 (3H, s) , 6. 15 ( 1 H, m) , 

6. 75 (1H, m) , 7. 43 ( 1 H, m) , 8. 50 ( 1 H, brs). 
10 (##M 4 0) 

5 -y^u^e- 1 H-fcfn— /W- 3 -77/I^V^fW 

1 H-t°P— /l^- 3 - A ;U7$ l/&t*7' A? (4. 4 8g) ©7h7kFn77^ 
^ (7 OmL) 7 8°C^*PU N-7*n^M|/f (6. 3 0 
g) &jq try^V (5») ^Dit, (-2 0°C) tf3 0TO 

9 : : 1) fcT**$SU £gfl^4fe&#ltfiHftfc LT#7c (JRft 3 . 5 

9 g, IR^4 9%) 0 

20 1 H-NMR (CDC 1 3 ) 5:3. 81 (3H, s) , 6. 58 (1 H, m) , 

7. 36 (1H, m), 8. 60 ( 1 H, brs). 
(##0IJ4 1) 

5 _-/ p ^._ x _ [ (4-^ ^V7s^) -lH-t°P-;l/- 
3-77/^V^^f-^ 

25 (6 0%^ 6 8 1mg) £^1^Ti&#L-fciL N, 

N-^^f/^M7^ K (lOmL) [dDi, - 7 8°Cl^SLfci, 5-7* 
n ^._ ! ft-^u-iV- 3 -77/^>-®M^ (2. 90g) ON, N-v>^ 
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^*/W^K»R (lOmL) ^15»ttt«TU„ £O£«£0 o CT3 
O^Bfl, 2 5°CT*3 0#ffi»#Lfc8K St/-7 8t:^U i£{fc4-y f>^ 
^^V^/^^/P (3. 2 3g) ON, N-^f/^MT^Kil (5 
mL) £MTU K^&0°CT1 5^, 2 5°Cf 3 0 Lfc„ 
5 &^fcJEE}fc«gLfc^ nm^QK^Mx. s S^H^^TtttH Lf^„ tttB^^fP^ 

y ^^7^^nv ^77^- (JgggH&ffi : ^^^^-^^^= 9 : i 

^i : i) mmfc&va*m&mfakLxntz. (nx*3. 0 2 g> ux 

^5 7%) „ 

10 1 H-NMR (CDC 1 3 ) 6:3. 8 2(3 H, s) , 3. 88 (3H, s), 
6. 65 (1H, d, J = 2. OHz) , 7. 00 (2H, d , J = 9. 2H 
z) , 7. 92 (2H, d, J = 9. 2Hz) , 8. 05 (1H, d, J = 2. 
OHz) . 

mmu2) 

15 5-^n^-l- [ (4-7* Y^r-yy zc^/U) 7,;vi£^jv~\ - lH-fn- ;V- 

5-^n-^-l- [ (4- ^ h*->~7 */k7fr^/k] -iH-t°n— /I/ 

- 3-#/I^^y 5vP (3. 0 0 g) ©fh7k KD77^W (3 OmL) 
£-7 8 Lfc&, 7K*ft^y^^T/U5 = !^A©l. 5mol/l 

20 r/Uccyjgjfc (ii. OmL) £l 5#ffl#>ttTigTU - 7 8 °CT* $ \Z 1 H# 

. khjh# Lft 0 Tk^-fk^^r y -jj-A'TA' ^7A©i. 5mo i/i f /n >^ 

(5. OmL) SriiiPL, -78tt'15M 2 5 °CX 2 Hg&# Lfc 0 £OS 
S^lmo l/l&H (4 OmL) &Jn*., 2 5^15^^^ 

25 MJ±i§itL/c 0 m^m(DT±h^hV^mm (3 OmL) fcOlCfcJfriPU 

7-n-7°nt>7^^!)A ^Wl'ft- h (2 8 1mg) N N-y^vWE- 
/^^y^ N-^-^v'K (1. 4 1g) Ui^U^a7-y-^4A|* 
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(i. 5 g ) mwvi. 5mmmwLtc 0 mm® 

1 : 1) fcfSHKU Sa^*Sr*fe»JR»i:L-C#fe 01X1:2. 0 7 g N IR 
5 $7 5%) „ 

1 H-NMR (CDC 1 3 ) 6:3. 90 (3H, s), 6. 71 (1H, d, 
J = 2. 2Hz) , 7. 02 (2H, d, J = 9. 2Hz) , 7. 94 (2H, 
d, J = 9. 2Hz) , 8. 07 (1H, d, J = 2. 2Hz) , 9. 75 (1 
H, s) . 
10 (#5%#ij4 3) 

( { 5 --fu^t- 1 - [ (4-;* Y^i/y^—A') *;Vifr~;V'] -lH-k°n — 
/I/- 3 -4 M * f-M * f-AsftA"* % >Wt t e r t -zf^;V 

[ (4 -p* b^rv^ a^~/U) ^;Vt^c=-;V] -lH-t'n-^ 
-3-*/W^7tK (3. Og) <D*9 S*-A>ffiBL (9 0mL) \zMtt>* £ ?A' 
15 Tls*Er~VJ* (5. 8 8g) £#n?U ^ia-Cl 5ftmnWLtc'&*sT/ t K 
p^^^-^MJ^A (1. 6 4g) Sr^n^ b^2B#^^#Lfc: 0 

|i?-tert-^(2. 2 8g) £#Px.T^j±Mlf U j^S^Srx r- 7 t 
20 Kn77^ (lOmL) tlgiSfU ^i^tMIl^A (1. 10g) i* (1 

omD sr^jpx, i d^mmwLtco &mm\^%M7L. mm^^m 
^^=9 : : i) mMik&^m&i&yt® t Lxntc 

25 (JlXS 2 . 2 5 g „ IR^ 5 6 %) „ • 

1 H-NMR (CDC 1 3 ) 6:1. 47 (9H, s) , 2. 78 (3H, s) , 
3. 87 (3H, s) , 4. 16 (2H, s) , 6. 22 (1H, s) , 6. 9 
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7 (2H, d, J = 9. 2Hz) , 7. 33 (1H, s) , 7. 86 (2H, d, 
J = 9. 2Hz) . 

4- (Tv^K^fvW -1- [ (4-^f/l/7i^) - 2 

5 l H-t°n— 

1- [ ^/l^^/^] - 5 -7^:^- 1 H-t°n- 7^ 

-3-^77^#^^^ (5 0 Omg) ©7 f7t KP7 7>tS (1 OmL) 
7 8°C^*PL/cfJL zKiSlbv^ V?^}VT)V%~?7 &<D 1. 5mol/l 
t*/Wn^j£ (2. 7 OmL) ^ITU 2 5°C-C3 0^r H W#Lfc o 
10 lmol/lI|(6mL) ^PXL, 2 5t"ei 5^g#Lfcl g^rc^/U 

H$fL/i 0 mmm<Di??uvit?vmWL (2mL) £2, 3-^nn-5, 6 
-v^TV-l, 4-^y^;y (6 12mg) , MJ ;7 ^ 7 ^ ^ 

(5 3 2mg) ^itFfb^-n-^W^^^T^K (7 6 8mg) © 
15 fh7tKP77y|S.,(5mL) ^Bx., 2 5 °Cl? 1 H#^# Lfc 0 

^-H^c^= 9 : 1^1 : 1) fttSL, ^Jlfb^Sr^feH^i: LT 
#fc 0Ki:2 3 3mg N IR^4 9%) 0 

1 H-NMR (CDC 1 3 ) 5:2. 36 (3H, s) , 4. 48 (2H, s), 
20 6. 1 9 ( 1 H, d, J = 2. 2Hz) , 7. 09 (2H, d, J = 8. 6H 
z) , 7. 15-7. 4 0 (8H, m) . 
(##M4 5) 

4-^^/1^- 1 H-t°n— /I/- 3 

p - f/kxy^/l/*^/V^f /W 7^7^ K (8. 5 5 g) „ ^Pf7|if 
25 ;V (5. 0 g) *5J:t>*#y e r t-^h^K (5. 9 0g) ^ffl^t, 

7 7 g , Jfc* 7 1 %) 0 



119 



WO 2006/036024 



PCT/JP2005/018572 



1 H-NMR (CDC 1 3 ) 5:1. 34 (3H, t, J = 6. 8 Hz) , 2. 
29 (3H, s) , 4. 27 (2H, q, J = 6. 8Hz) , 6. 53 (1H, 
m) , 7 . 3 8 ( 1 H, m) , 8 . 3 0 ( 1 H, b r s ) . 

(##M4 6) 

4- *J-;V- lH-t°n— ;v- 3 -^/i^VH^fvi' (4. 50g) £N-:/ 
n^|^;F (5. 2g) ^fflv^T, #tM4 0 i [^il^M^fTVV 
Mte£#&&3t@ft£: tT#fc 0IXi:5. 2 0g, Ul$7 6 0 /o) „ 

1 H-NMR (CDC 1 3 ) 6:1. 34 (3H, t, J = 7. 4Hz), 2. 
10 2 3 (3 H, s) , 4. 27 (2H, q, J = 7. 4Hz), 7. 38 (1H, 
d, J = 3. 0Hz) , 8. 30 (1H, brs) . 

mmu 7) 

5-^n^e-4-^^-^- 1 - E (4- ^=f-;vy ^^;v) ^)Vi^^)V\ -1H- 
t° n — - 3 - # /i^V^ fvi" 
15 7k*fb;^MJ*A (6 0%itt, 6 2 0mg) % 5-^0^-4-^^-1 
H- t°n— 3 -iJJV^ym.^^ (3. Og) & £ t^fb f v7V (2. 9 5 

g) &fflv^T, ##M4 1 tmm(Dm^n^\ mmit^m^n^Mi t lt# 

01X1:4. 2 7 g N 1R#8 6%) „ 
1 H-NMR (CDC 1 3 ) 6:1. 35 (3H, t, J = 7 . OH z) , 2. 
20 15 (3H, s), 2. 44 (3H, s) , 4. 29 (2H, q, J = 7. OH 
z) , 7. 34 (2H, d, J = 7. 6Hz) , 7. 84 (2H, d, J = 7. 
6Hz) , 8. 09 (1H, s) . 
(##M4 8) 

4 f-/^- 1 - [ (4 -^^^7cc^/l/) ^/kTftc^K] -5-7i^-lH 
25 /k- 3 

5- :/n^-4-^fv^- 1 - [ (4 -}J-;vy^~;v) t,;v^=-;V] - l H 
- t°n— /k- 3 -^/l^V^^A' (1. Og) , y ^~?Vi$X2l/W. (4 7 3m 
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g) s JKm-t h V V & (8 2 3mg) 33it)ffh7^ (hV7^^^*X7j 
/n'7^!)A (299mg) & 1 2-vM h^v^n^ ( 1 0 m L) 

tk (lomD o^i^rau ^mmmuT, lemmm^tco ^mm* 

5 ^TkW-T-bP ^A^felfJ^ MJ±ilf!Lfc 0 »^^W7^^n? 

f^77^ (JSHil?« : ^^rf-^-^^^= 9 : 1^1 : 1) (-TilU 

bT#fc (M4 3 Omg, 11X^4 2%) □ 

1 H-NMR (CDC 1 3 ) 6:1. 37 (3H, t, J = 7. OHz) , 1. 

98 (3H, s) , 2. 37 (3H, s) , 4. 31 (2H, q, J = 7. OH 
10 z), 6. 95-7. 40 (9H, m), 8. 06 (1H, s) . 

mmu 9) 

- /Ix- 3 -^/WVVft K 

A-^=f-;V- 1 - [ (4 ^/k7j>^7k] -5-7^^71^-1 
15 H-fc°n— 71^- 3 -tUV^l/^k^/V (4 2 0mg) ©7f7tFn77y|f 
(lOmL) Sr- 7 8°C^^*Pbfcff, TkSHfcvM y ^^JVTfV % =. 17 A© 1 . 
5 mo 1/1 h7^^^ (2. lmL) fcffiTU - 78ttf§^30^ 
»^Lfc 0 MlHmo l/lll (lOmL) SrJP^.^ £i&T«#LfcgK 

20 >tm, ummmLfc. m§im<oT±h^hv^mm a 5mu ^-7 8^ 

£PU rb7-n-7°nfcVL'7y ; e^7A ^/Wl^*? — h (3 7mg) , N- 
*=$-)V^)VifrW N-^v'K (I8 5mg) *3j;t>^ 4 

(i. o g ) srjB*^ iatmiit#u. Ki&jfc£«EE*ii8L as 

25 !)*^*7^P^b^77^ (SIB^jK: ^^^-BPife^^=9 : 1 
-►1:1) fcTHftKU tlM^Ifelttli: LT#fc 01X1:3 2 Omg, 
9 0 %) 0 
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1 H-NMR (CDC 1 3 ) 8:2. 02 (3H, s), 2. 38 (3H, s), 
6. 9 9 - 7. 4 0 (9H, m) , 8. 04 (1H, s) , 9. 95 (1H, 

s.) . 

(##M5 0) 

5 ( { 5 -7^n^- 1 - [ (4-^^-^7^^/W *;vi£^.;v~] -lH-t°n— ;V 
5 -r/n*- 1 H— \fn—;V— 3 -HfV^W.^ J-^kMit h v7^£Jil^T# 

10 *5i04'3i:^(D^^T5ri-e s ^Mfl^4&£&S£@tt£LT#fc 0 

1 H-NMR (CDC 1 3 ) 6:1. 47 (9H, s) , 2. 43 (3H, s) , 
2. 78 (3H, s) , 4. 17 (2H, s) , 6. 23 (1H, s) , 7. 2 
5-7. 35 (3H, m) , 7. 80 (2H, d, J = 8. 4Hz) . 

mnm 51) 

7Km^^hy>^ (6 0%«fe 1. lg) £^1^Ti!fe#Lfc^ N, N 
-^WMT^F (5 0mL) ttx., 0°C\^n^ik, 5 
x H-^.p^v- 3 -#/l/#;/^^V^ (5. Og) (DN, N-v^^V^/^ 
20 K*«C (1 OmL) %Mz.tc 0 0°C^3 0#Kfli#Lfc^ M^if^* 

)V^JV (3. 3mL) <£>N, ^ KSBSK (5mL) £#Px^ 

25 ^^=5 : i) mmit^m^m^mi^tLxnt. oix*8. 5 

g N 11X^9 9%) 0 

1 H-NMR (CDC 1 3 ) 5:3. 83 (3H, s), 6. 68 (1H, d, 
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J = 2. 1Hz), 7. 55-7. 60 (2H, m), 7. 67-7. 72 (1 
H, m) , 7. 9 6- 7. 9 9 (2H, m) , 8. 08 ( 1 H, d, J = 2 . 1 
Hz) . 
(#%M5 2) 

5-^n^-l- (7x^;w;i/*^^) - 1 H- t°n— /I/- 3 -XAstfl/tit 
tJ-As (7. lg) ©ffn Ynyy^MW. (8 OmL) 7 8t)fc#*PL 
fcff, TK^b^y^^T/l^^^^AOl. 5mo 1/1 h/Wc^$t (4 2 
10 mL) ^3 0»(ttiTU -7 8°C-?£b\Zl $mmWLtc 0 KJtSSKfc 1 
mo l/litg£ (2 OmL) Mx., itxf/KttHlfco fAtti^gfrlMW 

fb^&#fi»:R*fcLT#fc OK* 7. l g s 4xsjsj£*ft) □ 
1 H-NMR (CDC 1 3 ) 5:1. 62 (1H, brs), 4. 51 (2H, 
15 s), 6. 33-6. 34 (1H, m) , 7. 44-7. 45 (1H, m) , 7 . 
51-7. 57 (2H, m) , 7. 6 2- 7. 6 8 ( 1 H, m) , 7. 93-7. 
9 7 (2H, m) . 
(##$15 3) 

5 -y*u^r- 1 - (7s=/W/^-/V) - 1 H- t°n— jv— 3 -*/W^f t 
20 K 

[5-^n^e-l- (^—/I^/l^—Zl') - 1 H- /l/- 3 * 
(7. lg) £>Tir h~ MJ/l^ifc (8 OmL) fcx h 7 - n fcT 
/KT^^-^A ^7l^^7t- b (0. 6 3g) , N-^fyWE-zl^P N- 
^-^v-KTKfPt/ (4. 2g) fci^^a7-^^4At* (3. 5g) 

25 srin^, MT?2i^raiJi^tfco asset JK**&flK m^'m^zMx-s mm 
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f-^-g^H^^=4 : 1) ^TftMU tT#fc (1R 

44. 6g, IK$7 1%) „ 

1 H-NMR (CDC 1 3 ) 5:6. 73 (1H, d, J = 2. 1Hz), 7. 
5 7- 7. 6 3 (2H, m) , 7. 7 0-7. 7 5 ( 1 H, m) , 7. 98-8. 
5 0 2 (2H, m) , 8. 10 (1H, d, J = 2 . 1Hz) , 9. 77 ( 1 H, 
s) . 

(##M5 4) 

l- [5-^n^e-l- (^^c^/i^/i^^ /i^) — 1 H— )V— 3 —4 fr] 

10 (:7:r^/W*/^3jN~/l') -lH-fn>-^-3-*;W^f 

tK(3. 5g) ©^^/-7^S (6 0mL) fci&fl^ fv^T ? A (7. 

5g) iv'T/tKn^^tM)')^ (2. 4g) St^^l, itfit'1^11^ 

mm „ 

1 H-NMR (CDC 1 3 ) 5:2. 47 (3H, s), 2. 9 8 (1H, br 
s), 3. 66 <2H, s) , 6. 35 (1H, d, J = 2. 4Hz), 7. 5 
1-7. 5 7 (3H, m), 7. 61-7. 68 (1H, m) , 7. 93-7. 
20 9 7 (2H, m) . 
(##M5 5) 

{ [5-^n^-l- {y x.~;V7s;vHss=-;V) - 1 H- ;v- 3 -^/v] 
fvW ^ fflslDV* % i^B. text -7*^;v 

1- [5-^n^e-l- (7i^/w/v^^/v) -lH-t°n-^-3-^ 
25 -N-^^/l^^ WT % ^ (4. 4g) (DWB.^^ (6 0mL) 

mkV- t e r t-y^;V (2. 8mL) ^Mx., MUX* 1 4^TO#bfc 0 S 
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;u=4 : 1) fcxmmU SSflJ^*S:ifiM*i:t-C#fc 01X1:3. 4g, 
ijX^ 7 3 %) „ 

5 1 H-NMR (CDC 1 3 ) 5:1. 48 (9H, s) , 2. 79 (3H, br 
s), 4. 17 (2H, brs), 6. 24 ( 1 H, brs), 7. 35 (1H, 
brs) , 7. 51-7. 57 (2H, m) , 7. 6 2- 7. .6 8 ( 1 H, m) , 
7. 90-7. 94 (2H, m) . 
5 6) 

10 tf-As { [1- (7 ^-/l/* -5 - — 1 H — tf n — 

/V- 3 %JW**^& text — ~f^f~/V 

{ [5-^n^-l- (^cn^/l^/l^-/!/) - 1 H- A- 3 — f/k] 

^fvW ^f/W^ltert-^/Hl. 0 2g) , 3-^-/1^ 

n^H (0. 6 1 g) , ff7^ (hP 7x=/I/*^7^ >-) ^7^^ (0. 
15 4 1 g) , fim-f- bVVJ* (0. 75g) ©1, 2-5?^ hdf-S^*^ (25m 

L) -7k (2 5mL) «^£l 0 5°CX 7 mfflW;WLtc 0 ^HKlSS^ft^ 

/^7^P?b^77>f- (Jg0fl££K : ^f"^-@^Sfe^/>=4 : 1) MX 

20 ismu mMik&^m&mfctLxmc mmo. 9o g , k$8 8%) 0 

1 H-NMR (CDC 1 3 ) 8:1. 47 (9H, s) , 2. 81 (3H, br 
s), 4. 21 (2H, brs), 6. 13 (1H, brs), 7. 04 (1H, 
dd, J = l. 2, 3. 0Hz) , 7. 11 (1H, dd, J = l. 2, 3. 0 
Hz), 7. 24 (1H, d d, J = 3. 0, 5. 1Hz), 7. 30-7. 3 
25 9 (5H, m) , 7. 4 8-7. 5 4 (1H, m) . 
(##$15 7) 

^fvl/ { [ 5 — yzc~)\>— 1 - (:7^^/W*/l//fr^/l/) — 1 H — fc° p — /!/— 3 — 
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y(;V\ t^JV) %/W<^yB.t e r t -~f=f-)V 

tJ-M ^»w^>yStert-/f;Ml. 0 4g) „ 

g (0. 4 5 g) „ 7^7^* (by y ^=^;V7^^y ^ I/) /^7^^ (0. 4 

5 2 g) , mmi-vy (o. 77 g ) ®i, 2-v^ h^^^^ (25 m 

L) -7k (2 5mL) 1 0 5°C-C1 2$mW:WLfc 0 ftm&fcfcM&Vo 

j;W7A^-7f^77^ mmW-B : ^ ^f->-«^^=4 : 1) 
10 KlTlt^U tt#fc OlXiO. 9 7g, W9 4%) „ 

1 H-NMR (CDC 1 3 ) 6:1. 46 (9H, s) , 2. 80 (3H, br 

s), 4. 22 (2H, brs), 6. 09 (1H, brs), 7. 19-7. 

23 (2H, m) , 7. 2 6 - 7. 3 8 (8H, m) , 7. 4 7- 7. 5 3 (1 

H, m) . 
15 (##M5 8) 

{ [ (4-7/^B7i^) 7,;V^^./V~\ — 1 H — t° H — 

/U- 3 — f ^ TVV} ^ TVl^/W^ ^gfe t e r t --ff-As 
5 -^n^e- 1 H— fn^/V- 3 -^7/l-^^^^^/^^^4 

20 - [ (4-7^tn7i^/V) ^/^tJn^/^] - 1 H- t°n — ;V- 3 -^/l^^Sfe 
;*7V^1^U geV>T##M5 2, 5 3, 5 4 ft £0 5 5 k PHl£>&f£&fTV\ 

1 H-NMR (CDC 1 3 ) 5:1. 47 (9H, s) , 2. 79 (3H, br 
s), 4. 17 (2H, brs)., 6. 25 (1H, brs), 7. 19-7. 
25 25 (2 H, m), 7. 33 (1H, brs), 7 . 93-7. 98 (2H, 
m) . 

5 9) 
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{ {1- [ (4-7/^D7i^) ^)V%=^)Vl -5 - (3-^^-/1^) -1 
H-t°n— )V- 3 -^/W j*^vW ^^"/^/W^^^gfet e r t —"ff-A/ 

{ [ (4-7^tP7x^/V) ^/^/j^/Kl -lH-fc°n 

—)V- tf-M ^fW^^ltert-^V (0. 6 0 g) „ 

5 (0. 3 5g) , 7^7^^ (M)7x^/l/^7^y) 



^7^*7 A (0. 2 4 g) , fikm-fhl) (0. 4 3 g) £J3 ^T##$J 5 6 

LT#7c (Mo. 4 2g, Kx^ 

6 9 %) o 

1 H-NMR (CDC 1 3 ) 6:1. 47 (9H, s) , 2. 81 (3H, br 
10 s) , 4. 22 (2H, brs), 6. 14 (1H, brs), 6. 97-7. 
06 (3H, m) , 7. 14-7. 15 ( 1 H, m) , 7. 25-7. 31 (2 
H, m) , 7. 3 4- 7. 3 9 ( 2 H, m) . 
(##M 6 0 ) 

{ { 5 -zfn^- l — [ (3 —9 n P7x^), ^/^Tfrn/i/j - 1 H-k°n-;^ 

15 -3— 'f/W ^^-/^/^^^Sfet e r X-^JV 

5 - ^ p - 1 H— IfnwV- 3 ^JVhMY, 3-?v u^OH 

^^^^^/l-§rfflV>T##M5 5 £ Ilit^M^flVV [ (3 

-^nP7x^) - 1 H-t d-;V- 3 - */^yH^/Hr^ 

f$U $cV>T##$j5 2, 5 3, 5 4 33 J: 0 5 5 £ IHH©ifef£&fTV\ mMfc& 

20 £ lt#fc, 

1 H-NMR (CDC 1 3 ) 6:1. 47 (9H, s) , 2. 80 (3H, br 
s) , 4. 18 (2H, brs), 6. 26 (1 H, brs), 7. 33 (1H, 
brs), 7. 46-7. 51 ( 1 H, m) , 7. 60-7. 63 ( 1 H, m) , 
7. 80-7. 82 (1H, m) , 7. 89-7. 90 (1H, m). 

25 (###ij 6 1) 

{ {1- [ (3-^PP7i^) 7.;Vfc^-;V~] -5-7x^-lH-fc°P^- 
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jV-Z-y{}V\ ^f;W>y|tert-^ (Ig) ^ ~7^^ 

/Utfuym (5 2 6mg) , MJ^A (687mg) feiO'r hv^X 

(hV7^~^X7jy) (3 7 4mg) £fflV^T, ##$J 5 7 t 

5 |IIil©M^fTV\ SMte^£^3l&«tl£ (JR1; 7 2 6mg, JR 

$7 3%) 0 

1 H-NMR (CDC 1 3 ) 6:1. 47 (9 H, s), 2. 81 (3H, br 
s), 4. 81 (2H, brs), 6. 11 ( 1 H, brs), 7. 19-7. 

4 9 (1 OH, m) . 
10 (##$16 2) 

{ {1- [ (3-^PP7i^) KjVfc^jV] -5- (3 -^^/k) -1H 
-fc°P— /l/- 3 -"f/W t^/W ^^/^/W^^^Sftt e r t-^J-JV 

( {5-^n^-l- [ (3-^no7x^) ^/l^^vl/] -lH-t°n — 
/V- 3-^/W tf-M (lg) > 3 -f" 

15 K/Vtfnyg| (5 5 3mg) , fcWtf bP^A (687mg) fei^ff^ 
7s (MJ7*^;^^7^y) /^^^ (3 7 4mg) &J1V^T##M 5 6 £ 
^«©»f^Srm\ ^M^tl^^fefflW^ UT#fc 0K*7 1 2mg, Jfc 
$7 1%) 0 

1 H-NMR (CDC 1 3 ) 6:1. 47 (9H, s ) ., 2. 82 (3 H, br 
20 s), 4. 22 (2H, brs), 6. 1.6 (1H, brs) , 7. 03-7. 

05 (1H, m), 7. 14-7. 16 ( 1 H, m) , 7. 2 3-7. 31 (5 
H, m) , 7. 4 5-7. 4 9 ( 1 H, m) . 

(###ij6 3) 

{ {1- [ (3-^PP7x^/V) -5 - (A-7 ;VJrn7 

25 /V) - 1 H-fc°P— JV- Z-s(M tf-zU} ^f/^/W^ygtert-^f 
)V 

{ { 5 -^n-=e- 1 - [ (3-^on7i^) */l/jfc=/l/J - 1 H-k°P- 
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;U-S-y(/U} ff-;V} ^W/W^y|te r t-^ (lg) N (4- 
y ;Virny ^=^;V) T$vl/&. (6 2 8mg) „ ficM-T h V (708mg) £5 
it^Tb?^^ (MJ7x^*^7^y) (3 8 8mg) £rfflV^ 

5 3 0mg, iRsfS 8 7 %) 0 

1 H-NMR (CDCI3) 5:1. 47 (9H, s), 2. 80 (3H, s), 
4. 22 (2H, brs), 6. 09 ( 1 H, brs), 6. 91-7. 50 
(9H, m) . 
(##0ij6 4) 

10 (5-7cc^7^- i H-t°P— tZJ—A' 

5 -y au-jV- 1 H- 7^- 3 -X/l/TS^m^sl' (2. 16g) ©fl> 
7tKn77« (lOOmL) % - 7 8 °C^*P L/cfJK TRSt^vM V ^ 
;^;K-^A©1. 5mol/L>/H^S (2 4mL) ^lO^^T 
MTLfc 0 -7 8°CT^b^l^m#b^^ N zk (2mL) ^2^itlTU 

1 . 5 1g, W8 7%) o 

1 H-NMR (DM SO - d 6 ) 6:4. 34 (2H, d, J = 5 . 4Hz), 
4. 60 (1H, t, J = 5 . 4Hz) , 6. 4 5-6. 4 6 (1 H, m) , 6. 
20 7 4 (1 H, br), 7. 11-7. 15 (1H, m) , 7. 31-7. 35 
(2H, m) , 7. 5 7-7. 5 9 (2H, m) , 11. 0 5 (1H, s) . 
6 5 ) 

(5 -yzc—jV- 1 H- fc°n-^- 3 5 1 g) OT 
25 i? b~ MJ/H^& (4 5mL) \ZL? f7-n-7°P tVl^r ^-17 A ^/W^x 
b (0. 4 6g) , N-^^^e/W^y^ N-^-^rv^K (2. 3 6 g ) *5 
i^V^a7-^^4A|* (4. 5g) IfiTl. 5B#Pb1^# 
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/V*7A^vf^77^ (JSIBflSii : ^f-^-ftSfe^^=4 : 1 -> 1 : 
1) Tff«H-5££:fc«fc?K «^^^^*at#f: OKftO. 9 2 
g N Hx^ 6 2 %) 0 

5 1 H-NMR (CDC 1 3 ) 6:6. 95 ( 1 H, m) , 7. 29-7. 32 
(1H, m) , 7. 4 0-7. 4 4 (2H, m) , 7. 5 0- 7. 5 2 (3H, 
m) , 9. 02 (1H, br) , 9. 84 (1H, s) . 
(#%09 6 6 ) 

10 t e r t -T^/V 

5 -7i-;P- 1 H- 71/- 3 -*/W^rt K (0. 92g) 

( 9 2 m L) \zmW.~e 4 0%^ fvl'T S ^WM ( 1 . 2 6 g ) &r#Rx_T 

3 o^mmwLtc 0 BLfom\z.mm.x*7kmik*vmi-hy v& (3 0 5m g ) «r#n 

^tlO^H^Lfcl 7k (2 0 0mL) SrJP^TH^ 1 ^ ffiMW bfc„ ffifU 
15 (5 0mL) SriPit^f-;K»il±il, JfiWttSrfi&ft^ifiTK-eiJfe^L 

fct, anjjcMH-r y ">A-eft»u »jE*«byt„ mmm*T± h~ b y ^ 

(4 8mL) fc$$FU (1. 4 1g) £M 

tlx i . 5mmmwLtc^s ^Rumm^^un^x^mLtc 0 mm^^ 

9 : l.-*4 : 1) xmmir 5 £ £ £ >) N SM^fe^ft^iI. £ LTifc (ifc 
i:0. 9 9 g, W6 4%) „ 

1 H-NMR (CDC 1 3 ) 5:1. 50 (9H, s), 2. 84 (3H, s), 
4. 30 (2H, s) , 6. 45 ( 1 H, s) , 6. 75 (1H, s) , 7. 1 
25 8-7. 22 ( 1 H, m) , 7. 3 4-7. 38 (2H, m) , 7. 44-7. 
46 (2H, m) , 8. 37 (1H, br) . 

(##096 7) 
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2' -7/^P7°n Wi/y (2 5. Og) ©HI (2 5 0mL) 
^ (8. 4mL) £^o< t9*Hx.7fc Q il^&giB.-C 3 U ^JE^«I 

Ufc 0 BMK'Tk (2 0 0mL) ^y7P^-7/K*||ULfc 0 

(IK*3 6. 8 g N W9 7%) 0 
1 H-NMR (CDC 1 a ) 6:1. 89-1. 91 (3H, m) , 5. 2 7- 
5. 34 (1H, m) , 7. 12-7. 19 (1H, m) , 7. 24-7. 30 
10 (1H, m) , 7. 52-7. 59 (1H, m) , 7. 88-7. 93 (1 H, 
m) . 
(##M6 8) 

2 — r/n* — 1 - (3-^-/1') 
S-Tir^/V^^-^^^ (3. 7 3g) <£>i?:^/I^— r>V (6 0mL) 

15 ^^t/^^^^a (3 8 6m g ) 5^mmwvtc 0 ^(DU&m^m 
(i. 5 5mD %mux*®o<v tMz., ^b\^2^mmwvfc 0 fri&m&m 

t, r £ \z X 19 N ^jUb^fc &&&& £ LT#7c ODES 3 . 9 3 g , 
20 11X^6 5%) o 

1 H-NMR(CDC1 3 ) 6:4. 34 (2H, s) , 7. 35-7. 38 

(1H, m) , 7. 5 7- 7. 6 0 ( 1 H, m) , 8. 17-8. 19 (1H, 
m) . 
(##$! 6 9) 
25 2-^77-4- (2-7/^P7 au-jV) 

2' b^^Z ^ (2 8. 6g) (4 0 OmL) ^ 

Mzitm (ID (9 2. 6 g) ^Dx., 4 0#F«fi ! 31V/l£Ufc: D frfoU^ 
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-l - {2-7 jvirxiy a^~)V) ; i/ (iR*9 0. 5 g) 
ft 0 i/T Sffik^f-fr (1 6 8 g) KL&m* V *A (8 8 g) %MZs 4 5°CX 
lftffitikWLfto |ai-^P^-l- (2-7/VtP7o:^V) (9 0. 

5 5g) orth^ (3 6 0mL) i2 0^ltTjgTU MT^-Tffl^M 
£-ClH#[fSI#Lfc 0 SJfcifcK:* (3 0 0mL) fcitfMI^^ (3 0 0m 
L) S^Px., S|xf/K'ttffiLfc 0 tttBw^^ri 0%y^-7k*^by ^AtK 

10 «7A7nvf^77^- (Iltl:^fy-ii^=2 0 : 1 -> 
4 : 1) fcTi|t$SU SSte^ ttffc (M6 4. Og, «XW 
10 0 %) o 

1 H-NMR (CDC 1 3 ) 8:1. 35 (3H, t, J = 7. 2Hz), 3. 
55-3. 80 (2H, m), 4. 11 (1H, t, J = 6. 0Hz), 4. 2 

15 4-4. 34 (2H, m) , 7. 15-7. 29 (2H, m) , 7. 55-7. 
62 (1H, m) , 7. 94 ( 1 H, dt, J = l. 8, 7. 5Hz). 
(##097 0) 

2 -v-TV - 4 - (2-7/Vtn7x^/U) -3-^f^-4-t^77^yi 

20 S'T/MM^Vl' (15. 5mL) i v 5 ^ y/o t>xf^7 ^ V (64m 
L) ©7 h7t KP77V (1 1 OmL) jgiSfc 2 1- (2-7/t^ 
P7i^) 7n^V- 1 (3 6. 8 g) ©7h7tKP77^ (16 0 

mD mm&Mz., m&yo% 7 o°cx* 20 wmnw\stc 0 e^u^^^u^x 

^*PL^^»*S:6iflt> £$&^ffii*l§bfc 0 »©»Sr^y #^>7J 9 A 
25 ^pvI>^77^ (®PB*8t:-^^^-Slfe^^=5 : 1) t»S!l, ^ 
S^&SrtB&ift&fci: LT#7c 01X1:3 1. 9g, P8 0%) „ 
1 H-NMR (CDC 1 3 ) 5:1. 42-1. 46 (3H, m) , 3. 82- 
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3. 85 (4H, m) , 3. 99-4. 17 (1H, m) , 7. 14-7. 22 
(1H, m) , 7. 25-7. 31 ( 1 H, m) , 7. 5 5- 7. 6 3 (1H, 

m) , 7. 85-7. 91(1 H, m). 
mm\ 7 1) 

5 2 -Tir^vi'- 3 - ^ f-fls— 4 —ir^r y - 4 - y^~;V7*# 

(12. 2g) N 7kmk1-hVV& (6 0%M^ 

4. 2 4g) , 2-yn^nk°t7x/y (2 2. Og) £JlV^T###!j 1 3 
^[Hti©S^^fTV\ StM^t/£flfe$J^t>i ttifc (M2 2. lg, Jfc. 
$9 0%) o 

10 1 H-NMR (CDC 1 a ) 6:1. 13-1. 21 (3H,m), 1. 3 1- 
1. 36 (3H, m) , 2. 31-2. 41 (3H, m), 4. 04-4. 31 
(4H, m) , 7. 45-7. 51 (2H, m) , 7. 55-7. 61 (1H, 
m) , 7. 9 8-8. 0 3 (2H, m) . 
(##M7 2) 

15 2-T"fe^-3-^^-4-^y-4- (3-^^/V) zf^ ^Wt^-f-/^ 

(2. 4 0 g ) , 7k^k1-hV9J* (6o%»^ 

8 0 3mg) , 2-^P^e-l- / V (3. 80g) 

v>t##$ji 3 tmmomi^n^s mmit^-m^^m^t tt#fc oks 

1. 8 7 g, JlX$4 0%) o 
20 1 H-NMR (CDC 1 3 ) 6 : 1 . 27-1. 32 (3H, m) , 2. 43 
(3H, s) , 3. 3 9- 3. 4 8 ( 1 H, m) , 3. 5 9- 3. 6 8 (1 H, 
m), 4. 18-4. 26 (3H, m), 7. 31-7. 34 (1H, m) , 7. 
53-7. 55 (1H, m) , 8. 12-8. 14 (1H, m) . 
(###ij7 3) 

25 2-^ hp- 5- (2-7/Vto7i^V) - 1 H- — A'- 3 

2-^77-4- (2-7;^P7x^) -4-^77'^^^ (1 
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9. 3g) Mmo i /LMitTkm-mm^^Mm doomD <Dm&m& 

mmm% ^^-y-mm^^= 1 o : i->3 : d ^ 

TftMU *Sfc£»«r3r*ife@fti: LT#fc 01X1:8. 7 6g, lR^5 3%) 0 
5 1 H-NMR (CD C 1 3 ) 6:1. 36-1. 41 ( 3 H, m) , 4. 33 

(2H, q, J = 7. 2Hz) , 6. 99-7. 00 ( 1 H, m), 7. 09- 
7. 26 (3H, m) , 7. 55-7. 61 (1H, m) , 9. 08 ( 1 H, b 
r s ) . 

(##M7 4) 

10 2 n n - 5 - (2-7/^n7i^) -4-^f/V-lH-I^n-/>-3 

2-^7 / - 4 - (2-7/^P7x^) 
Ift^^/V (3 1. Og) (OW-W.^^ (3 0mL) MfcK 4 m o 1 / L&fczkSS 
-g^^fvW« (15 0mL) ^HX, S^*Sffl"e2 Braai#Lfc„ ££J& 
15 m-^W-Tk (2 0 0mL) ^P^L, ^^^/^tttHb/t 0 ft&tt|^&7k-e2|Ik 

LT#/c (JfcSl 9. 3 g, i«5 8%) „ 
1 H-NMR (CDC 1 3 ) 5:2. 33 (3H, s), 3. 86 (3H, s) , 
20 7. 12-7. 42 (4H, m) , 8. 53 (1H, brs) . 
(#%$!7 5) 

2, 4 -v^^/l'- 5 1 H-fc°P— /I/— 3 -#/l^V@g^fvl/ 

2-r-fe^-3-^^-4-^-^y-4-7^^/^^^^f-/^ (2 0. 

3 g) , mstry^-tJ* (6. . 6 i g ) %m^x&%m 1 4 ii^i^^^^tf 
25 v\ mmfc&vo&ft&fovttok vxmt mmi 7. 1 g , nx^9 1%) „ 

1 H-NMR (CDC 1 3 ) 5:1. 36 ( 3 H, t, J = 7. 2Hz) , 2. 
38 (3H, s) , 2. 54 (3H, s) , 4. 29 ( 2 H, q , J = 7. 2H 
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z) , 7. 2 4-7. 3 0 (1H, m) , 7. 3 5- 7. 4 3 (4H, m) , 8. 
13 (1H, b r s) . 
mm\7 6) 

2 - ^ "f-jV— 5 - (3-^-/^) -lH-fP- 71^-3 -^/l^V^^Vl' 
5 2-Tir^^-3-^^-4-^-=3ry-4- (3-^^^) ~7 9 ^Wp^*? 



;V (1. 8 6 g) , H^T^^A (6 2 6m g) £/8V^T##Ml 4 £ IHtl 
©Sfeffs&frV\ ^M^tlSr^^ffi^i ttifc (HX»1. 5 7g, HX^9 

1%) o 

I H-NMR (CDC 1 3 ) 5:1. 36 (3H, t, J = 7. 2Hz), 2. 
10 5 7 (3 H, s) , 4. 29 (2H, q, J = 7. 2Hz) , 6. 69-6. 7 

0 (1H, m) , 7. 17-7. 18 (1H, m) , 7. 2 2-7. .2 4 ( 1 H, 
m) , 7. 33-7. 36 ( 1 H, m) , 8. 38 (1H, brs). 
(##097 7) 

5- (4-7/Vtn7i^) - 2 -p* fyl'- 1 H- 3 -jJ/Utfytit 
15 cc^/l' 

4' yy^S > (l 3. 8g) £r^nn;fc/W» (60mL) & 

t^^^/^—r^ (6 0mL) \Z.mm\^s Kfom.&&2 5 0 C£ii&ftV^J:5^ 

II (16. Og) (D?X2Xi7fr/VJ± (lOmL) ^Sr^T Lfc 0 ^TlTTfJK 

20 gl^^^^till, »jfc&»flETfcS*L"C, |2-7n*-l- (4 
-7/Vtn7x=/V) (2 3. 2g) ^atflt 3-^y:/ 

^i/^c=fvk (11. 7g) ON, N-^^fMM7^KiI (2 0mL) 
£*#Jg#T> 7kSHI^h!J*7^ (6 0%^ 4. OOg) ON, N-v>^ 

25 #UfcfJL ±lB"e#fc&2 -^P*- 1 - (4-7/^P7i^) J V 
(2 3. 2g) ©N, N-^fWA7Uli (lOmL) SrjfiTUfc. 
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Z.k\z£.V) s fg.2 — T-fe^-/^- 4 - (4-7/Vtn7x^/H 
y|fcrc?vV&jft:fftH>£ Ltifc 012*2 3. 2 0 g) „ WfilttltSri 
ft < N (11. 5 6 g , 0. 1 5 m o 1 ) RXIBB: (10 0m 

10 1 H — NMR (CDC 1 3 ) 6 : 1. 36 ( 3 H, t, J = 7. 1Hz) , 2. 
58 (3H, s) , 4. 29 (2H, q, J = 7. 1Hz) , 6. 76 (1H, 
s) , 7. 06 (2H, t, J = 8. 7Hz) , 7. 41 (2H, dd, J = 8. 
9, 5. 1Hz) , 8. 39 (1H, s) . 

15 2-^pp-5- (t°!J 5?^-2->f/U) - 1 H- t°n— 71^- 3 -^7^^VSt^ 

2-^p^-i- (?y ^^-2-^/w jfcfcjjcssiMa (2o g ) 

&tJ^^#y -7^ (14. 8 g) %T±.Vy (1 0 OmL) tiSL, llfiTl. 
SH^F^ii^L/t. (6 0. 4g) £Ti?b^ (10 OmL) \Z. 

20 ?g$FU ^^7U!>^ (2 9. 6g) 5°CX*immmm, 

nfc«^^mMit^>L^oiiTb7c D fcj&m&%>& * 5°cx 3 wmmw^s 

»4mo l/Lmk7km-BWt^?-^BW (2 5 0mL) yUiT60°C-C 
25 3B#IM#bfc^JE3i$iU ISfP^TK*"?- h y ^AtK^^^^T^^^ 
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f-i/-H*n^=4 : 1) Tit§JU 4mo 1/L^tK*-«^^^ 

^Mfb^Sr&fcfcf**: OK* 3. 0 8 g, Jfc*l 5%) „ 

1 H-NMR (DMSO-d 6 ) 5:1. 30 (3H, t, J = 7. 0Hz) , 
5 4. 2 5 (2H, q, J = 7 . OHz) , 7. 4 8- 7. 5 4 (2H, m) , 8. 
13-8. 19 (2 H, m) , 8. 61-8. 63 ( 1 H, m) , 13. 47 
(1H, b r ) . 
(##M7 9) 

5- (2-y/u$-u7^~/v) - 1 h- t°P-^- 3 -^/i/^yi^f-^ 

10 2-^pp-5- (2-7/^D7x^) - 1 H- t°n— /V- 3 

^m^-yk (8. 6g) <T>^# J—)VW®L (8 0mL) l:iO°/o^7^^^i 

(50%-^ o. 8 6 g ) ^px., 7Kmmmn.rmu.x3 6mmmwLtc 0 u. 

JS«c&5iiU 5^^^ffaHb^ 0 aS**^*/-^ (7 0mL) fci8fl¥U 

io%^7v ; 7^i (50%-^Tks o. 9o g ) %n?Ls 7kmwm^T^ux 

15 6o^»#u„ £o»&6iiu zm&M]±Wkmvt- 0 mmm&isyxifA' 

$17 u^y?y7 4- iMWMWk •• ~> ^y-mm^^= l O : l->5 : 
1) fc"C»»U £a*b£*&»tfSfe@ft£:LT#fc OKSl. 3 7g, M*l 
8%) 0 

1 H-NMR (CDC 1 3 ) 8:1. 67 (3H, t, J = 7. 2Hz) , 4. 
20 31 (2H, q, J = 7. 2Hz) , 7. 03-7. 05 (1 H, m) , 7. 0 
8-7. 25 (3H, m) , 7. 4 9 - 7. 5 0 (1 H, m) , 7. 58-7. 
66 (1H, m) , 9. 22 (1H, brs) . 
(##$18 0) 

5 - (2-7 )Vjsru7 s.z=.)V) -r 4 -^^;v-in-\fu— /u-3-A/^yWt 
25 ^ *5-7V 

2-^pp-5- (2-77^n7x^/l/) — 4 — ^ "f-jV— 1 H — t:°P — — 
3-*/^y^f/> (10. 2g) ©^/^ (2 0 0mL) MaO°/o 
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^7v?-)^i (5 0%^7k 1. 2 8g) 7K^#S^CT^Mt? 2 0 0# 

P^AtK^ (lOOmL) &jbn?U ^^/l^tttH Lfc„ ttffii^lftfn^gt 

SM^t/^M^ ITifc (IKS 6. 7 0g s 1R$7 6%) D 
1 H-NMR (CDC 1 3 ) 6:2. 40 (3H, s), 3. 82 (3H, s) , 
7. 12-7. 33 (3H, m) , 7. 4 2- 7. 4 9 (2H, m) , 8. 67 
(1 H, b r s) . 
10 (#ti8l) 

5- (b?y v^- 2-^/^) - 1 h- if D^/i/- 3 - 

2-^op-5- (t o y v 5 ^- 2 -4 A*) - 1 H-t°n— /l'- Z-jJJVlRl/Wl 
(2. 7 3g) (2 0 0mL) fc$§fl¥U 

IK'10°/o^7V ?, )^i (5 0%-^Tk, 2.. 7 3g) ^tIX.fc 0 7K*#[il^ 
15 T> 5 0°Ctl5S«#f, £0»&5ilU 6$^J±ilff bfc 0 mm®K. 

mnfimtfom-r v v mm^f-^^^o &&&&&&&&& 

®%m&1£&k LT#fc OiXil. 7 3g, IR^8 4%) „ 

1 H-NMR (DMSO-d 6 ) 8:1. 28 (3H, t, J = 7. 2Hz), 
20 4. 20 (2H, q, J = 7. 2Hz) , 7. 13-7. 15 (1H, m) , 7. 
19-7. 23 (1H, m) , 7. 43-7. 44 (1H, m) , 7. 75-7. 
83 (2H, m) , 8. 51-8. 54 ( 1 H, m) , 12. 11 ( 1 H, br 
s) . 

mnm 8 2) 

25 5 - (2 -7*^:7^-^) - 1 H-lf o^- 3 - */V^^ f /> 

2' -^fvl'Tir h7^/y (16. Og) n (5 OmL) &T>* 

i?^jV^~- s rA' (5 OmL) fct&flfU RM^ 5 2 5 0 C^li^V^ i 5 ^ 

138 



WO 2006/036024 



PCT/JP2005/018572 



| (16. Og) (D^nn^A (15mL) l»£MTLfc 0 MTIt-TfJ^ R 

tvni/^-C«I, M&^JETfc^feLT, |2-^*-l- (2- 
**3->vy^AA ^9 SV (2 1. 4g) fcflW&i: tt#fc 0 v^7;»f 
5 ^ (10. 9g) fc'i^y^n^W^ (3 1. Og) Off7t 
Ynyy^mm (7 0 0mL) t±fBt?#fett. 2 -^p 1 - (2-p«^7 
ct^/l/) JV (2 1. 4 g) ©fh7t Kn7 7^S (1 0 OmL) £?g 

Tit ss^jati6^ ox:x-2tifm#WLit 0 Rj&m&V!)* 
-vt;-4- (2-^f-^^^^/^) -4-t^y7^yi^f/^Mi 

LT#7c (lRfil6. Og) „ r.tL»g|^^ (16mL) fci£fl?U 4 m o 
l/LM^K*-|1*^fvW« (8 OmL) &Mx^ gfiT?l 6R$|ffiJf#L;fc« 

^J±aiibfc: 0 8llJ^!J*W7A^vI>^77^ (MW 
: : 1) ^TltM-r^r tfcj; !9 > 

5 _ (2-^^:7^-^) - 1 H-lf n-^- 3 

£LT#fc OKI: 2. 7g) c rtl^y ^y-/^ (15mL) fc$8fi¥U 10% 
20 /N°r7^^l (5 0%^7k, l. Og) m&®%frm%ffl%.Ts ^S- 

X18mrmWLfc 0 KJtSS^«Sr6iiL, 5^£l$J±ltllL/5: 0 ®%®%iyy 
*^7A^ b^77^- (M5I^ : ^^f-^-S^Sfe^^=4 : 1) 
£Ti|f!S-t5r£fc«fc!K bT#fc OiXiO. 6 6g, 

1&#3%) c 

25 1 H — NMR (CDC 1 3 ) 5:2. 44 (3H, s) , 3. 84 (3H, s) 
6. 7 2- 6. 7 3 (1H, m) , 7. 2 2-7. 3 4 (4H, m) , 7. 42 
-7. 50 ( 1 H, m) , 8. 50 (1H, brs). 
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(##M8 3) 

- 5 -y^^jU- l H— t?P 3 

2 fvl'- 5 -7i- /I'- 1 H- /l/- 3 -^y^^^^^^k (1. 0 
5 g) CON, N-^f/^AT^M (2 0mL) OtT'N-^DPn 

^■»/f?K (8 7 4m g ) *rAn*.fc„ gjs^t)^^-e4i3#r B m#b^f^ 

6%&kWt&mi"hV V&TM&m&M*., ^^^-ettHiLfeo ffift^ifrM: 

Stxt-^l, ^A-e^m, MBtfMiLfco as^&fy*^ 

/^7A^pv^77^ (MPJfM : ^=¥f-^-^H^^= 9 : l->4 : 
10 1) teTfl$£U ill^tl^lfe^tLtif: 0 9m g, Ifc^4 

4%) „ 

1 H-NMR (CDC 1 3 ) 5:1. 39 (3H, t, J = 7. 2Hz), 2. 
56 (3H, s) , 4. 34 (2H, q, J = 7. 2Hz) , 7. 28-7. 3 
4 (1H, m) , 7. 3 9- 7. 4 5 (2H, m) , 7. 5 9 - 7. 6 3 (2H, 
15 m) , 8. 2 2 (1 H, b r ) . 
(###-||8 4) 

2 - y)Virxi- 5-ysu~;V- 1 H- t°n — ;V- 3 

5 -7*^/1^- 1 H- 71/- 3 -jVVtfy&^f'/V (1. Og) ©7f7 
tKn7 7yft (70mL) \CMMWm%TX»*± J W7As*7 4 K (94 
20 4mg) ^D^L> Ilt7 2HWlt ^^^tK^^X., f£S£^/^ffi 

%tm^<?-;l,= 9 : l->4 : 1) X«mM1r 5 r. £ ^ «t «9 , iif^ftl^^l 
£LT#7£ (tlXi 3 5 0 m g , i|X^3 2%) □ 
25 1 H-NMR (CDC 1 3 ) 6:1. 36 (3H, t, J = 7. 1Hz), 4. 
32 (2H, q, J = 7 . 1Hz) , 6. 6 6- 6. 6 8 (1 H, m) , 7 . 2 

3- 7. 29 (1H, m) , 7. 3 5-7. 4 5 (4H, m) , 8. 51 ( 1 H, 
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b r s ) . 
(##$18 5) 

2 — ^ n P - 4 — — 5 -7i^- 1 H— fcfn w - /l'— 3 -#/l^V@trn 

5 2-^nD-5-7x-/l/-lH-lfn-;l/-3-^/^yi^f^ (2. 0 
g) ©Tf7tFn77« (lOOmL) tlif ilTT^t; ^^7/1/ 

(i. 8 5 g ) mux*7 2wmmwvtc 0 Rmm%m]±mmL 

tt&, Sf^!l*^7^p-7b^77^- (JSIB^ : ^^i^-V-S^ 
Hrc^=9 : 1-4 : 1) ^ttJH" 3 £ ± !K SM^tl£M&l£f§ £ L 
10 T#fc Ofti 3 5 0 m g s IR^ 1 5 %) 0 

1 H-NMR (CDC 1 3 ) 8:1. 37-1. 42 (3H, m) , 4. 33- 
4. 41 (2H, m) , 7. 28-7. 62 (5H, m) . 
(###98 6) 

4-^/^n- 5-7^-/^- 1 H-Ifn-zV-B-*/^^^ 
15 2-^0P- 4 -yjVUrxi - 5 1 H-\fn—;V— 3 -77/I^V@| 

sifvl' (3 0 0mg) (D^$ (3 0mL) |U0%^7^^^| 

(5o%^7kp B n , o. 3 g ) *mtl, tk^hmt, mu^2 4^mmwLtc a 
yj- mmM% : ^-fy-mm^^=4 d ^mm-t^^t^^^ , m 

20 M^t>£M&S#ct> t LT#fc (HXft lOOmg, iRSp 3 8 %) „ 

1 H-NMR (CDC 1 3 ) 5:1. 37 (3H, t, J = 7. 2Hz), 4. 
34 (2H, q, J = 7. 2Hz) , 7. 2 2- 7. 5 4 (6H, m) , 8 . 4 

2 (1 H, b r ) . 
(##$18 7) 

25 (2E) -^dp-f— 

(2 E) -^drf-- 2-^^ (5. 0 g) <Dy h9t Kn7 7^ii (1 0 
OmL) ^tK^Tn jfi-fb^f-p/^ (3. 7 6mL) N-v^^*^ 
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AT 5 K (lmL) %ffiTLtc 0 W&&X 3 0 ftmMW Lit®. , * / 

-/k (lOmL) Srlft^tJn^ ^T2i$TO#bfc 0 IM&^ffi^LfcfJK 

%m\-ki&k"eftifru M^mmi- h v v&x&mk, mmrnmL ( 5 0 t o r 
5 7k^io°o , mmte&to&m&fovtyokLxmit ok* 5. 6 7g, mxm 
m 1 0 0 %) 0 

1 H-NMR (CDCI3) 5:0. 94 (3H, t, J = 7. 5 Hz) , 1. 
4 3- 1. 5 3 (2H, m) , 2. 14-2. 21 (2H, m) , 3. 73 (3 
H, s) , 5. 82 (1H, dt, J = 1 . 8, 15. 6Hz), 6, 97 (1 
10 H, dt, J = 6. 9, 15. 6Hz). 
(#%M8 8) 

4-7*^- 1 H-fc°P— 7U- 3 

v -Y)V^y^)Vi^^)V^^)VAV-yr^Y (9 4. 6 g) , ^nf^f 
7P(4 8. 5g) fc'i^D^ter t-^h^K (76. 7g)£fflV>T 

15 ##M3 9 tmmom^ft^, mmik&m%mn&mfck Lxmc mmi 6. 

8 g N IR^ 2 5 %) a 

1 H-NMR (CDC 1 3 ) 5:2. 29 (3H, s), 3. 80 (3H, s) , 
6. 53-6. 54 (1 H, m) , 7. 36-7. 38 (1H, m) , 8. 25 
(1 H, b r s) . 
20 (###ij 8 9 ) 

1 H-fc°n— 7^- 3 

p - yjvx-i/Tsfrib-jvttf-jvj y i/T~ K (10. 1 g) , 2-^^-r^^ 
(6. 0 1 g) fci^D^t e r t-^h^K (7. 0 1 g) 

v^##M3 9 tw\m<om^n^\ mmit^m^tm^^t itit ok* 

25 5. 0 5 g, 6 4 %) o 

1 H-NMR (CDC 1 3 ) 5:1. 21 (3H, t, J = 7. 5Hz), 2. 
73-2. 81 (2H, m) , 3. 80 (3H, s) , 6. 5 5 -6. 5 6 (1 
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H, m) , 7 . 3 7-7.3 9 (1H, m) , 8 . 36 ( 1 H, b r s ) . 
9 0) 

4 — 7° n 1 H — 1° n —)V— 3 — # ^gfe ^ ^ 

p - f/kxy^M^;l/^ W y i/7 ^ K (8. 6g) , (2E) -^f- 
5 (5. 6 7 g) 3o«£T>*# y £A t e r t h%-> K (5. 

9g) *r^T*M£05 3 9 t^«©J*f^SrffV\ ^M^^^Mtilt £ tT# 

0(Xl:2. 8 g, W3 8%) „ 
1 H-NMR (CDC 1 3 ) 5:0. 96 ( 3 H, t, J = 7. 5Hz), 1. 

5 7- 1. 6 6 (2H, m) , 2. 6 8- 2. 7 3 (2H, m) , 3. 79 (3 
10 H, m) , 6. 5 3-6. 5 5 ( 1 H, m) , 7. 3 6 - 7. 3 8 ( 1 H, m) , 

8. 4 0 (1 H, b r) . 

mm\ 9D 

4 — i yfn 1 H- ;V- 3 - # fvu 

p-W^y^^fMy;/7^F (7. 6gK (2E) -4-* 
15 ^71^^^-2-31^^^ (5. Og) *5J:^!l!>At e r t-^b^i/ 
K (5. 2 5 g) £J3v^T###!j3 9 HI«©*f^SrffV\ ^M^t/^r^fe 
ffi^£LT#fc 01X1:3. 5g, 4X^5 4%) 0 

1 H-NMR (CDC 1 3 ) 5:1. 22 (6H, d, J = 6. 9Hz), 3. 

3 5- 3. 4 5 (1 H, m) , 3. 79 ( 3 H, s) , 6. 5 5-6. 5 7 (1 
20 H, m) , 7. 3 6-7. 3 8 ( 1 H, m) , 8. 3 0 ( 1 H, br) . 

(##09 9 2 ) 

1 H— tfn— /W— 3 -^/M^Vgl^^vl' 
p- f/i^xy^M^^f/W y^7^ K (10. 1 g) , v^^/^iM 
^/V (8. 3 3 g) U jfAtert-^h^K (6. 9 7 g) SrffiV^ 

25 T##$J 3 9 i l^^©^SrfrV\ ^M^^Sr^^A £ LT#fc OiX* 5 . 

4 0g, K$5 2%) 0 

1 H-NMR (CDC 1 3 ) 5:3. 74 (3H, s), 6. 77-6. 79 
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(1H, m) , 7. 2 5- 7. 3 8 (3H, m) , 7. 47-7. 51 (3H, 
m) , 8. 5 4 (1 H, b r s) . 
(##$19 3) 

1- C (l-^y^r/^f^) X;Vfo~;V] -4-^/W<^> 
5 p — Y;v^.y^;v^^=-;v^ 5vW K (9. 7 5 g) , a^rf^' 

^T^^A (3. 6 9 g) s l-3^f/l/ (11. 3mL) N n 
(100m L) , 3 0 %tR^^ h U V (1 0 OmL) (DU^ 

.tb&m.WVl 2mmmW^fc 0 (2 0 0mL) -?»?U ^pp^ 

10 ^J±aHt^ 0 #^f^^t©ig^^^-T^ (10 OmL) T*3® 
8 g % 8 6 %) 0 

1 H — NMR (CDC 1 3 ) 5:0. 92-0. 97 (3 H, m) , 1. 40- 
1. 60 (4H, m) , 1. 8 0- 1. 9 0 (1 H, m) , 2. 10-2. 25 
15 (1H, m) , 2. 49 (3H, s) , 4. 41-4. 48 (1H, m) , 7. 
41-7. 51 (2H, m) , 7. 85-7. 89 (2H, m). 
(##«9 4) 

5 -y^)V- 1 H-t°n-/I/- 3 -#/i/^V^fvi/ 
i - [ ( i y-yT j^y'f-jv) ^;V7k~;V} - 4 fvw<^if :/ (10. 

20 8 g) ir^D/^f^ (4. 7 8mL) Ofh7t KP77V»ffi (12 0 
mL) % s ^JJ^tert-^h^F (5. 7 9 g) ©ffnKP77^ 
(8 OmL) ^jt#L^^b^i.-ei^^ttTMTbfc 0 figiW?£bfc 

25 ^7A^P-7f07^ UgH?£$t : ^•fy-mB^^ 1 9 : 1 -* 
8:2) ^TflfMU ^M^t/^^^^i: Ltffc (HXS6. 5 6 g , KX 
#7 8%) „ 
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1 H-NMR (CDC 1 3 ) 5:0. 89-0. 95 (3H, m) , 1. 2 4- 
1. 45 (5H, m) , 1. 5 5 - 1. 6 5 (2H, m) , 2. 55-2. 60 
(2H, m) , 4. 2 3-4. 3 0 (2H, m) , 6. 33 ( 1 H, s) , 7. 
3 0 (1 H, s) , 8. 11 (1H, br) . 

5 9 5 ) 

5 — u^i/jV- 1 H— tfn ■ — )V— 3 -tSJVi^vW.^^ 

T)Vdy^m%y, 1 H- t°n— )V- 3 -jJ/Utfym^^ (2. 0 9g) & 
iO'IftT^^!)^ (Ill) (4. Og) ©Zlft^l (3 0mL) figtffcfc 
tK^T^ Jt^t^^b^n^v^^n^^f-^ (1. 8 4mL) ^Rx., 1^3 

10 0^m#tfc o 5 0lCldDfiU 2B#^#L7t 0 S^Sr^fi^T^*P^, 

(JgM&£K : ^^f-^-^^^= 1 9 : 1-+8 : 2) l:tilL^ ^ 

*f-yt>>bn%i&irzz.k\z£V), mm^m^m^mw-tLxntc ok* 5 3 

15 0 m g , iR^ 1 6 %) „ 

1 H — NMR (CDClj) 5 : 1. 2 0 - 1. 9 9 (1 3H, m) , 2. 52 
(1H, m) , 4. 2 3 -4. 3 0 (2H, m) , 6. 33 (1H, s) , 7. 
30 (1H, s) , 8. 15 (1H, br) . 
(#%$J 9 6 ) 

20 1—U-?V— 1 H-tfP— /U- 3 -77/W£V^n^ 

Jill (2 5g) ^7«~lN jt^bft^bH^fc*-^ (13. 4g) Sr2B#P» 

5g) 2 5%T^^TtK^ (4 4mL) £ 1 M^ftT^T Lfc 0 

xf 1 9 : l->3 : 1) ^Tlt^U ^^f-^^bS^-t 5 r t £ £ 19 , 
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mmfc&vo&m&fflfckLxfflt ok* 7. 56 g , ^35%) „ 

1 H-NMR (CDC 1 3 ) 8:1. 32-1. 37 ( 3 H, m) , 2. 53 

(3H, s) , 4. 24-4. 31 (2H, m) , 6. 5 5-6. 5 8 (2H, 
m) , 8. 1 3 (1 H, b r ) . 



5 (###19 7) 

5-^n^-4-^^- 1 H-t°n— ;V- 3 -#/W*>@l7< fvl' 

4-^f^-lH-^p^-3-*;^yi^f;v (l. Og) tN--fu 
*3^^5K (1. 2 8g) ^fflV^T, ##M4 0 £|^©fifef££fTV\ * 
M^tf«M@ft:^bT#^ (lKi4 8 9mg s Ifcs£3 1%) 0 
10 1 H-NMR (CDC 1 3 ) 5:2. 23 (3H, s) , 3. 80 (3H, s) , 
7. 37 (1H, d, J = 3. 0Hz) , 8. 40 ( 1 H, brs) . 

5 --fn^-A l H- tfn — )V- 3 f/V 

i H-tfD^/V- 3 -A/V^^m^^^ (2. 32g) i:N-^ 
15 a^^|^F(2. 7 4 g) £fflV^T, ##$J4 0 £ |13$ltf>}iif£:HTV\ 

SM^t)^fi^H B 0i: tT#fc (KX*2. 9 6g, R$8 4%) „ 

1 H-NMR (CDC 1 3 ) 6:1. 13 (3H, t, J =4. 5Hz), 2. 

70 (2H, q, J = 4. 5Hz) , 3. 81 (3H, s) , 7. 37 (1H, 

d, J = 3. 0Hz) , 8. 30 (1H, brs) . 
20 (###! 9 9 ) 

5 - -? n ^E— 4 - ~7 xi \f;v- 1 H - fc° p ■ — /i" — 3 - # >iM ^ 
4-^n tVl/- 1 H-t°n-^- 3 -^7/^^>^^^ (2. 8g) x N-7* 

p*a/^lfc^5K (3. Og) ^t'lJv 5 ^ (0. 5mL) &JlV^T##M4 

0 i [H«(D^SrfrV\ LT#fc (HXJ:2. 9 6g, 7 
25 2%) 0 

1 H-NMR (CDC 1 3 ) 8:0. 93 (3H, t, J = 7. 5Hz), 1. 
5 0- 1. 6 0 (2H, m) , 2. 6 2- 2. 6 8 (2H, m) , 3. 80 (3 
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H, s) , 7. 38 (1H, d, J = 3. 0Hz) , 8. 41 ( 1 H, br) . 

(##09 10 0) 

5 -y'u^e- 4 -4 tVl^- 1 H- t°T3— ;V- 3 -^/l^^lM ^vv 

4-4 y/n tVl— 1 H- M°n—;V- 3 ^/l-- (3. 5 g) N N 
5 -^3^|^;F (3. 7 4g) &tJ*t: 0 ]J (0. 5mL) £fflV^T# 
#M4 0 £|i«<Z)Ms£tTV\ ilMfc£&£&££,*£i§£: ITifc 0KJ:3. 2 9 
g, 4X^6 4%) 0 

1 H-NMR (CDC 1 3 ) 6:1. 32 (6H, d, J = 7. 2Hz), 3. 
4 5- 3. 5 5 (1 H, m) , 3. 79 ( 3 H, s) , 7. 36 ( 1 H, d, J 
10 =3. 3Hz), 8. 27 (1H, br). 

mm\io i) 

5-^n^-4-7^^/l/- 1 H-t°P-/k- 3 -^/M^VH^/l' 

4-7cc^7l— 1 H-fcT 3 (2. Olg) £N- 

^n^-n^^St^^K (1. 8 5g) £fflV^ v ##09 4 0 t IH^O^SrfTVV 
15 mmik&l%>% &M^ b b £ tt#fc OK* 1 . 9 7 g , Jfc* 7 0 %) „ ' 

1 H-NMR (CDC 1 3 ) 5:3. 69 (3 H, s), 7. 30-7. 43 
(5H, m) , 7. 48 (1H, d, J = 3. 0Hz) , 8. 54 ( 1 H, br 
s) . 

(##091 0 2) 
20 2-^fvV- 1 H-fc°n— 3 

2 - ^ 1 H - if 3 - ;u (1. 5 3g) Off7 

tFP77V (2 0mL) if t~ 7 SttN-^n^ (1. 7 

8 g ) w\m.mx»3 oftrmwLtco ^m^-m^^-M^ 

25 5°C^TT^j±liliLfe 0 M^^f-^^U ^Mfbl^&M&W 

i: LT#7c OKfi 2 . 2 6 g N U¥ 9 7 %) 0 

1 H-NMR (CDC 1 3 ) 5:1. 30-1. 35 (3H, m) , 2. 51 
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(3H, s) , 4. 2 2-4. 2 9 (2H, m) , 6. 50 ( 1 H, s) , 8. 

0 1 (1H, b r ) . 

10 3) 

5--/n^-l - (y -4-y°n M°;V- 1 H-fc°n — ;V- 3 

5 -^/I^Vgg^/l' 

5 t>- 1 H- t°D-;l/- 3 -^7/^>i^f ^ (2. 9 

6g) , TkiHb^MJ^A (6 0%ift, 6 3 4mg) & itmfc^if^/k 

(2. 3 3 g ) zm^rmmu i £ i^ogfef^&frvv 

MfittTifc (IK*3. 9 6g, 8 5%) „ 
10 1 H-NMR (CDC 1 a ) 6:0. 87 (3H, t, J = 7. 5Hz), 1. 
4 3- 1. 6 0 (2H, m) , 2. 5 4- 2. 6 0 (2H, m) , 3. 83 (3 
H, s) , 7. 5 3- 7. 5 9 (2H, m) , 7. 65-7. 71 ( 1 H, m) , 
7. 9 3-7. 97 (2H, m) , 8. 11 (1H, s) . 
(##Ml 0 4) 

15 5 1 - (7x.=./W^/W4n^i/>) - 1 H— tfn — 3 

Tk^^by^A (6 0%|fe 2 8 1mg) N 5 -rf n*- 4 -7 cn^/k- 
lH-bTP— /U-3-*^ai?^Bft^>^ (1. 70g) *3 ctt>^b;^<^^^^ 
(0. 9mL) £ffll^T N ###!| 4 1 £ |^l§|<Z>fiM££?TV\ itMfc£^& 
20 £&|£iTb£ UT#fc (UXfi2-. 5 1 g, I«9 3%) „ 

1 H-NMR (CDC 1 3 ) 5:3. 71 (3H, s) , 7. 23-7. 26 
(3H, m) , 7, 31-7. 40 (3H, m) , 7. 5 7- 7. 6 2 (2H, 

m) , 7. 68-7. 74 ( 1 H, m) , 8. 01-8. 05 (2H, m) , 8. 

2 4 (1 H, s) . 
25 (##$J 10 5) 

4 \?;v— l H— t°n — 3 /ml? ^ 
5-^P^-l- (^—/l^/l^^/P) -4 -7"n fcT/V — 1 H- fc°n— /l/— 
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(3. 9 6g) , 7i^py| (2. 5g) , 7^7 

^ ( MJ y^-zuftxyj ^7^^ (1. 7 9 g) *3«t^^MJ ? 
A (3. 2 8g) &JB^T##$l5 6 £|!J«©M;£fTV\ ^M^l^^itfe 
OK* 2. Og N W8 0%) 0 
5 1 H-NMR (CDCI3) 6:0. 95 (3H, t, J = 7. 5Hz), 1. 
60-1. 68 (2H, m) , 2. 76-2. 81 (2H, m) , 3. 82 (3 
H, s) , 7. 31-7. 46 (6H, m) , 8. 37 (1H, br). 

mnm 1 0 6) 

4, 5-v>:7^~^- lH-bfn— /k-3-^7/^V^^^ 
10 5— ^n*— '4— 7ct=/U— 1 - (^a^/Wfc/Ujfcrvl/) - 1 H — t° n —/U— 
3~jJA'til/Wt*'?/l' (1. 0 1 g) , (4 3 9mg) N 

•7"MJ!>^ (7 7 1mg) ^J:0*fb7^ (f!j7x^MX7^y) ^7^ 

17 a (4 2 0m g ) %H^x^nm5 6 kmm<DMfc%n\<\ &mfc&yo&&M 

£J£iH i LT#fc OK* 5 0 6 m g N fljyfs 7 6 %) 0 
15 1 H-NMR (CDCI3) 5:3. 69 (3 H, s) , 7. 12-7. 32 
(10H, m) , 7. 55 ( 1 H, d , J = 3. 3Hz) , 8. 54 ( 1 H, b 
r s ) . 

m^m 107) 

[5- (-2 -y jvirxiy - 4 - ^ f ;v- 1 H- 3 -^f/u] ^ 

20 ^ y —/v 

5- (2-7/VtP7i-/V) - 4 —tJ'fl'— 1 H- t°n— 3 -^/l^V 
(1. 6 3 g) &cfct>*7KSftevM' y7~W/^^7^©l. 5 m o 1 
/Lh/l^^Mi (15mL) SrffiV^##M6 4 iHao^SrfrV\ ^Mit 
^Sr&fej^At LT#fc 01X1:1. 1 8 g, UX^8 2%) 0 
25 1 H-NMR (CDCI3) 5:1. 30 (1H, t, J =4. 8Hz), 2. 
25 (3H, s) , 4. 61 (2H, d, J =4. 8Hz) , 6. 87 (1H, 
d, J = 3 . 3Hz) , 7. 10-7. 28 (3H, m) , 7. 44-7. 50 
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(1 H, m) , 8. 4 0 (1 H, b r s) . 

mnm ios) 

5- (try i?>~2-4A') - 1 H- t°u— jV- 3 -tf/M^lfe^^vi/ (1. 
5 6 2 g) (Dff7tKn77>li (3 0mL) 5 0 °C^*P U Tfc^ft; V 
y~?^-}VT)V%=-tr 1 . 5mol/Lf/Vxy§| (i5mL) £4> LT 
oITlfcc 0 , C-?£kfclR#MS£#Lfc^ KJ&^fc* (3mL) Sr^JRx.T^ 

10 f^77^ (JgM$» : ^*y-y-mm^^= 1 : 1->1 : 3) 

rtiat), mm{k£tys*m&i&& t Lxntc mm. 1 . 1 5 g , jk* 8 8 %) „ 

1 H-NMR (CDCI3) 6:4. 61 (2 H, s), 6. 73-6. 74 
(1H, m) , 6. 88-6. 89 ( 1 H, m) , 7. 02-7. 07 (1 H, 

m) , 7. 50-7. 54 ( 1 H, m) , 7. 61-7. 66 ( 1 H, m) , 8. 
15 43-8. 45 (1H, m) , 9. 71 (1H, br). 
(##$|1 0 9) 

5- (2-7/^P7x^;l/) -4 -pi^vl'- 1 H- t°n— jv— 3 -#/WW-r 
t K 

[5- (2-7;^n7x^V) l H- t°P — /V- 3 —^)V\ 

20 (1. 17g) , fb7-n-7°nt>7^^^ ^;WI/ft- 

h (lOlmg) > N-p«^/we/v*cy ^ N-^v'K (1. Olg) *3j;t5 
^^^7-^^4A|5)^ (5 7 2mg) &JBl>T###J 6 5 £ P$l<E>jfcf£ 
&frV\ ^Mfb^tl^«^H B 0i LT#fc OfcftO. 6 7g, ^58%) □ 
1 H-NMR (CDC 1 3 ) 5:2. 45 (3H, s) , 7. 14-7. 36 
25 (3H, m) , 7. 4 4- 7. 5 0 (2H, m) , 8. 82 ( 1 H, brs) , 
9. 9 2 (1H, s) . 
110) 
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5- W- 2-4 J>V) — 1 H — \fu—;V— 3 -^/W^f t K 

[ (5 -try v 5 ^- - 1 H- \fu—jv- 3 --f/V] *$J<-)V (0. 

9 6 g) ©7t b~ h P/V^HS (5 OmL) h 7 - n -7°n t°/UT V-^- >7 
A ^7t-f (19 4mg) , N-^f/V^!)y N-^K (2. 
5 9 8 g) M^^^r^7-^-^4A©* (5g) ^Bx., ^iTC 3 B#HB&# 

/l/=4 : 1->1 : 1) TfitM-f^i^J;^ ^ LT&fc 

2 7 0 m g „ 2 9 %) „ 
10 1 H-NMR (CDC 1 3 ) 6:7. 14-7. 18 (2H, m), 7. 52 
(1H, br) 7. 61-7. 64 (1H, m) , 7. 6 9- 7. 7 4 (1 H, 
m) , 8. 49-8, 51 ( 1 H, m) , 9. 85 (1H, s) , 10. 28 
(1H, b r) . 

mm\ ill) 

15 5- (2-7^tD7x^) - lH-tfn— JV- 3-*;WVl/ft K 

5- ( 2 -7/^n 7cn^/k) - 1 H- t°P— JV— 3 — j&A'affi'il^^vl' (1 
1. 6g) ©fh7k KP77^S (2 2 OmL) 7 8 °CW££P LfcflL 
TkUf'ffcv^ yf'f-fVTjVX A© 1 . 5mol/Ll>/Vxyi$ (10 0m 
L) ^10^IWniTtfc 0 - 7 8°C^lH#r H m#Ufc^s 7K (lOmL) 

20 S:2^WC?iSTU ^*^MtTH^2B#W#t7c 0 SJSIf 

0K4 8. 3 0g) 0 #e>ttfc*Hfe©ffl^* (8. 3 0g) ©7t h 
= (2 2 0mL) ^7 b 7 - n -7°n tVl^T !7 A ^/Wl^ft 

— r (1. 7 5g) N N-.?*7VWE-/l'#!J i' N-^v'F (13. 5g) RTfi 
25 *^a7^^4Aft* (5g) Sttl. 5BtP«3fL/c 0 S 

J&^£i?7^ rT?3iSUfcgL 6^^^J±ISIIIt7t 0 MS:^!J*W7A 
^Yf^77^ (JgM^:^^^-@^SI^f-^=7 : 3-+1 : 1) t?ft 
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mi-zzLkKkv, mmfc&to&n&i&MikLxftft ores. 6 g , M6 

0%) 0 

1 H-NMR (CDC 1 3 ) 6:7. 07-7. 2 8 (4H, m) , 7. 5 2- 
7. 54 (1H, m) , 7. 61-7. 67 (1H, m) , 9. 49 ( 1 H, b 
5 rs),9. 86 (1H, s). 
1 2) 

5- [2- (YVyA'^ruff-M 7^~;v~\ - l h- fc°n— /v- 3 -#/w^ 
ft K 

5- [2- (MJ7;^n^f^) 7x.~;V\ - l H- t°P— /V- 3 -%;Vt$ 
10 i^^^Ml. 38g) Off7tKP77^t (28mL) ^-78°Ct 
Mbfcfl, Tk^ffciM yy* l ?A'TA'$~VJ»<D 1 . 5mol/Lf/H/M 

(13mL) &1 OftmfrtfXmTLtCo - 7 8 <CT'& h K 1 B#TO# bfc^, 
tK (3mL) Sr2^ra-e»ITU ^M^T'M LTHfc: 1 bfc 0 RlSttt 

15 £«9 N (JfcMl. 14g) „ #btbfc«^t) (1. 14g) 

£Ti? b~ MJ/V- (5 0mL) U r<0»7 b7-n-7'o^7y 

^^I7A y<sWr1 — h (0. 2 6g) , N-^f/VWJJy N-^-^v' 
K (1. 3 2g) ^I/=3fa7^^4A^ (5g) SrJnx:, Iltl. 

50fTO#tfe o Emm^±y4 yxzmLt^ 5m%mf±mmi>tc 0 nmm 

20 ^!l*W9A^PVb^77^- (MM^ : ^^f-^-^H^^ = 
4 : 1-»1 : 1) T?»$!i*t-«r.^^J;t), ^^b^^M-fe^i* £ tt#fc (HX 
gO. 7 1 g , HX^ 6 1 %) c 

1 H-NMR (CDC 1 3 ) 6:6. 79-6. 81 ( 1 H, m) , 7. 46- 
7. 78 (5H, m) , 9. 13. (1H, br) , 9. 82 ( 1 H, s) . 
25 (#%M 113) 

5- {l-*=5~)V7au~)V) -lH-fc°D— A'-Z-lJA'*ASf\l K 

5- (2-^f-^^^-^) - l H-if p-/>- 3 - i;;^y|xf /!/ (6 5 
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9m g ) zm^xmmn 1 1 tmm<om^n^\ mmit^^n^^tL 

T#7c Ofcfi: 3 0 9 m g , W 5 5 %) 

1 H-NMR (CDC 1 3 ) 6:2. 44 (3H, s), 6. 75-6. 76 
(1H, m) , 7. 2 4- 7. 3 5 (4H, m) , 7. 49-7. 51 (1H, 
5 m) , 8 . 8 0 (H, brs) , 9 . 8 4 ( 1 H, s ) . 
1 4) 

2-r7/i^p-4-^ fn^yy^ h y/u (2. 5 1 g) ;v (1 2 

5mL) »SC10%^7^^AK* (5 0%^7k 2 3 7 m g ) SrJPxi, 
10 tl^7K*#ISMT^*5V^T3 0#r B m#b^ o Kfcil^fc&SiiU 5^Sr^ffm 

OR* 1. 4 3g, l|X$7 0%) „ 
1 H-NMR (CDC 1 3 ) 5:4. 31 (2H, brs), 6. 37-6. 4 
15 5 (2H, m) , 7. 3 1-7. 3 6 (1H, m) . 
1 5) 

(4-V7V- 3 -y/^n-<^if» ^/UtJwI' 
4-7^/-2-7/l'tn^y^> U/W (4 3 3 m g ) (4mL) 
<Dfe&VM,zmffiWlj- h V V J* (6 5 8mg) <Dfr¥$m (2mL) SrO°CT^>o< 
20 ^#P;l, ^fflft-Cl 5&ra»#Lfc„ SJSii^^ai^ (2mL) , «#f 
(II) (53. lmg) fcJP*.. ^^^«7K*^by !7A (3. 5 8 g) (D 

tk (6mD *»s:o , CT?jn^ mumx3 oftmmwLfeo &&&&&&& 

(5 0mL) SrJn*., ^f/Vtitillfco tttfi?0j&7k, l&fn£:!£**ei!fei£U 

25 LT#fc (KXS 7 1 3 m g , ft^jft 10 0 %) 0 

1 H-NMR (CDC 1 3 ) 6:7. 91-8. 00 (3H, m). 
(&%M 116) 
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4-75/-2-7/VtB^= h (4 6 lmg) > h P 17 A 

(6 2 6mg) , m&m (II) (54. 6mg) &£0^»7k»^ b y <7A 
(3. 4 1 g) £^-C##Ml l 5 i:^©^SrfxV\ SM^ti^efeH 
5 ft£LT#fc 0IX*6 7 9mg, 4X^9 5%) 0 

1 H-NMR (CDC 1 3 ) 6:7. 96 (1H, d, J = 8. 1 H z) , 8. 
06 (1H, dd, J = 8 . 1, 2. 1Hz) , 8. 19 (1H, t, 1 = 2. 
1Hz) . 
(###■11117) 
10 \-^y9=f-iry ^y 1, l-Vir^sY 

l-^y/ft7xy (li. 2 g) <D"r hyfc Kn77^fl (l 2 Om 
L) fcm-^Pnii^S^IS (7 0%^ 43. lg) SrOTrCJtl*^ n&M 

(5 0mL) SrJP^i, gf|xf/K'itiilf:„ IWI^lmo 1/Lz»fl^b 

15 y^Tkl^ l&fn^gtTk^ b y <7AtM^u iafn^7k-e^#ff, MtK 

ii^it), ^jlfc-a^fcl^Hfri: Ltifc OlXil 0. 3 g s 1(X^74%) „ 

1 H-NMR (CDC 1 3 ) 5:6.72 (1H, d, J = 7. OHz) , 7. 

2 0- 7. 2 4 (1H, m) , 7. 3 4- 7. 3 8 ( 1 H, m) , 7. 52-7. 
20 6 0 ( 2H, m) , 7. 7 0-7. 7 4 (1H, m) . 

mmn 1 8) 

6 hn- l -^yy^y^y 1, 1-^7K 

(1 OmL) ^« (1 OmL) £0 o< <9 ^^JPx.. I^i&a^ 1 0 

ftmnWLfco r^itia-^y/Wsy i, l-v^v/K (3. 9 

25 9 g) %0 < C~Z®o< !9 i:Jnx. % Wit $ bfc 3 0 Lfc 0 
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LT#fc 01X1:4. 2 6g, Jfc*8 4%) „ 
1 H-NMR (CDC 1 3 ) 6:7. 00 ( 1 H, d, J = 6. 9Hz) , 7. 
33 (1H, dd, J = 1 . 2, 6. 9Hz) , 7. 58 (1H, d, J = 8. 
5 4Hz) , 8. 47 (1H, dd, J = 1 . 8, 8. 4Hz) , 8. 55-8. 
5 7 (1 H, m) . 
(##09119) 

2, Kn-i-^vyYt7iy-6-r^y 1, 

6-^hn-i-^yy'ft7xy 1, -1 K ( 2 . 02g) ©x 

10 &J*-)\> (2 0 0mL) jSitf^;^ (60mL) ©®^HlO°/o^7^ 
f^WiM (5 0%^*, 2 6 5mg) Sf^Px., $S£^£7kifc#ffl^TT 1 2 

frbnffi&~rz>z-k\zj:*), mmit^m^^mw-bvxmc mmi. 3i g , 
7 5 %) G 

15 1 H-NMR (CDC 1 3 ) 5:3. 25 (2H, t, J = 6. 9 H z\) , 3. 
4 4-3. 4 9 (2H, m) , 3. 93 (2H, brs) , 6. 84-6. 87 
(1H, m) , 6. 94-6. 95 ( 1 H, m) , 7. 12 ( 1 H, d, J = 8 . 
1Hz) . 
(##09 12 0) 

20 Mite- (2, 3-^tKn-l-^ v /Wxy) mVTfr^jV 1, l-v> 
2, 3-^tFn-l-^^/Wxy-6-7^y 1, 

(i. o 6 g) , mmi-vv y& (i. 2i g ), wii (id (96.9 

mg) &£t)^«7klft^ b 3J 5? A (6. 4 8 g) &/BV^##09l 1 5 £1^81 
25 <0jfcf££fTV\ ^Mfb^Srefel^i: LtHfc (MO. 9 2g, 4X^6 
0%) 0 

1 H-NMR (CDC 1 3 ) 6:3. 51-3. 56 ( 2 H, m) , 3. 60- 
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3. 6 5 (2H, m) , 7. 66-7. 69 (1 H, m) , 8. 22-8. 26 
(1H, m) , 8. 4 1-8. 4 2 (1H, m) . 

(#%M 12 1) 

Mit i , 3 -^yy'fry^- 6 — f/i^/i^^/u 
.5 6-7^;^y/fry^ (1. 5 5 g ) N mmmi- (2. 19 

g ) , wtmm (in (17 3m g ) 33 i-n^m^m-r b v y& (1 0. 2 
g ) &m^x&%Mi 1 5 tmm<DUff^m\ mmit^^^^mwtLxn 

ft O&fiO. 3 0 g, ifc^i 2%) o 

1 H-NMR (CDCI3) 6:8. 17-8. 21 ( 1 H, m) , 8. 3 5- 
10 8. 3 8 ( 1 H, m) , 8. 7 3 -8. 7 4 (1 H, m) , 9. 33 (1H, 
s) . 

(##091 2 2) 

3- (^n^M^/H ge&M^fvl' 
i&ffc3- (^PP7;^^;l/) ^wV/^ (2. 4g) ©^^no^yfl 
15 (2 OmL) &0°C^£PU t°y v>V (7 9 lmg) ^W^/-^ (3 2 0 
mg) Srinx.fe 0 KJSfc&2B#ra£fi^«#LfctU *jK«:*M*Lfc„ 

f->-«^f-/^=9 : l-»4 : 1) fcTfM&U ^Mfc^t>£Mfe$]#tt> t t 
20 T#7t OlXi 2 . 1 7 g , 9 2%) 0 

1 H-NMR (CDC 1 3 ) 5:3. 99 (3H, s), 7. 74 ( 1 H, t, 
J = 8 . 1Hz), 8. 21-8. 24 ( 1 H, m) , 8. 39-8. 43 (1 
H, m) , 8. 6 9-8. 7 0 ( 1 H, m) . 
(##M12 3) 
25 3 - (^tvj-Jr) T~})y 

7kmit1- b V t> A (60 2. 3 g ) ^ff7t Fn77^ (35m 

L) tN, N-^f;^M7 5K (15mL) ©MIIClSL, 3 -T 
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%/^^^Hr-;v (5. Og) Sr^l.-eMTbfc 0 mumx SftmMWLtz. 
ff N (6. 8 6g) SrJPx., 3 0^fll#tfco RJ&ScKitK&AIJ*. 

5 -Y- (S^SE : ^^rf-^-«^^=9 : l->4 : 1) laiil, ifUfc 

1 H-NMR (CDC 1 3 ) 5:1. 31 (3H, t, J = 7. 5Hz), 2. 
92 (2H, q, J = 7. 5Hz) , 3. 69 (2H, br) , 6. 47-6. 
51 (1H, m), 6. 65-6. 66 (1H, m) , 6. 70-6. 73 (1 
10 H, m) , 7. 0 4-7. 0 9 ( 1 H, m) . 
mm\l 2 4) 

3- {^;V*;Vfc~;V) T^-Vls 

3- (if/l/f-t) T~yy (5. Og) <D*# S—AJ&WL (7 5mL) \Z. S 
OXONE® (3 0g). (DUfiMWL (15 0mL) £ 0 'CT^T L/L 0 2 
15 LfcfJ^ ^ * J -;^IJ±TT^* L/to a^SrlSfP^^Tkm-T- h V V 

nvf^77^ (MP^IM : ^1^-^11^^= 9 : 1^4 : 1) \ZXffi 

mu mmit^m^^m^tLxnti o&*4. 6 g , ^$77%) „ 

20 1 H-NMR (CDC 1 3 ) 5:1. 28 (3H, t, J = 7 . 5Hz), 3. 
10 (2H, q, J = 7. 5Hz) , 3. 95 (2H, br) , 6. 88-6. 
92 (1H, m), 7. 16-7. 18 ( 1 H, m) , 7. 22-7. 35 (2 
H, m) . 

(##0iJ12 5) 
25 ^b3- (^fyWWtfwU) ^i/ifV^/l^^/k 

3- {^)V^)V^)V) T~V> (1. Og) £J^T##Ml 1 5 irl^SS 
<D^^fxV\ itM^t/£38&$BM5<t LT#7c (iRfi5 9 4m g> IR^4 
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1%) o 

1 H-NMR (CDC 1 3 ) 5:1. 35 (3 H, t, J = 7. 5 H z ) , 3. 
21 (2H, q, J = 7. 5Hz) , 7. 8 7- 7. 9 2 (1 H, m) , 8 . 2 
7-8. 35 (2H, m), 8. 57-8. 58 ( 1 H, m) . 
5 12 6) 

tK^Tn 7k (16mL) ^tt^-A- (2. 7mL) ^3 0^ltt?lT 

jtlfe (9mL) {4- [ (h!J7;^n^f;U) ^tJwi/] 7:c=/W T ^ 

io ^ (2. og) srjn^Tjt^L^o mmmi-vvvj* (o. 6 7 g ) 

(3mL).^^?^5 0 CSr^x.^V^j;5^•^iTb N £ S> 1 5 ftm&LW Lfc„ * 
S^ttSr, ±ia^~ife^fi£^W^^-^^ (lOmg) SriP&fcSl'^fc 
5°C-e#^r^px^ 0 7k&T££>^3 0£raH£#&, tffffift&Sft-U 

15 OR* 2. 3g N I|X^8 4%) o 

1 H — NMR (CDClj) 5:8. 3 5 (4H, s) . 

mm\i 2 7) 

tR^Tv Zk (24mL) fc&fl^;*--/!' (4mL) £ 3 O ^FI^ittlT Lfc D 
(6mL) {3 - [ (MJ7^tn^f/k) ^cn^/W 7^ 

(i. og) &ua*.xmwLit 0 mmm-rvv^^ (o. 3 4 g ) (2 

mL) ^rt^ 5 °C^x.^V^5^TL, Sbfcl 5#ffljt#Lf;:„ 

m*. ±M(oz.m\\M^^m^-mtm domg) ^M^t.m^m^5 o c 

•7h^77^ : ^^->-mm^^= 9 : l-*7 : 3) T?»fii*t- 
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z>zt\cz.y, &m4k&to&&n&fovtto t mmi. os g , urn 7 
9%) „ 

1 H — NMR (CDC 1 3 ) 6:8. 0 2 (1H, t, J = 8 . 1Hz), 8. 
40 (1H, d, J = 7. 8Hz) , 8. 50 ( 1 H, d, J = 8. 1Hz) , 
5 8. 6 9 (1H, s) . 
12 8) 

2-fc Kn^- 5-fc 0 J> ^ityx/Uftl/m 

mmam. (2 5%ri«itt ioomu £o o c«£pu 2-r^y 

t°y v^y (2 5 g ) *itifm->tfx&*\z.M7Lfc 0 Si^i8 0 o cjdPlu 

10 4oi$rajj£#ub„ ma^-cftiP^ * (ik g ) fcs=^&^ fi^^^u 
tmesis***-* mmfc&to&ntz. mm25. 6 g , nx^s 

5%) o 

1 H — NMR (DMSO-d 6 ) 6 : 6. 2 0 - 7. 2 0 (2H, m) , 8. 7 
1 (2H, s) . 

15 mnm 129) 

2-t Kn^riX- 5 -t°U ^ ^^/Hfc^lfc (12. 8 g) RT$^.ffi.fc V > 

(37. 8 g ) <Dm&vo%i 8ovx4!%mMf&&ffi\sit 0 mu^x^n^, v 

jv^y (2 0 0mL) bfc 3^&7K*Ti5fc^U M^B 

U ^Mft^SrgfcgfeHfti: bT#fc OiXil 4. 8 g, K$9 6°/o) 0 
1 H — NMR (CDC 1 3 ) 6:9. 19 (2H, s) . 
(##Ml 3 0) 

25 MtK^^MJ^^ (3. 7 8g) (D^/^/MiM^ (8 8mL) \Z3, 6 
-^pnt'D^y (5. 0g) 1 B#»f! ! 31^bfc: 0 «£^I±T 

7k (12. 5mL) £Jn£fc 0 2 m o 1 /LTK^b^ h V £AtR?M& 
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0IXi4. 7 4g, IX$9 6%) „ 
1 H-NMR (C D G 1 3 ) 6:6. 99 (1H, d, J = 9. 6Hz), 7. 
5 6 0 (1H, d, J = 9. 6Hz) . 
13 1) 

- 2 O t Cfc#*PLfcj?< ^ (lOmL) £tR (lOmL) (DM&W^ S y 

yitfcmZV (1 6 g) i6-^onk'!J^y-3-^/l' (2. 37 
10 g) &Jq*.fc 0 ||jn!2 0^m *«&3 0#ra!!fc#fc^fc\ (2 
OmL) SrJn*., #ftBt/&5mLfc 0 If ffl^fcTk&jbnfc, M^^T?fiffiL/c 0 

1t (Jfcil. 6 8 g N lfc$5 5 3 %) o 
15 1 H-NMR (CDC 1 3 ) 5:7. 86-7. 89 (,1 H, m) , 8. 17- 
8. 1 9 ( 1 H, m) . 

mm\i 3 2) 
t° y ^ ^ - 3 - a jvib mm& 

s-t°y i?y*/u*ym (so. o g ) , ^.mtyy (80. Og) *3it5^- 

20 dfS/jfrfbU (10 OmL) ©Ji^** 1 2 0 °CT 8 Ufc 0 ^*#HM 

^M*"C^*P^> (Jfef^ 3 3 OmL) ^Px.7t 0 Jfift;** & 

^%&&mVftLXWc (115 4. 7g, IR* 8 1%) o 

1 H-NMR (DM S O — d 6 ) 5:8. 03-8. 07 (1 H, m), 8. 6 
25 8 ( 1 H, d, J = 8. 1Hz), 8. 87 (1H, d, J = 5. 7Hz), 9. 
0 1 (1H, s) . 
(## $J 13 3) 
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5-T?/-2-^ r^try (1. 24g) M (8. 3mL) t| 
fi?U 7K^T^#bfc 0 (8. 3mL) &MyLft®. MgH- b y 

(6 8 9mg) (5mL) Srfti&tfS 1 0 < C£j@£ftV^ «t 5 1 5 ^Mfr 

mmvx^tzmm (nmD £ — &ft;!H (2 8 0m g ) ©^i^ 5°c-e 

Og, 5 1%) £|af£ill£ ItHfc, #fc£ftf±»«*f-«£ 
10 i:^<^SJS^ffiv^ 0 
3 4) 

6 - ^ n p fc° y v 5 ^- 3 — r /i/^/i/*5=/v 

tK#T> 7K (70mL) K^g/fb^^/l' (12mL) £ 1 ft^/WTiiT bfc 0 

15 (40mL) 1:5-7^-2-^00^^ (5. Og) %Mz.XnW Lfc„ 
SfW^by^A (2. 8 8g) (D7K^ (12. 5mL) Srrtffl^ 5 'CSrjfi^. 

(7 0mg) ^Pxfc^tl^5 0 CT#^^P^fc 0 7 K^T£ 

20 mmit^^ntc ok* 4. 7 9 g , urn 5 8%) 0 

1 H-NMR (CDC 1 3 ) 5:7. 60-7. 63 (1H, m) , 8. 24- 
8. 27 (1H, m) , 9. 03-9. 04 (1H, m) . 
(##$! 13 5) 
Mit 2-i7PP-3-t: o y W^jV-fc—fr 
25 7K^Ts 7k (14 0mL) \Z.Mft&*~A' ( 2 4 m L) ^l^lWtlTt 

m (80mL) |:5-T^;-2-^nnt°yv ! y (lOg) ^PitPLt 
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mffimi-hy$j» (5. 7 5 g ) v^mm (2 5mD ^\Hu^5°c^mx.^ 

^^-M® (14 0mg) %MK.fcm&mz. 5 0 CT#^ to&Hx.fc„ 7K^T$fe 

5 Mik&$)%nfc (JR*6. 9 9g, IjX#4 2%) „ 

1 H-NMR (CDCI3) 6:7. 54-7. 56 ( 1 H, m) , 8. 4 6- 
8. 48 (1H, m), 8. 71-8. 73 ( 1 H, m) . 
13 6) 

10 iftflsr^^^A (1. 2 7g) (2 5mL) 5S5c^ (7 9 3m 

g) SrJq^L, ^fiT* 5 #|ffll£#&, 2-^BP-3-^f/P-5-=bnfP^ 
y (8 16mg) (lOmL) * 1 O^W^tSfTU. R 

j&m%4 ox;x°2 o^mmwLtc^ 5o°c-ei. 5mmmwv, sb^msra 

»3MLfc 0 h&JBV^TSiiU *7>f h^^/^W 

77^- WI:^ty-S|xf/k=i9 : l-»7 : 3) ^^5^ 

i: k «t <9 > mmfc&vo&mj&yo t ux#fc o&* 2 8 0 m g , W4 2 %) 0 

20 1 H-NMR (CDC 1 3 ) 5:2. 29 (3H, s) , 3. 62 (2H, b 
r), 6. 88-6. 89 ( 1 H, m) , 7. 70-7. 71 (1H, m) . 

mnm 137) 

MY, 6-^pp-5-t< fvp tr y v^- 3 ~^)v^)v 

7»T> 7K (3. 4mL) IzmkJ-Jr^JV (0. 6mL) ^3 0^f B Wni 

jft^H (6mL) \C 6 a u- 5 -pt^vUfU v^- 3 -T 5 ^ (2 7 8m 
g) SrJn^rat^Lfco IflltM)!)A (14 8mg) (DtK^ (2mL) £ 
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m<ormi\Mn^wm\z.-m\:m (5m g ) %Mz.tcm&mz. 5 °c-e#^ 

x.fc 0 *^T$fe^3 0^|ffl«t#«, #fffit>£6]&U frX»mft~?Z>Zk\z.£V), 
mm<k&®%®MGMftk\sXWt (HX*2 7 1mg, HX^6 2%) 0 
5 1 H-NMR (CDCI3) 6:2. 54 (3H, s) , 8. 15 (1H, s) , 
8. 8 6 (1 H, s) . 
(##$113 8) 

itffcs 2 - 1° u v^^/i^-zv 

7K^T2-^/^7 P b t°y (2. Og) (5 0mL) ^nx.fc 0 U 

io ^t^&M*^- h y v&fcmwL (&m^M5% s i2 6mu«ri. 5 B#r^ 

^IKITL, $ bfcH3?@JrC3 0#|fflj£#Lfc o KJESWSttK (lOOmL) X 

4 5g, 11X$7 7%) „ 
15 1 H-NMR (CDC 1 3 ) 5:7. 69-7. 71 (1H, m) , 8. 06- 
8. 14 (2H, m) , 8. 83-8. 85 (1H, m) . 

mmt 13 9) 

2 - ^ =f-)V- 1 -y ~/V7, ;Vi£~;V- 1 H - ¥u—;V- 3 -#/W£V^n^-^ 

2 i h- fc°D^- 3 -^^^Viif^ (8. 8 i g) N iKMW: 

20 i-y})9J» (6 0%Stt, 2. 5 8g) *3 it^b^Vif i/^/l^-^ (7. 8 
fc 01X4 14. 3 g „ I|X^ 8 5 %) o 

1 H-NMR (CDC 1 3 ) 5:1. 31 (3H, t, J = 7 . 2Hz), 2. 
62 (3H, s) , 4. 24 (2H, q, J = 7 . 2Hz) , 6. 63 (1H, 
25 d, J = 3 . 3Hz), 7. 30 (1H, d, J = 3. 3Hz), 7. 51-7. 
57 (2H, m) , 7. 6 2- 7. 6 8 ( 1 H, m) , 7. 81-7. 84 (2 
H, m) . 

163 



WO 2006/036024 



PCT/JP2005/018572 



(##M14 0) 

5_-/pc E ._4_^^ v v- i - (y^-zW^/i'tf^/k) — 1 H — t" n 3 — 

ZK^^ b y >>A (6 0%ffltt N 2 0 2mg) &-^f-^Ti5fc$" Lfcff , N, 
5 N-vM^^AT ^ K (lOmL) ^«Lfc 0 5 -^p -=E— 4 - * ?vl/- 
lH-t°n— /V— Z-')j)Vi$l/WL*^K' (1. Og) ©N, N-i>^ 
r$K»« (lOmL) ^-78°C-e^TL^ D MTM-TfJL £Jft?£&girC 3 
0#|fflSH$U Tk^L^-fb^^^^/^^^ (0. 7 1mL) ©N, N-v 5 
^MWOIfS (lOmL) iilTlfc. i»Ti£T8L RM^IIflt* 

Jgfc£4fe«r»£@fci: tt#fc (Ml. 1 3 g N W6 9%) „ 
1 H-NMR (CDC 1 a ) 5:2. 11 (3H, s), 3. 79 (3H, s) , 
7. 45-7. 70 (3H, m), 7. 85-7. 95 (2H, m) , 8. 06 
(1H, s) . 

15 (##M 14 1) 

5-^P^e-l- [ (3-^PP7x^) 
t°o-^- 3 -^/W^VH^^vV 

7K*^MJl>^ (6 0%?ft'|4 N 2 0 2mg) Sr^-fr^"?^ Lfcff, N, 
N-^^^*MT^ M (lOmL) HlflPx., - 7 8°CT*5 -:/n^E--4 

20 -^f/V-lH-lfP^-3-W*y|^/V (1. Og) ©N, N-v^ 
fWA7^; KJ8?S (1 OmL) ?rMTtfc 0 igTJ&T^ KJ&»c«:£i&-C 3 
0#IWt£#U 7K^Lfc^b3-^Pn^<^V^7^^/l' (0. 7 8mL) (O 
N, N-^^»M7; K»« (lOmL) tjSTLfco MT^TiL ^ 

25 liihUU ^jS^*Sr»fe@fl:i:UT#fe (flZSl. 0 0g, ^5 6%) 0 

'H-NMR (CDC 1 3 ) 5:2. 17 (3H, s) , 3. 84 (3H, s) , 
7. 50 (1H, t, J = 8 . 0Hz) , 7. 6 0- 7. 7 0 (1 H, m) , 7. 

164 



WO 2006/036024 



PCT/JP2005/018572 



80-7. 90 (1H, m) , 7. 9 4 ( 1 H, m) , 8. 08 (1H, s) . 
4 2) 

5-^0^-4-^^-1- [ XA'Tfr—jV] - 1 H- 

fc°p— ;v- 3 

5 T;^>#H^Ts Tk^b^by^A (6 0%ife 4 5 2mg) N- 
^fMMTU' (lOmL) - 7 8°C~t?5 -^n*-4-p«^ 

/I/- 1 H-lf 3 ;!/ (2. 2 0g) ON, N-vM^Vl' 

jft/UATS Kl» (1 OmL) £3 0 #|fiWCiBT Lfc 0 S-^4fcSrSfiT?3 0 

ftmnwLtc&, frtitLftmt (3-^^/^^v) (i. 6 4m 

10 L) ON, N-^W/VA7^M (lOmL) tulO»[ttlTl 

;U=9 : : 1) teTffitiSU ^^/k^-x/^bSIt^ LT> ^Mfcl^ 

15 4&&&fi@#£LT#fc 01X1:3. 0 2g, IK$8 3%) „ 

1 H — NMR (CDC 1 3 ) 5:1. 36 (3H, t, 1 = 7. 2Hz) , 2. 

16 (3H, s) , 2. 44 (3H, s) , 4. 29 (2H, dd, J = 7 . 2 

Hz, 14. 4Hz), 7. 4 3 - 7. 37 (2H, m) , 7. 57-7. 78 
(2H, m) , 8. 1 0 (1H, s) . 
20 14 3). 

5-^n^e-l- [ (4-7;^P7x^) -4-^f/V-lH 

T/l^>#ISMT> JiKiffl^MJ (6 0%ife 4 0 5mg) ON, N- 
vMfvi^/i'AT^ K (lOmL) mmWiK, -7 8tT*5-7'n ; e-4-^f 
25 /U- lH-bTn— /U- (1. 8 4g) ON, N-v^fvP 
$M7^ K*Jfc (1 OmL) £3 O^fl^lttlTlfco S^ft^l?fiT3 0 
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g) (DN, N-^W/VAT^hft (lOmL) ^lO^^ttTMTb 

5 ;v=9 : 1^3 : 2) fcTffiHKU #^tlfe@^tr— v^^v^-x/^ 
(1:1) ^ift^S:M@^ilT#fc (4X4 2. 

2 1 g „ JR2£ 7 0 %) 0 

1 H — NMR (CDC 1 3 ) 6:2. 16 (3H, s) , 3. 83 (3H, s) , 
7. 2 0- 7. 2 6 (2H, m) , 7. 9 7-8. 0 2 (2H, m) , 8. 08 
10 (1H, s) . 

(##Ml 4 4) 

5-^0-^-4-^^7^-1- (7 ^^;V^;Vt^^;V) - 1 H — t°n 3 - 

TK^-fb^-MJ (6 0%$Jt^ 3 9 3mg) N 5 -7*u^- 4 -^c^yk- 1 
15 H-fc°P-/^- 3-^7/^V^^f-/^ (2. 0 0 g) *3 itK&ft^^i? 
(1. 2 5mL) £fflV^T N 4 1 t l^$S<fl&f£<HTV\ 

SMi^ LT#fc (4X1:2. 9 3 g, W9 1%) „ 

1 H — NMR (CDC 1 3 ) 5:1.05 (3H, t, J = 7. 5Hz), 2. 
62 (2H, q, J = 7. 5Hz), 3. 83 (3H, s), 7. 54-7. 5 

20 9 (2H, m) , 7, 65-7. 71 (1H, m) , 7. 9 5 - 7. 9 8 (1H, 
m) , 8. 11 (1H, s) . 
(##$] 14 5) 

5 -^b*- 4 yyn tvu- i - (7^~/ux/uft~/u) - i n-\fu—/v 

25 5 - ^d^- - 4 - ^ y/n t°^- 1 H - t°n-;U- 3 - f ;l/ (3. 

2 9g) N &mfci~hV$J* (6 0%!^ 7 0 8mg) , RUM^y^y* 
;Vfc~;V (2. 6 0g) &fflV^T##M 4 1 t mmo^teft^, 
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kLXfflt 0IX»4. 8g N 9 3%) „ 

1 H-NMR (CDC 1 3 ) 5 : 1. 2 5 (6H, d, J = 7. 2Hz) , 3. 

2 6- 3. 3 6 (1 H, m) , 3. 82 (3H, s) , 7. 5 4- 7. 6 0 (2 
H, m) , 7. 6 6 - 7. 7 2 (1 H, m) , 7. 9 4- 7. 9 8 (2H, m) , 

5 8. 1 3 (1H, s) . 

mnm 1 4 6) 

5-^a^-l- (fc°y v^- 3 -lH-fc°n-;k-3-^ 

**ftth!J!)^ (6 0%ife 1. 6 0 g) *?-9->-<*2m]fcfrL1t&K. 
10 ff7tFD77^ (20mL) tiSUfc 0 7K^T 5 — ~fn^~ 1 H— h°n — 
/I^- 3 (2. 67g) ©fl«7k Kn7 7Vii (10m 

D £iiTU ^figt*l0^I#lfc o KJfcil^fcfci 5-^7*^-5 

(8. 8 3g) *iJ;{J«tft^y^3-^/W^ fiSfc&tt (4. 21g) 
^feSI$lt5ri(a^ LT#fc OR* 4. 21g, 

urn 9 3 %) „ 

1 H-NMR (CDC 1 3 ) 6:3. 84 (3H, s) , 6. 72 (1H, d , 
20 J = 1 . 8Hz), 7. 51-7. 56 ( 1 H, m), 8. 08 ( 1 H, d , J 
= 1. 8 H z ) , 8. 2 2-8. 2 6 ( 1 H, m) , 8. 9 0- 8. 9 2 ( 1 H, 
m) , 9 : 2 0-9. 21 ( 1 H, m) . 
(##il4 7) 

5-^n^-l- { [3- (^=3-/V7,/Vfo^/V) 7^~;v~\ -1H 
25 )V— 3 -^/WftV^fyl' 

5-7*P^-lH-lfo-;V-3-W*y^f^ (2. 8 9 g) N 7K^b 
^MJ ?A (6 0%mi, 8 5 Omg) N 15-^7^-5 (4. 6 9 g ) *5 
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«fctf4frfb3 -*<?-juxj]sft~/i"<y>l£yx/i'ft~/u (4. 3 8 g) £fflv^T#% 

m 1 4 6 £ pj«oj*f^*ff v\ mmfc&m* t or* 5.50 

g , HX^ 9 2 %) „ 

1 H-NMR (CDCI3) 6:3. 11 (3H, s) , 3. 84 (3H, s), 
5 6. 7 2 (1 H, d, J = 2. 1Hz) , 7. 83 (1H, t, J = 7. 8H 
z) , 8. 07 ( 1 H, d, J = 2. 1Hz), 8. 22-8. 28 (2H, 
m), 8. 59 (1H, t, J = l. 8Hz). 
(###U 14 8) 

5 2 -**f-jv- 1 - (t^i?y-3-^^;^^) -lH-fc°u 
10 — /P- 3 -77/l^Vl|a:fvI/ 

5 2 - ^ f 1 H- t 0 o-^- 3 - *;^Vixf ;U (2. 2 6 

g) lrfh7tKo77y (1 0 OmL) fc$gj$?U TkfPHfc^ h U *A (6 0% 

$fc&, i. i6 g ) %Mk.xm.M.x*i 5ftmmwLtc 0 15-^7^-5 (5. 

90mL) %MZ-Xm&l£X>£ b\C 1 5frMWLfr4k, Mit 3 - fcf V v^*/^ 
15 J£^& (3. 13g) *DWz.tz. 0 S^^^m^lBfTO^t^fl, S&fl] 

*7A^nv^77^ (MM^iSi : ^f-^-@^Sfe^/>= 1 9 : 1 -> 7 : 
3) fcTlMfiU ^JBft^ft^fe»^*^LT#fe (IRS: 2. 3 1 g, IR^6 
20 4%) 0 

1 H-NMR (CDC 1 3 ) 5:1. 24-1. 34 (3 H, m) , 2. 94 
(3H, s) , 4. 2 3-4. 3 0 (2H, m) , 6. 69 (1H, s) , 7. 
51-7. 55 (1H, m) , 8. 17-8. 21 (1H, m) , 8. 88-8. 
9 1 (1 H, m) , 9. 14 (1H, m) . 

25 mnm 14 9) 

1- [ (3-^dp7i=;I/) -2-^f;l/-5-7x^-lH 

168 



WO 2006/036024 



PCT/JP2005/018572 



2 - ^ f /l'- 5 - 7 i^/l'- 1 H - t°o 3 - /I/ (1. .5 

3g) > T^miti- h V P & (6 0%m&, 3 0 3mg) feMft3-^np/< 
y^y^/v-fc^iv (8 4 8mg) £r/BV^T##M4 1 k l^^(Djt^^fTV\ ikM 
tt&®%fa&toWllh. LXntc . (!Rfi8 0 Omg, 1^3 0%) 0 
5 1 H-NMR (CDC 1 3 ) 8:1. 32 (3H, t, J = 7. 2H z) , 2. 
90 (3H, s) , 4. 29 (2H, q, J = 7 . 2Hz) , 6. 50 (1H, 
s) , 7. 13-7. 56 (9H, m) . 
(##0915 0) 

2-^/1—1- C (3 -*=f-)vy 7.)Vfo=-)V\ - 5 — y^^jv— i h 

10 - tfn — /I— 3 -r ftjutfy^^/l' 

2- < *^vi'- 5 1 H-fc°C2— /i^- 3 (6 3 0 

mg) CfF7tKn77^I (lOmL) ^7K*^-j- h U <7A (6 0%ffit£, 
'73mg) ^r-^f->-e?5fe#Lfc»^, Ifi^l5«#U 0 S^^it 
it3- ^^/U^yHyx/l/ft-;]/ (0. 4 7 9mL) £r7Jn;t, ii&Tfl8Hift 

;V*7^pv1>^77^ (Ml»$§$£ : ^^f-^-^H^/V= 9 : l-»2 : 
1) ttill, .^Jlft^Sr^feffl^i: LTtfc (Rl2 5 4mg, 2 
4%) 0 . . • 
20 1 H-NMR (CD C 1 3 ) 6:1. 20-1. 40 ( 3 H, m) , 2. 31 
(3H, s) , 2. 89 (3H, s) , 4. 2 0-4. 4 0 (2H, m) , 6. 
47 (1H, s) , 7. 10-7. 5 0 (9H, m) . 

mmn 5 d 

5-7^^7^-1- { [4- ( h V y;virn* y^~n/\ ^;v^^M 

25. -lH-t°n— /I/- 3 -iJ)VM>fk= c - g f'^ 

7kmki-hVV& (6 0%ifi 0. 20g) ^«T V 5-7in;k-lH 
)V- 3 -^/l^i/il^A' (0. . 7 1 g) b7t Ko7 7^I 
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(2 OmL) \cM7Llt 0 1 5 ftWlfflfr Lfc& s Mit [4- 

hdrv-) s<yH^] x;vi£=.;v (1. OOg) ^Px., ^iTC 4 R#|fflfl&# L 

5 -rh^77^- mmm%:^*y->-Bm^^=7 ■. 2) ^Tftsgu 

mmi. 3 6g, IR$9 4%) &ffi^ibT#7c 0 
1 H — NMR (CDC 1 3 ) 8:1. 36 ( 3 H, t, 1 = 7. 1Hz) , 4. 
32 (2H, q, 1 = 7. 1Hz) , 6. 56 (1H, s) , 7. 13 (4H, 
dd, J = 13. 0Hz) , 7. 2 8-7. 4 2 (5H, m) , 8. 08 ( 1 H, 
10 d, J = l. 9Hz) . 
(#%il 5 2) 

5 —y a^^-;V- 1 - ( 2 — ^^—/W^/l^ — /l/) -lH-t°P —7k— 3—77 /Vi$ 

5 1 H- fc°P— 3 -77/^^^^^^ (4 4 0mg) ©7l> 
15 7t KD7 7 "ymfc ( 2 0 m L) IZLgfi-CTfcSfrfb;-?- b P P A (60 1 2 

3mg) £^*.T3 O#[fflffc#-Lfco 15-^7^- 5 (6 7 5mg) Sf^T 
LT3 0#[M#L7c^ 2-ft7xi/^*=/^n!JK (4 8 5mg) £ 

20 Lt£o mi5^!J*W7^o , 7h^77^- (J§tlH$$£ : 

S|cn^=l 9 : i->7 : 3) -CfiHKLfcfc* 9 M V rfv. fcVl^-TVV ■ 
V^fe^iTB^-r^r.ir^J;^, glft^^ife^ibttfc M7 10m 
g, 4R^9 6%) 0 

1 H — NMR (CDC 1 3 ) 5:1. 36 (3H, t, J = 7. 2Hz) , 4. 
25 3 1 (2H, q, J = 7. 2Hz) , 6. 56 ( 1 H, d , J = l. 8Hz) , 
6. 89 (1H, dd, J = 3. 9, 4. 9Hz) , 7. 07 ( 1 H, dd, J 
= 1. 3, 3. 9Hz) , 7. 2 4- 7. 4 3 (5H, m) , 7. 58 (1H, 
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dd, J = 1 . 3, 4. 9Hz), 8. 04 (1H, d, J = l. 8Hz). 

m^m 15 3) 

1- [ (2 v n- 5 - try ^ Z?» XA'jfc-A''] - 5 -y^~/U- 1 H- t° 

5 5-7*=^- 1 H-tfa— (1. 60g)^xb 

7t Kn77y (5 OmL) \Z.m%U (6 0%m&, 446 

mg) %to%.Xmm.T*l 5ftffl&m^it 0 15-^^-5 (2. 2 4mL) 

/Isft^/V (2. 0 6g) Sr^P^fdo KJ&$£^T-ll$ra»#Lfc^ 7K^^tIx.s 

Hlt&jSt : ^f-^-SSft^^ 1 9 : l->7 : 3) ^Tfit^U ^Mit^t^ 
ffe»at#fc 01X1:2. 0 3g s Jfcs£7 0%) 0 

1 H-NMR (CDC 1 3 ) 5:1. 35-1. 39 (3 H, m) , 4. 30- 
15 4. 3 7 (2H, m) , 6. 64 (1H, s) , 7. 2 2 - 7. 2 6 (2H, 
m), 7. 37-7. 51 (3H, m), 8. 04 (1H, s) , 8. 37 (2 
H, s) . 
(##0U 5 4) 

1- [ (2-^^V^-5-t°IJ ^ Vl/) - 5 -yau^)V- 1 h- t° 

20 n—;V- 3 

Ii#l^T> 1- [ (2-^an-5-t°y **Jls) */HJwl/] -5-7 
1 H-t°a— /V- 3 -jJjVifr'ls&L^'f'fl' (5 8 8mg) ©f h7tKo 
77> (20mL) »«SrJ*#L.fc#e>* rf7^ (MJ7x^) 
y^7i?9A (8 7mg) „ 2mo 1 / L.M) ^ W^^7^-^f 
25 m (1. 5mL) ^^X.fc D SiTC 1 '5 #KJjE#&x 2mol/LM)^W 
/V*=#A-^ri^J8?fc (lmL) §:MLfc 0 ^fi^2 0^»#t> * 
7k (10 OmL) ii:jk7^^!)A (2. Og) L 
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31^=1 9 : i->i : i) Kxmmu mmit^'^m^m^ t Lxntc 

(JRl3 5 0mg, IR$6 3%) „ 
5 1 H-NMR (CDC 1 3 ) 6:1. 34-1. 39 (3 H, m) , 2. 77 
(3H, s) , 4. 2 9-4. 3 6 (2H, m) , 6. 61 (1H, s) , 7. 
21-7. 26 (2H, m) , 7. 3 7- 7. 4 9 (3H, m) , 8. 06 (1 
H, s) , 8. 4 1 (2H, s) . 
15 5) 

10 1- C (2-T^y-5-t°!J XA'ft-A'l - 5 -V cr ~;V- 1 H- fc° 

p ■ — /V— 3 

1- [ (2-^nn-5-t°y 5 l?» ^tvass—jV} -5-7i^-lH- 
' /i/- 3 -^7/^#^^^7V (3 9 2mg) <D"r f9tKo77^ (10m 

L) mWt%W>WLt£&b> 7mo l/LT^^T-^/^fl (1. 0 m 

mm^^x^n\Ltc 0 mmm^^±^xw^L s 

mm, ^ffiifiu mmit^^m^mw-tLxmc ofc*3 7 3mg, urn 

m i o o %) 0 

1 H-NMR (CDC 1 3 ) 6:1. 34-1. 39 (3 H, m) , 4. 28- 
20 4. 36 (2H, m), 5. 60 (2H, br), 6. 59 (1H, s), 7. 
26-7. 46 (5H, m) , 8. 02-8. 03 (3H, m) . 
(##$] 15 6) 

l- [i, 2- a] t o y^v^-6 — r/v*^*-^) -5-7^^ 

/V- 1 H- /I/- 3 -#/^V@|:^/l/ 

25 1- [ (2-T^;-5-t°Dv^y) *,Mn~/V] -5-7x^/V-lH- 
t'n^-3-»>l^ (3 7 3mg) , 1 -v^ h 

^^c^ (3 9 4mg) *3«fctfg1^ (2 0mL) ©1^1:, -r^P?*- 
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-fRj&mn&M^t 1 3 o°c-e3 oftmmwLtco mm.t.x%>nwi, mm%mf± 
5 ^ ; v=i 9 : i si,) ■vmM"tz>zk\z&*), $tmtt>&vo%jRft>&m 

fckLX&ft (t|Xil5 7mg, IR^4 0%) „ 

1 H-NMR (CDC 1 3 ) 6:1. 35-1. 40 (3 H, m), 4. 3 0- 
4. 37 (2H, m) , 6. 61 ( 1 H, s) , 7. 17-7. 49 (2H, 
m) , 7. 2 6-7. 4 9 (4H, m) , 7. 94 (1H, s) , 7. 99 (1 
10 H, s) , 8. 11 (1H, s) , 8. 3 8 (1H, s) . 

mmn 57) . 

1- (h°]J 3 --O^^t^/I/) - 5 -^cc-zV- 1 H- t°P— ;V- 3 

5 - 7 x ^/U- 1 H - t° p 3 - ^ y |xf /!/ ( 1 . 06g) 

15 7tKP77^ (3 0mL) ttiU MfttMi^A (6 0%ftft, 300 
mg) %M?LXmUXl 5ftmMWLfc 0 15-^7^-5 (l. 5 2mL) 

(1. 2 8g) *M7Ltz. a BCJ&m%^UX3 OfrmnWLtc^ tK 

7^ (.1. 6 0 g ) *toz-tc 0 M^ifiti5^|»i, ISfn^gtTkSf 

7^ (3 0mL) fcigffFU -Ifefb^V^^ (7 5%(mii?p> 5 . 0 g ) <£r 

M*., muxi oftmmwhtz.. ^m^v^ hzm^xz^L, v% 

25 ^77^- mmmm ^^-y-m^^^= 1 9 : : d -efs^-rs 
r i^ii9 s mmit^^ntc m&6 1 3m gN nx$24%) „ 

1 H-NMR (CDC 1 3 ) 5:1. 34-1. 39 (3H, m) , 4. 2 9- 
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4. 36 (2H, m) , 6. 61 (1H, s) , 7. 11-7. 22 (2H, 
m) , 7. 24-7. 51 (5H, m) , 8. 20 (1H, s) , 9. 28-9. 
3 0 (1H, s) . 
(##M15 8) 

5 2, 4 -v^^/l'- 5 -^a^/k- 1 - (y ^^;V7,/Vfc~ )V) -lH-fc°u — 
;v- 3 -jj/utfyB.^^ 

2 , 4 -v^ ^VV- 5 - 7x^/1/- 1 H- tfn — /I/- 3 - # /l^V^^V^ 
(3. Og) , ^miti-hV^J^ (6 0%m 5 9 6mg) *5 J; Vi? 
i/*/^^ (1. 9 2mL) Zm^X^fiU tmM<Dm^%fty\ ^Mfc& 

io Qs&m&mytvokLxffit (itxasoemg, W3 7%) „ 

1 H-NMR (CDC 1 3 ) 5:1. 35 (3H, t, J = 7. 2Hz), 1. 
89 (3H, s) , 2. 85 (3H, s) , 4. 30 (2H, q, 3 = 7. 2H 
z) , 7. 07-7. 46 (9H, m) , 7. 51-7. 58 ( 1 H, m) . 
(##$J 15 9) 

15 2-^f-z^-l- (7^^/1/^/1/*^/^) -5- (3-^^-/1^) -lH-t°n 
— /V- 3 —iJ/VT^l^k^jV 

5 - (3-^-^^/W - 1 H-fn— /k- 3 -^/^V^c^vl^ 
(1. 2 5g) , Tfcfcfc^MJ (6 0%ltt, 2 5 5mg) ^fift^ 

ify^/wft-A' (l. 2 2mD %ffl^X0^iH4 tmB^m^fr^, MMit 
20 ^^^^tLXmtc (KXiO. 8 0g s HZ* 4 0%) □ 

1 H-NMR (CDC 1 3 ) 5 : 1. 29-1. 57 (3 H, m), 2. 87- 

2. 90 (3H, m) , 4. 2 2-4. 3 7 (2H, m) , 6. 50-6. 95 
(1H, m), 7. 06-7. 19 ( 1 H, m) , 7. 24-7. 29 (2H, 

m), 7. 36-7. 46 (4H, m) , 7. 52-7. 58 ( 1 H, m) . 
25 (##M16 0) 

5- (4-7;i/tn7x^;i') -2-^^-71^-1- (y^^/w^/i^-^) -l 

H-t°n— /P- 3 -^/I^V^^ 
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5- (4-7;Vtn7x^) - 2 - ^ f ;W 1 H - t°o-;l/- 3 -^//^V 
&^fV (4. 9 5g) &i7kfb7tKD77^ (5 0mL) fc*#P U 
TTkMtft^ b P 17-^ (60 1 . 2 0 g ) £#Px.fc 0 1 5 ftmWI&s 

m^y&yx/isft-^ (5. 3o g ) ^^tl/c 0 ej^b^^uxi sb# 

n-7^77^ (JSP»$£ : ^f-y-mm^^=7 : 2) Ti*$Sl-r5 ^ £ 

«t y> , SMft;3# O&fi 2 . 75g, IW 3 5 %) £ lt#fc 0 

1 H — NMR (CDC 1 3 ) 6:1. 34 (3H, t, J = 7. 1Hz) , 2. 
10 8 8 (3H, s) , 4. 26 (2H, q, J = 7. 1Hz) , 6. 46 (1H, 
s) , 6. 9 6 -7. 2 7 (3H, m) , 7. 3 3 - 7. 4 7 (5H, m) , 7. 
51-7. 66 (1H, m) . 

mmi 16D 

5 — 7^~;v— 1 - (^cn^/^^/k^^/^) - 4 -7°n tVl^— 1 H- t°n— 
15 3-#/l^ViM5VV 

5-7^^^-4-7°^ tT/u- 1 H-fc°P-^- 3 -tf/l'tffi'ife^fvl' (2. 
Og) , fcmikl-hVV^ (6 0%$H4, 4 3 4mg) & £tJ^b-<^V* A- 

(i. 6o g ) ^m^x0mi4 twim<Dmi^n^\ mmit^^m^ 

■^Mthmtc (11X42. 7 3g, 6 9%) 0 

20 1 H — NMR (CDC 1 3 ) 5:0. 72 (3H, t, J = 7 . 5Hz), 1. 

32-1. 41 (2H, m) , 2. 31-2. 36 (2H, m) , 3. 85 (3 

H, s) , 6. 9 4- 6. 9 7 ( 2 H, m) , 7. 2 4- 7. 4 0 (7H, m) , 

7. 51-7. 56 (1H, m), 8. 09 (1H, s) . 
(##$] 16 2) 

25 4, 5 — 1 - (7i.^/V7/^^) - 1 H — fcf P —/I/— 3-77^ 

4, 5 - 9 Jy^=^jV- 1 H-t°n— 3 -%/l'tf>Wt*3'A' (4 2 8mg) , 
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7kmi\:1- h V $ A (6 0%itt, 7 4mg) & itMft^^f^/Mw^ (0. 

2 4mD ^m^x^mu tmm<Dm^n^\ mmit^^^^^tLx 
ntc mm. 5 0 6 m g , urn 7 9 %) 0 

1 H-NMR ( C DC 1 3 ) 6:3. 74 (3H, s), 6. 87-6. 92 
5 (2H, m) , 7. 00-7. 15 (7H, m) , 7. 2 0- 7. 3 6 (5H, 
m), 7. 49-7. 58 ( 1 H, m) , 8. 21 (1H, s). 

mm\i e 3) 

4 n n - 2 — p* fvt— 5 -7x-;l/- 1 - (7 ^—/l^/l^^/l') - 1 H- 

10 5 1 H— h°u—sU— 3 

^ (5 0 9mg) N fcmiti- h V »>A (6 0%#tf£, 1 3 9mg) *3it>*ii^ 

^^y^/u^^/v (5 1 lmg) ^ m^^x m^0H tmmomi^ $tm 

^^ffeiWiUifc (Ii6 10mg, 7 8%) 0 
1 H-NMR (CDC 1 3 ) 6:1. 36 (3H, t, J = 7. 2Hz), 2. 
15 8 5 (3 H, s) , 4. 34 (2H, q, J = 7. 2Hz) , 7. 15-7. 1 
9 (2H, m) , 7. 3 2- 7. 4 5 (7H, m) , 7. 56-7. 61 ( 1 H, 
m) . 
(##0116 4) 

2 P .n - 5 -7x^ )V- 1 - (y oi^/l/^/l/^— /l0 - 1 H - t°n — )\s — 3 

20 -•XuVi^l/m^-f-^ 

2 a n - 5 -y x.~;v— 1 H- t°n— ;V- 3 -#/l/tf;V@t^^vl/ (1. 0 
g) ©Tf7tFo77>li (4 0mL) ^^-CtK*^ h V 9 A (6 0% 
4 8 8mg) %M?LX3 0ftmW;W^fc o 1 5-^y9>~5 (2. 6 5 

g) ^Ttt3o^»^ifc^ ^yfy^^ny k (1. 8 4 

25 g) SrfllJx., H^2 4^m#bfc 0 S^^fP^7K^nxfcm> 

^J±^Hbfc 0 BTO^y D?;v$)7&? n-v- h^77^- (ilil:^ 
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&itir%z.k\z&\), mm4k&ya%m&mMik u-c#fc oixsi. 2 7 g , nx^ 

8 1 %) 0 

1 H-NMR (CDC 1 a ) 5:1. 31 (3H, t, J = 7. 2Hz), 4. 
5 2 7 (2H, q, J = 7. 2Hz) , 6. 55 (1H, s) , 7. 38-7. 5 

0 (7H, m) , 7. 6 0-7. 7 1 (3H, m) . 
(##M16 5) 

2 — — 5 — V x.~)\>— 1 - (y^^/l^/P/fr:^) - 1 H- /l/- 

10 5 1 H-t°P— )V- 3 -tf^^ife^^vl' (3 0 

Omg) ©fb7tKn77>fl (20mL) ^^MTtK*^^ (6 
0%»'|4, 15 5mg) SrJP^.T3 O^raft^U^o 15-^7^-5 (8 5 
Omg) ^iTU3 0^f«tf:^ -<yf^M^7n!) K (5 9 1 
mg) SrJlI*., Hfc2 4B#|ffl»#L;fco Sra^^fB^Tk^^IP^fcifl, 

15 f^Wlfc, ttffi^^lSfP^TKT^bs ^TRW^^^^AT^^, 

f-^-^cn^=8 5 : 15) TftM-t^^i^i^, ^tJlft^Srftl&ifcJlK 
t/i:LT#fc (Iftl:3 9 Omg, lK$8 1%) 0 ' 

1 H-NMR (CDC 1 3 ) 5:1. 32 (3H, t, J = 7. 2Hz) , 4. 
20 28 (2H, q, J = 7. 2Hz), 6. 31 (1H, d, J = 5. 1Hz), 

7. 30-7. 51 (7H, m), 7. 61-7. 67 (3H, m). 
(#^J16 6) 

2 - ^ p n - 4 -y/^P - 5 -y^~/u— i - (7^^^^.;^^— /^) -1H 

-t°P— 7k- 3 -^7/^>^^ 
25 2 — ^ P p - A—yjVirn - 5 -7cn^^— 1 H — fc° p —)V— 3 

(330mg) ©7f7tKn77 VW@L ( 6 0 m L) \Z.m^i^M\\^r 
MJr>A (6 0%itt, 2 9 6mg) %Mz.X 3 0 ftmMW Lfc 0 15-77^ 
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y-5 (1. 63g) l:lTtT3 0^Wbfci, -<yfy^^n 
UK (1. 13g) £jbB;U Htel 2 OBHg»#Ufc„ SJ&^g&fn^JtTk^n 

5 (MM*&K : ^= 3 rf->'-^^^= 9 : 1 -> 8 : 2) "OfiMSN^S i: l^J; 5 N 
^M{b^&&3t&$tfc^£ LT#fc (lK»2 6 0mg s t$5 2%) 0 
1 H-NMR (CDC 1 3 ) 5:1. 30-1. 38 (3 H, m), 4. 2 7- 
4. 38 (2H, m) , 7. 31-7. 54 (7H, m) , 7. 63-7. 73 
(3H, m) . 
10 16 7) 

4 - 7;V3ru— 5 -^^^/U- 1 - (y au=.;V7,;vfc^;v) -lH-t°n— ;V- 

4-yjv$ru-5-y x.^jv-in-\fv—;v- (i o 

Omg) ©7f7tKn77« (lOmL) frmWLXfrmfc't' V V 9 A (6 
15 0%$M4, 5 2mg) 0#|ffl»#Lfc„ 1 5-?7f7>-5 (2 8 4 

mg) SrlTLT3 0^Kil#tifc^ 'O'f^/^/^ny K (15 1m 

tittiit ttffl^Srl&fn^TK-c^u, ^mm^y^yy&xnmk, Ml 

20 ^-^^^=9 : i) T^^i-s-t^i^s mMik&m%M&mmmk t 

T#7t (!|Xi6 0mg, 11X^3 8%) . 

1 H-NMR (CDC 1 3 ) 8:1. 37 (3H, t, J = 7. 2Hz) , 4. 
44 (2H, q, J = 7. 2Hz) , 7. 14-7. 16 (2H, m) , 7 . 2 
8-7. 59 (8H, m) , 7. 94 (1H, d, J = 5. 1Hz) . 
25 (##M 16 8) 

5- ^^-1- (7*=/^/V*=/^) - 1 H-t°n- 3 -TJ^Tj^V^ 
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T/l^>#|gfCTs 5 ~-f=f-?V- 1 H-tfa-/^- 3 -XsUtf^Wt^T'A' (9 
76mg) ^ff7tKP77> (50m L) U TkSfft^ h V #A (6 

0%ftf3f£ N 2 4 0mg) £;5lPx.T^MT* 3 0 bfc 0 ^^^^V^/^ 
^ (0. 7 7mL) £iP;U ^MT*1^^#L7C 0 ^^t/^zk^X., 

: ^= 3 rf->-|^^^= 1 9 : 1^8 : 2) ^T^U '&hfotz.Wfc 
fe^fy-e^LT> igMte^&M&Hffci: LT#fc (4X1:7 8 Omg, 
j|X^4 7%) „ 

10 1 H-NMR (CD C 1 3 ) 6:0. 84-0. 89 (3 H, m) , 1. 2 6- 

1. 37 (5H, m) , 1. 4 7- 1. 5 5 (2H, m) , 2. 59-2. 64 
(2H, m) , 4. 2 5 -4. 3 2 (2H, m) , 6. 37 ( 1 H, m) , 7. 

5 2- 7. 6 6 (3H, m) , 7. 7 9- 7. 8 2 ( 2 H, m) , 7. 92 (1 

H, s) . 
15 (##M16 9) 

5 — n^^-yjV— 1 - (7 x.~;V^;Vifr~;V) - 1 H— t°P — /U— 3 — jjAs 

u^^--y;V- 1 H-t°n— ;V- 3 (5 3 Omg) 

&fflV>T.###iJ 1 6 8 £|i^<Dj&f££:fTV\ ^M^t/£M&«#!>£ ITifc 
20 (IKS 6 5 1 m g , Jfc*S 7 5 %) c 

1 H-NMR (CDC 1 3 ) 5:1. 15-1. 76 ( 1 3 H, m) , 2. 83 
(1H, m) , 4. 2 5 -4. 3 2 (2H, m) , 6. 40 ( 1 H, s) , 7. 
52-7. 56 (2H, m) , 7. 60-7. 66 ( 1 H, m) , 7. 77-7. 
8 1 (2H, m) , 7. 88 ( l.H, s) . 
25 (###117 0) 

4-^fW- 5 -~7au~)V— 1 - (7 x. —/I^/l/tfC — 1 H — tf P —/I/— 3 
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5-^n^e-4-^^/V- 1 - (7i^/V7/V$^/>) — 1 H — t° n —jv— 3 
-T^^V^^ (1. 1 gK 7x^l/**py| (4 8 7mg) N 
U t>A (4 8 8mg) feiO f fh7^^ ( MJ 7ai^./^^7-f » ^7^>)A 
(3 5 5mg) £rl , h^v-o^i/ (1 OmL) i^Tk (1 OmL) 

aim M7K«^hy «7A-ci&MK $£j£«*gLfc„ am^^y^v^y 

: ^^>-mm^^=9 : 1^2 : 1) \Z 
10 TffilSU ^M^^tl^^^S^tii LT#fc (HXS9 4 7mg, IR^8' 
7%) „ 

1 H-NMR (CDC 1 a ) 6:1. 98 (3H, s), 3. 85 (3H, s), 
6. 98 (2H, d, J = 8. 4Hz) , 7. 2 0- 7. 6 0 (8H, m) , 8. 
0 8 (1 H, s) . 
15 17 1) 

1- [ (3-^on7x^) ^;vfo~;V~\ - 4 —} f-;V— 5 —7^~;V— 1 H 

— t°D 1 — JV — 3 -#/^>^^/^ 

-fcfn— /I/- 3 -TJ/^V^^/^ (1. Og) , (4 0 3m 

20 g) „ Mth'J 1 ?^ (4 0 5mg) £> h 7 (b V 7 au^jV^y 4 

» /^7^^ (2 9 5mg) % 1 , 2-v^ h^^y ( 1 OmL) 

7K (lomD <Dm&mz.MML, ~?4?v$LR}&mm (^-yi-^^xhv 

-#KD^J±V ^^tV Wlf-, 14 0°C, 4#[ffl) £/I^T£OS£fTofc 0 
S^^iry^ b6i®Lfc^ 6^^7k^nx., ^^^trtt(±i L/c 0 ttTO 
25 ^^fn^TKTf^L, ^7k«^hy l7^T«m, Mi±lilibfc 0 

^y*W7^Pvf^77^ : ^= 3 rf">-M^^= 9 : 

l-*2 : 1) ^Tf*#L N mmit^m^m^m^tLXntc M7 2 4m 
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. g, ^7 3%) „ 

1 H-NMR (CDC 1 3 ) 5:1. 99 (3H, s) , 3. 86 (3H, s) , 
7. 00 (2H, d, J = 8 . OHz) , 7. 15-7. 60 (7H, m) , 8. 
0 5 (1H, s) . 
5 17 2) 

[ (3 - *J-;vy xu^;V) x;Vifr~;V] -5-7x^-lH 
- fcTn — ;V- 3 — jJA'IRyWtx-'f'A' 

^/I/^-yV] -lH-\fn—jV-3-iJ^yWt^f-^ (2. 8 0g) N 7 

io /^n^ (i. 8 4 g ) s ffy^^ (hvy^-frftxyjy) ^7^^ 

(0. 8 4 g) N ^Bfe^b (2. 3 1 g) ©1, 2-v^ h^v^c*^ 

(12mL) -7K (12mL) 7 0 1 2 R#|fflH$ bfc D JfrfeP&SJS 

15 fc 0 «@^Sr^y*^v^7^^n^b^77>f- : ^M^-^Sfe 

^^=9 : 1^7 : 3) fcTlWRU ^Mfb^fc&Sfeifi^ t (JR 
42. 6 7 g N IR^ 9 6 %) 0 

1 H — NMR (CDC 1 3 ) 5:1. 38 (3H, t, J = 7 . OHz) , 1. 
98 (3H, s) , 2. 25 (3H, s) , 4. 31 (2H, dd, J = 7. 0, 
20 14. OHz), 6. 99-7. 39 (9H, m) , 8. 07 (1H, s). 

mm\ 173) 

1- [ (4-7/>to7i^) Jfc/l'tfc^l'] -4-^f^-5-7x^-l 
H-t°P— 3 -TJ/^V^fvl' 

7Vl'=*l'&HI&T> 5-^P^-l- [ (4-7/^P7i^) 7.;Vfo~ 
25 )V\ - 4 - ^ f ^- 1 H - h° n -/V- 3 - *;^>|^ f /l' (2. 1 0 g) „ 7 
^~/U7$Ul/m (1. 42g) , fF7^ (MJ7s=;l/*^7^y) A°7i? 
<7A (0. 6 5 g) , ^^7- bp !7A (1. 77g) 01, 2-i?t h^rv^ 
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y (llmL) -7k (llmL) 7 0 1 2 $mW:W bfc D #*P^K 

5 ^n^=i 9 : l->7 : 3) ^TfS®JU ^M^t/Sr^fett^tl £ LT#fc 
(iRfil. 7 5 g, I(X^8 4%) 0 
1 H-NMR (CDC 1 3 ) 6:1. 99 (3H, s) , 3. 85 (3H, s) , 
6. 95-7. 42 (9H, m), 8. 06 (1H, s). 

mm\i 74) 

io 2 -^fvu- 5 1 - (try ^^-3 — f/i/^7i/*=/i/) - 1 h - t° 

5 -^P*- 2-^^71/- 1 - (try 3 ;V*;Vfo~;V) — 1 H — t° 

;V- 3 -T^/^^^it^^^ (2. 2 6 g) % r7^~/l^P :/g| ( 1 . .5 4 
g ) > ^pp [if* ( h y ^-/Ms*:^ y) ] v^A (2 1 lmg) , 
15 f^mi-h (1. 9 1 g) <D1, 2-i?t Y*y^?y (20mL) -tK 

domL) wmm%8 o°cx4oftmMWVK. 0 ifrM&Rj&u&vo&'tj'f ^ 

j&W^^PvF^^^ (MPJ^$£ : ^^rf-^-M^^= 9 : 1 -> 
20 6 : 4) ^Tlt^L, LT#fc OK* 2 . 3 9 g , HX 

#10 0 %) o 

1 H-NMR (CD C 1 3 ) 5:1. 30-1. 34 ( 3 H, m) , 2. 92 
(3H, s) , 4. 2 3-4. 3 0 (2H, m) , 6. 59 ( 1 H, s) , 7. 

23-7. 39 (4H, m), 7. 5 0- 7. 68 (2H, m), 8. 22-8. 
25 25 (1 H, m) , 8. 61-8. 62 (1H, m) , 8. 75-8. 77 (1 

H, m) . 
(###l 17 5) 
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r/^=i>#|a^iT^ {7 ^^;V7,;Vfc^- ;v) - l H - h° n — 

)V- 3 -^jU^ym^f-^ (2. 1 1 g) , iy? U7°n t°/U7$uym (6 8 3m 
5 g) , ii/^v? 1 )^ (ID (69mg) , VV xn^*c*yjVifr?.7 4 V 
(174mg) &£0!J V^H# y >7A (4. 55g) ^ (27mL) 

(1. 3mL) ««^Tl 0 0°C-e4Bff^#tfc o #^&£j£^l&&zK 
(5 0mL) -»fJU @^H^^-etttflLfc 0 *[&ffi$&S&ft&ifok^iSfci£U 

10 vf^77^ (MH^ : ^f-^-S^^^=l 9 : 1^8 : 2) ttflf 
$SU &mc&^*^MWto± LT#fc (IXi4 0 6mg, HX#2 2%) „ 
1 H — NMR (CDC 1 3 ) 5:0. 30-0. 36 (2H, m) , 0. 7 1- 
0. 77 (2H, m) , 2. 0 0- 2. 0 8 ( 1 H, m) , 3. 79 (3H, 
s), 6. 19 (1H, s), 7. 51-7. 56 (2H, m) , 7. 63-7. 

15 66 (1H, m) , 7. 85-7. 88 (2H, m) , 7. 94 (1H, s). 

mmn 1 6) 

[2-^^-1- (7 au~/V*;Vfc=./V) - 1 H-t°o —)V— 3—4/^1 

2 — ff-;v-i - (7 ^~;v*;vifr~;v) - 1 h- /v- 3 
20 ^/M8. 0 5g) *3 .fctfTk^fbS^ y7W;K^H© 1 . 5mol/ 
L f/Hy^S (5 5mL) %m\^X&3$ffl5bmm<D%kfc%fr\\ 
&&&ffiM S kLXmz. 0K»6. 6 1g, UK* 9 6%) „ 

1 H — NMR (CDC 1 3 ) 5:1. 37 (1H, brs), 2. 29 (3H, 
s), 4. 42 (2H, brs)., 6. 29 ( 1 H, d, J = 3. 6H z) , 7. 
25 3 0 (1 H, d, J = 3. 6 Hz) , 7. 4 9- 7. 5 5 (2H, m) , 7 . 5 
8-7. 64 (1H, m) , 7. 78-7. 81 (2H, m) . 
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( 5 --fu^- 1 - { [3- (ff'Jl'XA'ft—A') y^~)V\ ^;V~fc^;V) -1 

{3- {fJ-jVT.jv-fo—fv) y ol=-jV\ ^/v~fo=.;v} -ih 

-m°x2—/v- 3 -^^•ym.^f-j^ (5. 4i g ) & <t t»K^-fb y -f^jvy 

5 5mo l/Lb;^yM (2 6mL) ^fflV^T#fi5^ 

8s<E>gM£&fTV\ tiM^eMB^utifc (nx*4. 8 3 g , urn 9 

6%) „ 

I H-NMR (CDC 1 3 ) 8:1. 66 (1H, t, J = 8. 1Hz), 3. 

II (3H, s) , 4. 52 (2H, d, J = 8. 1Hz) , 6. 38 (1H, 
10 d, J = 2. 1Hz) , 7. 3 3 -7. 4 5 (1H, m) , 7. 79 (1H, t, 

J = 8. 1Hz), 8. 20-8. 24 (2H, m) , 8. 53 (1H, t, J 
= 1 . 8 H z) . 

mmn 7 8) 

[5 -zfu^-A-^JV— 1 - (yx.~;VX;Vfo~ ;V) - 1 H- t°n— ;V- 3 

15 -^] t^S'-tV 

5 -r/n-t- 4 — rc^/i/- 1 - (y ^~;VX;Vfc~;V) - 1 H- t°P— /U- 3 

-tf/wtf^SM^ (l. 3 5g) J:0*ift^ A© l . 

5mo l/L^xy«S (7. 5mL) &fflV^T##0iJ 5 £ P«l©t*f^SrfTV\ 

bT#fc Ofcftl. lOg, HX^8 8%) □ 
20 1 H-NMR (CDC 1 3 ) 5:1. 05 (3H, t, J = 7. 6 Hz) , 2. 
39 (2H, q, J = 7. 6Hz) , 4. 53 (2H, s) , 7. 47-7. 6 
4 (4H, m) , 7. 9 0-7. 9 5 (2H, m) , 1H Mc&ffl. 
(#%0U 7 9) 

{1- [ (3-^no7i^) .^M^] - 2 —ff-A/— 5 1 
25 H-t°n— /I/- 3 — f/H tPS-rAs 

1- C (3-^nn7i^) 7.71^^^:71/] - 2 — t^jV— 5 -7 1 
H-fc°n— 71^-3 -^/l^V^fvU- (0. 8 0g) $5&Xfifr%fcl?4 Wf-JV 
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r/k^^(Dl. Smol/Lf/Vxyif (4. OmL) SrfflV^T###ij5 
$4 8%) o 

1 H-NMR (CDCI3) 6:1. 36 ( 1 H, t, J = 5 . 4Hz), 2. 
5 5 3 (3 H, s) , 4. 49 (2H, d, J = 5 . 4Hz) , 6. 20 (1H, 
s), 7. 26-7. 3 8 (8H, m) , 7. 47-7. 51 ( 1 H, m) . 
18 0) 

( 5 -7 a^^jV- 1 - { [4- (b!J7^tn^ h^vO 7^^/^] */^/J^ 
/W - 1 H- t°p— yu- 3 — f/^) 

10 5-7^^71^-1- { [4- (MJ7^tn^ f^vO !7cn~/Kl ^A-/Jn~ 

M - 1 H- fc°u— /U- 3 -fij^^m^^ ( 1 • 3 3g) ©ff7tKo7 
(3 OmL) £-7 8°C^MJLfc^ TkiS'fb y^f^T/^^ !7 
AO 1 . 5mol/L^xyiS (8. OmL) «TU - 7 8 tlT?;* k 
3B#^m#tfc 0 Miamo 1/LM.m (2 OmL) ^P^L, g^^/^T 

;v=$ : 2) ^Tltl^U ^]lte^&Jftif»£ Ltifc OlXfiO. 7 1 g , HX 
.^5 9%). 0 

20 1 H-NMR (CDCI3) 5:1. 56 (1H, s) , 4. 58 (2H, s) , 

6. 22 (1H, s) , 7. 11 (2H, dd, J = 0 . 8 5, 8. 9 5Hz) , 

7. 17-7. 22 (2H, m) , 7. 2 7-7. 3 9 (5H, m) , 7. 42 
- 7. 4 3 (1 H, m) . 

mnm isd 

25 [ 5 -y^^/k- 1 - ( 2 -^^r^/l^/V/ft — ;V) - 1 H - fc° P — /U— 3 - A 
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tfy&tzzf-A, (6 5 0mg) ©ff7t Ko77 (20mL) £-7 0°C 

£#331 U TkStftvM y/W^^!> A© 1 . 5 mo 
(5mL) ^^L-foMTtfCo -7 0°CX»iSb\CimmmW^fc^ RfoWifc 
lmo 1/Lfflt (2 0mL) Sixf;K'ttaitfco ttffi 

1:1) Tffi8H-3- bfc£V, mm<k&Qo&$kft&tiitf;VokLxnfr («Xi4 

8 0 m g , IR¥ 8 4 %) 0 

1 H-NMR (CDC 1 3 ) 6:4. 57 (2H, d, J = 5. 6Hz) , 6. 
10 2 3 ( 1 H, d, J = 1 . 8Hz) , 6. 89 ( 1 H, dd, J = 3. 9, 4. 
9Hz) , 7. 09 (1H, dd, J = 1 . 4, 3. 9Hz) , 7. 28-7. 
41 (6H, m), 7. 53 ( 1 H, dd, J = l, 4, 4. 9Hz). 

mmn 8 2) 

[2-^^-1- -5- (3-f-^^;u) -iH-t° 

15 ta— /I/- 3-^)V\ tZJ—fr 

2-^^-/^-1- (7^^7^7V*^/U) -5 - -lH-t" 
n— /i/- 3 -^/v^^^^^/v (0. 7 5g) tek^i^m^yJ V-f^-ivT 

~$J»<Dl. 5mo (4. OmL) £ffll^T##0iJ 5 i: |i?lit 



©M^?tI\ mmit^^^^tLXnti (JfciO. 4 2g, Jfc^6 
20 3%) „ 

1 H-NMR (CDC 1 3 ) 6:1. 35 (3H, t, J = 5. 4Hz), 2. 
53 (3H, s) , 4. 48 (2H, d, J = 5 . 4Hz) , 6. 19 (1H, 
s), 7. 06-7. 10 (2H, m), 7. 22-7. 26 (1 H, m), 7. 
3 5-7. 4 4 (4H, m) , 1. 4 9-7. 5 4 (1H, m) . 
25 (##M 18 3) 

[5- (4-7^tP7i^) -2-^/^-1- (7^^/V^/^^^/k) - 
1 H-t°n-7lx- 3 ->f/U] *#/—A' 
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1 H-fc°n— /I/- 3 -^7/^#>-^^^/l/ (2. 7 0g) ^rfb7t Kn77^ 
(3 0mL) ^jtfU -7 8°C«*Pb^ 0 Tkil^ y^W;l^^!)A 
(Dl. 5mo (13. lmL) ^ITU -7 8 < CT$kfc 

5 20#r B m#bfc o MlHrno 1/Lm.Wi (1 5mL) SrJPxi, g^Hm^/ut? 

2:3) \z.xmmL, mmit^m^m^mtLxntc mmi. 0 9 g , ««4 

10 5%) 0 

1 H — NMR (CDClj) 6:2. 51 (3H, s) , 4. 47 (2H, s) , 
6. 15 (1H, s) , 7. 00 (2H, t, J = 8. 7Hz) , 7. 14-7. 
27 (2H, m) , 7. 3 5 - 7. 4 3 (4H, m) x 7. 48-7. 61 (1 
H, m) . 
15 (##$J18 4) 

[2, 4-^f/>-5-7i^-l- (y^^/^/k/fr—/!/) — lH-tfn 

2, 4-^f/V-5-7i^/V-l- (7cc^/k^/k7jN^/k) -lH-t°n 
— /V- 3-^7 />tJ?^^^ (1. Olg) &£U7k : Miki?4 y-J^JVT )V% =. 
20 «7A<£>1. 5mol/Lf/^y|$ (6, OmL) Srffl V^T^^M 5 i IHHI© 
&f£«rfrv\ ilft^^iWttTifc (MO. 8 4g, i&^9 
4%) 0 

1 H — NMR (CDC 1 3 ) 5:1. 22 (3H, t, J =4. 8Hz), 1. 
83 (3H, s) , 2. 56 (3H, s) , 4. 49 ( 2 H, d, J = 4. 8H 
25 z) , 7. 11-7. 43 (9H, m), 7. 49-7. 55 (1H, m). 
18 5) 

[5-7^^/^-1- (7 a: ^7!/*/Wi^A') - 4 -7°P fcT/l'— 1 H— \?u—;V 
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-3— Ok! 

-3-*/v#^^^ (3. og) „ &tJ ? 7kSf'fbvM yy*?-/\'T/i'%~VJ±(D 

1. 5mol/LW^y»1(l6. lmL) »t##i5 t^i©Sf^ 
5 &fTV\ ITifc m&2. 7 3g, 9 5%) „ 

1 H-NMR (CDC 1 3 ) 5:0. 71 (3H, t, 1 = 7. 5Hz), 1. 

2 6- 1. 5 0 (3H, m) , 2. 05-2. 19 (2H, m) , 4. 59 (2 
H, d, J = 4 . 8Hz) , 6. 9 9 - 7. 0 2 (2H, m) , 7. 24-7. 
36 (7H,m), 7. 43 (1H, s) , 7. 48-7. 52 (1H, m). 

10 18 6) 

[4, 5 - i?7x.~/V- 1 - (^ni^/l^^/fr—^) _ i h- 3 

4, 5 - v 5 ^^^/^- 1 - /l^/l^^/V) — 1 H — b°n — /V— 3 — # 

(4 3 9m g ) y^W/V^^© 1 . 5 

15 mol/Lf/^yM (3. 2mL) £fflV>T##$! 5 ^ [H^^^lrff 
^M^tl^feffi^i lT#fc 01X4 3 6 lmg, W8 8°/o) „ 
1 H-NMR (CDC 1 3 ) 8:1. 50 ( 1 H, t, J = 5 . 7Hz), 4. 
49 (2H, d, J = 5 . 7Hz) , 6. 9 6-6. 9 9 (2H, m) , 7 . 0 
4-7. 07 (2H, m) , 7. 11-7. 18 (5H, m) , 7. 23-7. 

20 3 7 (5H, m) , 7. 4 8-7. 5 3 (1H, m) , 7. 6 0 (1H, s) . 
(##il 8 7) 

[2-^Pn-5-7i^-l- (^^—/^/V/ft^A') -lH-t°n^- 

2-^nn-5-7x^-l- (7 o^/^/VzJn—/^) - 1 H— \fu—;V— 
25 3 -^7/1/^V^^/l- (1. 2 7g) Off7tKo77yII (3 0mL) £ 
-7 0t^U 7kmitl?4 V-ff-frT As 1 . 5mol/LWH 

(7. 6mL) ^>lfolflfc 0 -7 0 °Ct?$ ^ 1 ^ W# Lfc^> 
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Mlamo 1/lSi (2 0mL) «XL, ^^f-^Tttttl Lfc„ 

7:3-^1:1) Tf-»»-f-5 £ £ «fc U x imi^Miattf: 
5 (IKS 8 8 2 m g N HK^ 7 8 %) 0 

1 H-NMR (CDC 1 3 ) 6:4. 47 (2H, s) , 6. 27 (1H, s) , 
7. 39-7. 47 (7H, m) , 7. 57-7. 65 (3H, m) . 
(##M 18 8) 

[2 —yjvUrxi — 5 — y^^/u— l - (7x^;k^;u*^^) -iH-t°n-/v 
10 —3 — f 71^] 

2 — y;V$rxi-5-y^~;V—l- (y au~;vx;Vfc~;V) -lH-fc°n — ;V 
- 3 -io )Vitsl/^^=f-)V (3 9 Omg) Ot h7t Fn77^t (2 OmL) 
&- 7 0 0 C(^*PU TR^b^-f V^^JVTJVX^^ 1. 5mol/L^ 
(3. 5mL) Sr^lfojSTLfc. - 7 0 °C"e $ h \Z 1 Hf RB»# bfc 
15 fl, Ml:imo l/L&H (2 OmL) ^P^, g^^/l^jfcttj Lfc 0 ft 

= 7 : 3->l : 1) •eHHtSr^J;^ £ LT# 

(JR* 3 3 0 m g , (Z$9 5%) 0 
20 1 H-NMR (CDC 1 3 ) 5:4. 43 (2 H, s ) r 6. 06 (1H, d, 
J = 5. 5Hz), 7. 31-7. 62 (10 H, m). 
(###!! 18 9) 

[ 2 — # u n - 4 —y;v$-v - 5 l - (y x.~;vx;VHis~;v) -l 

25 2-^nD-4-7^tn-5-7i-;^-l- (7 znsvt^/l/tfc^/l") -1 
H-fc°n— JV- (2 5 Omg) ®rf7t Kn77>il 

(20mL) £-7 Ot^fU ikmfci?4 yy'J-^T/U^-V&Vl. 5m 
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0 (6mL) ^>lfo|Tlf:. - 7 0 °CV$ h \Z. 1 B#ffi 
ffl$\stz.®., Mtlmo 1/Li» (5 0mL) SrJl!*.* Btefc^/l'Tttlfl 

5 g|rn^/u=7 : 3-*l : 1) "C^SH" 5 £ £ £ !K £Jgfc£tt&&fiifi2|fc*£: 
LT#fc (HX42 1 Omg, 4X^9 4%) „ 

1 H-NMR (CDC 1 3 ) 5:4. 49 (2H, s) , 7. 31-7. 51 
(7H, m) , 7. 6 0-7. 6 8 (3H, m) . 

mmn 9 0) 

10 [4-y;Vjrn — 5-yau~;V—l- (y 3u~;V7>;Vifr~;v) - 1 H— \fn—;V 

-3 -4 Ar\ J—^ 
A — y;^irx2- 5 —y^^ju— l - (7;c~/i/;*/i/;fc~/i/) -iH-ifn^ 

(6 0mg) ©7f7tKD77^I (lOmL) £r 
-7 0 o C^7££PU Tk^bvM y^W^^^A© 1 . 5mo 
15 l^ift (0. 5mL) ^>lfoiTtfc 0 -7 O°C^$^^10#r H m#b^fI, 
ratlmol/Lli (2 0mL) g^^/KT?Ji£j{ij L7C D 

7:3) 19, ^M^t/§rMfe*^t/ £ (M4 0 

20 m g , Jfc* 7 5 %) o 

1 H-NMR (CDC 1 a ) 5:4. 60 (2H, b r) , 7. 20-7. 23 
(2H, m) , 7. 31-7. 56 (9H, m) . 

mmn 9 d 

2— pt^vi'— 1 — (^—/W^/W^^/l/) - 1 H— /I/— 3 -XtV/WT* t 

25 K 

[2-^fv^-l- (7i^/V^/^-^) - 1 H- 71/- 3 — f/i/] * 
$ J—)V (6. 3 5g) N v^fvl/^/l/^v'K (5 0mL) $3 «ttJC MJ 
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T$> (25mL) <Dm&mz=WtftMM ■ tfP Vl/^W- (4. 57g) SrJPxi, 

TKT^tfc^, ^TKM^-fy ^At«u 3iiu ^j±$titL/c 0 mmm 
2: i) Tftfj-rsr <^£<9, mmfc&m%&&tLxmz mms. 2 7 g , 

iR* 8 4 %) 0 

1 H-NMR (CDC 1 3 ) 6:2. 62 (3H, s) , 6. 65 (1H, d, 
J = 3. 6Hz) , 7. 35 (1H, d, J = 3. 6Hz) , 7. 55-7. 6 
10 1 (2H, m) , 7. 66-7. 71 (1H, m) , 7. 8 5- 7. 8 8 (2H, 
m) , 9. 8 9 (1H, s) . 
9 2) 

5 -r/n^E- — 4 -^fvV- 1 - (7 - 1 H-\fn—;V- 3 - 

15 [5 -^p*- 4-^^71^- 1 - (7cc^;k^/k7^^/k) - 1 H— \fn—;V— 
3--f^] *9J—A< (1. 05g) , 7h7-n-7"DWy ; e^^ ^ 
/Wl^ — b (5 4. 3mgK N-^f-A^^^V > N-^v'K (5 4 3 
mg) ^ct0 ; eW=3rc 2 .7-i/-^^4Ai)* (5 2 2mg) %m^X0%M6 k 

mm<Dmfc%ft\<\ mmit^m^&^^tvxmt. oixio. 5 1 g , W4 

20 9%) o 

1 H-NMR (CDC 1 3 ) 5:1. 06 (3H, t, 1 = 7. 8Hz), 2. 
62 (2H, q, 1 = 7. 8Hz) , 7. 5 5- 7. 6 3 (2H, m) , 7 . 6 
7-7. 75 (1H, m) , 7. 9 6 - 8. 0 0 (2H, m) , 8. 09 ( 1 H, 
s) , 9. 8 1 (1H, s) . 



25 (##M 19 3) 

{ [3- {*J-;V*;Vfc~;V) 7^z=-)V\ -1H 
- 1° u •—}]/— 3 sWVlsf t K 
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- { [3 - (*J-;vx;vfc~;v) y^^/u^ ^;vi^^;v} - 
1 H- tfPWV- 3 --f M *$;—)V (4. 8 8g) *5<tt>*H^b^ ■ t°y 
y^fc (2. 1 9 g) £ffl^T##Ml 9 1 i: IU«©t*f^SrfTV\ mMik&$) 
%&&mW-kLXmz- 0&i:2. 8 0g, |$5 8°/o) □ 
5 1 H-NMR (CDC 1 3 ) 5:3. 12 (3H, s), 6. 7 7 (1H, d, 
J = l. 8Hz) , 7. 86 (1H, t, J = 7. 8Hz) , 8. 10 ( 1 H, 
d, J = 1 . 8Hz) , 8. 2 6 - 8. 3 0 (2H, m) , 8. 61-8. 62 
(1H, m) , 9. 7 9 (1H, s) . 
(##0iJ 1 9 4) 

10 2-^nn-5-7i^-l - { [4- ( MJ ;!/) ^ 

;Vfo=^M - 1 H- tfn— A— 3 -^/^Wrt K 

5 -y ^^-JV- 1 - { [4- (MJ7/^D^f^) :7a^/V] ^/k^n/I/} 
- 1 H-t°P- /V- 3 -^/W^/V^t K (3 0 0mg) £N, N-i^^/HM' 
i»T5: K (6mL) U l?fitN-^PD3A^|^ 5 K (11 6mg) 

% 3 %m,m7kmz> v 9 j»mwtRx$$&%\±ffi.&x*mft u m^mwt^ ^y&x 

&®&m&MMik LXfflt (IXl2 0 0mg, (Z$6 1%) „ 
20 1 H-NMR (CDCI3) 5:6. 55 (1H, s), 7. 31-7. 35 
(2H, m) , 7. 3 8 - 7. 5 0 (3 H, m) 7. 7 4- 7. 8 0 (4H, 
m) , 9. 9 4 (1H, s) . 
19 5) 

1- [ (3-^op7j^) ^/I/Tfr^/l/] -2-^f/l/-5-7i^/V-lH 
25 - fc° p — 3 — # /WVlrf t K ■ 

{1- [ (3-^nn7x^/V) - 2 - ^ 5 - 7 x.~jv- 

1H— tfn— /I/— 3— >T/W T^^y— A (3 4 0mg) „ fb7-n-7nt°;V 
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TV^~*7& ^V/Vv-r— Y (17. 7m gK N-^^/^/V^U^ N- 
t^>F (17 9mg) $6>£n^V*au7-l/-y**A A$>* ( 1 8 9 m g ) % 

2 3 7m g, Jfc*7 0%) 0 
5 1 H-NMR (CDC 1 3 ) 6:2. 90 (3H, s) , 6. 50 (1H, s), 
7. 17-7. 21 (2H, m) , 7. 2 8-7. 4 3 (6H, m) , 7. 51 
-7. 55 (1H, m) , 10. 03 (1H, s). 

mmn 9 6) 

5 — y^^jv— 1 - { [4- (f!J7;^n^ f^i/7i^) ^/l^—zl/] - 
10 1 H - fc° d —;v- 3 - # t K 

(5-7x^-1- { [4- (MJ7/I/tP^ b^vO y au^;V] 
;V) - 1 H- \?u—;V- 3 — T^) ^ * 7 (0. 7 0 g) (DT-teh—hV 
m& (15mL) hy~n-y°u \f frT ~ $ & ^;W>Tt- h (5 5 
mg) , N-^W;^!I^ N-^-^v'K (0. 6 9g) ^i^Ka? 
15 -5/-^4A»* (0. 4 5g) SrJn*., ^-C30#^S#Ltc o 

^=3:D KxmmL, mmik&m'&te&kLx'ftft okao. 42 g , w 

6 0 %) 0 

20 1 H-NMR(CDC1 3 ) 5:6. 59 (1H, s ) , 7. 09-7. 17 
(4H, m) , 7. 2 7- 7. 4 4 (5H, m) , 8. 12 (1H, d, J = l. 
9Hz) , 9. 90 (1H, s) . 
(##M1 9 7) 

5 — y^~/V— 1 - ( 2 — ^3i^i7^/W*= - 1 H— t°a— /k— 3 — #/W< 
25 /Vft K 

[5-7^^/V-l- (2 -^?-~;V?,;Vfo~;V) - 1 H- t°P— )V- 3 
/k] *#J*-jV (4 8 0mg) OTir h U (2 0mL) }l7^7-n 
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-7°v }f;VTl/ ; £~VJ* ^;V;V"r-r^-Y (8 0mg) \ N-^^/^/^JJ^ 
N-t^VK (4 0 7mg) Xt**^*? — iX— :/*4A$&^c ( 5 0 0 m g ) 

5 (JgM^ : ^^f-y-|^^^=4 : 1 -> 3 : 2) ^1*®^ 5 £ i: «fc <9 , 
*Mfb^tlSr^^H e H^b-C#fc (4X1:2 7 2m g, HK^5 7%) „ 
1 H-NMR (CDC 1 3 ) 5:6. 59 (1 H, d, J = 1. 8Hz) , 6. 
90 (1H, dd, J = 4 . 9Hz, 3. 9Hz) , 7. 05 ( 1 H, dd, J 
= 3. 9Hz, 1. 4Hz) , 7. 24-7. 45 (5H, m) , 7. 62 (1 
10 H, dd, J = 4. 9Hz, 1. 4Hz) , 8. 07 ( 1 H, d, J = 1 . 8H 
z) , 9. 8 8 (1H, s). 
(#%M19 8) 

2—^^;v-i- (7;n=/i';*/i'tfc=/i') -5- -lH-fn 
sv- 3 -jjyw^f't K 
15 12—t'T-A'- 1- (:7^~/W*/l'Zfr~/l') -5- (3-f-^^/W - 1 H- 

t°p— /v- 3 -4jV\ (3 0 7mg) „ T Y y ~ n - 7°n tW7 ^^E- 

-^i*. ^/Wl'f^ — b (2 6. 4m g) , N-.* fvwe/l"* P I' N-t^rv' 
K (2 1 6mg) asitf^Vdf- =.9-5'*- 4 A$&* (2 1 5mg) £/BV^T 

mm>\6 tmm(Dmft%ft^\ mmit^m^^m^t lt#?c ok* 3 0 9 
20 g N urn 7 6 %) 0 

1 H-NMR (CDC 1 3 ) 5:2. 90 (3H, s), 6. 50 (1H, s), 
7. 0 2- 7. 0 6 (2H, m) , 7. 2 3 - 7. 2 6 ( 1 H, m) , 7. 37 

-7. 43 (4H, m) , 7. 5 4-7. 6 0 (1 H, m) , 10. 01 ( 1 H, 
s) . 

25 19 9) 

5- (4-7^tn7i^) -2-^/^-1- (^a^/l/^/Mss/l') -1 
H-t°n —/l'- 3 - # /WVUy t K 
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- 1 H— \^n—;V— 3 )V\ ^ # J — ;V ( 1 . 0 8 g) SrTir h ^ MJ ;V (2 
OmL) fc|g#¥U 7-f7-n-/o Wy*-!?^ ^/WVft- f> (10 
OmgK N - y fvWEvl'^ U ^ N-^v^K (0. 5 2g) & J; O^E- ^ ^ ^ 
5 7-^X4A|* (1. OOg) ^n^L, ^m-C2^8I^Lfe 0 

^^=3 : 1) fcT»|*U ^Mft^SrMfefcflrt OfcirO. 7 

1 g, IK#6 6%) „ 

10 1 H — NMR (CDC 1 3 ) 6:2. 89 (3H, s) , 6. 46 (1H, s) , 

6. 99 (2H, t, J = 8. 7Hz) , 7. 11-7. 21 (2H, m) , 7. 
37-7. 46 (4 H, m) , 7. 56-7. 62 (1H, m), 10. 01 

(1H, s) . 
(##0»J 2 0 0) 

15 2, 4 -v^^vl/- 5 -^cn^W- 1 - (7 *.=./VX/Ufr~/U) - 1 H — fc° n — 
3 -*;^/Pft K 

[2, 4 —^^f-fV— 5 -y^^/U- 1 - (^^^/^/^^/k) — 1 H — fc° 
P—A'- 3-^/1"] (0. 8 4g) N 7h7-n-7 P Pt>7y ; t^ 

r?A ^/W^X-^-h (5 7. 3mg), N ^TWE-yl^ ]) 1/ N-WK 
20 ( 4 3 7mg) *3 l/^ a 7-^-7^ 4 A©* ( 4 2 2 m g ) &fflV^T# 

#096 i^«©fSW^*ffV\ &£{b£»&fcfitt:fKtt£UT#fc OKiO. 5 9 
g , 7 1 %) o 

1 H — NMR (CDC 1 3 ) 5:1. 95 (3H, s), 2. 88 (3H, s) , 

7. 0 3 - 7. 0 6 (2H, m) , 7. 2 6-7. 4 2 (7H, m) , 7. 54 
25 -7. 60 (1H, m) , 10. 13 (1H, s). 

(##M 2 0 1) 

5-7^^/1^-1- (7i^;^;^-;i/) — 4 — 7°n \f/V— l H — \fn^-;v— 
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[5-7^^/1^-1- (7x^^/1/*^) - 4 \£/V- 1 H- t'P- 

(2. 7 3g) N 7 1 f7-n-^P fcV^T^^-^A 
^/WI^xt" — b (14 2mg) , N-^W/^Uy N-^-^r^K (1. 0 
5 4 g ) X^I/^a7-^^ 4 A©* (1. 5g) SrffiV^T##M6 illim 

<D^srfTV\ mmit^m^m^m^t ittfc (iksi. 3 3 g , nx^4 

7%) 0 

1 H-NMR (CD C 1 3 ) 6:0. 72 (3H, t, J = 7. 5 Hz) , 1. 
3 0- 1. 4 3 (2H, m) , 2. 31-2. 37 (2H, m) , 6. 94-6. 
10 97 (2H, m) , 7. 24-7. 40 (7H, m) , 7. 52-7. 58 (1 
H, m) , 8. 0 8 (1H, s) , 9. 9 4 ( 1 H, s) . 
2 0 2) 

4, 5 - v^^n/b- l - {7 ^~;V*;Vifr~;V) - 1 H- t°P — /U- 3 

15 [4, 5 — Wx.—fls— 1 - (^-/W*/!^-^) - 1 H— }£u—;V— 3 - 
<4)V\ J'-jV (3 5 2mg) N T" h^-n-^n tVl^T^^^^A ^;WU 
7"^— b (13. 8mg) N N-^/WEVl'JfcP N-^-df^K (15 9m 
g) Ui0 ; eV^^7^^4A^ (17 7mg) §rfflV^T##M6^P 
«©tfcffc&fTV\ tmi^efe^ittllfc 5 Omg, JR^7 

20 2%) 0 

1 H-NMR (CDC 1 3 ) 5:6. 93-6. 96 (2H, m) , 7. 04- 
7. 09 (2H, m) , 7. 13-7. 18 (5H, m) , 7. 26-7. 35 
(5H, m) , 7. 5 2- 7. 5 8 (1 H, m) , 8. 25 ( 1 H, s) , 9. 
86 (1H, s) . 
25 (#=%$! 2 0 3) 

2-^nn-5-7x 1 — (;7cc~/l^/k/ft~/V) - 1 H- fc°n <—/!/- 3 
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[2-^pp-5-7x^;1/-1- (7i-7M/l'*= ;V) - 1 H— 
-3-4^ (8 3 Omg) (DT± h^h V ( 5 0 m L) fcx 

b 7— n fcVl'T i^E- — >7A ^;WVft- h ( 8 4 m g ) N N-^^vWE 
/k/^y^ N-^-^v-K (4 8 4mg) .RtJ^e V^a. y — *y—?^ 4 Afe^c (2. 

5 og) s^n^u mu^5mmmwLtc 0 Emm^mm^^v^Lx±y 4 h 

- : ^^rfy-^^= 1 9 : l->4 : 1) XWUir 5 £ h \Z £ 

^Mte^fc&S&ifclftfei: LT#fc 01X1:4 4 Omg, JR^5 3%) „ 
1 H-NMR (CD C 1 3 ) 6:6. 52 (1H, s), 7. 32-7. 52 
10 (7H, m) , 7. 6 2-7. 6 9 (3H, m) , 9. 9 3 ( 1 H, s) . 
(## M 2 0 4) 

2 -yjVJrU - 5 -7rc^7^- 1 - (7^^/k^/k7iN^7^) - l H— — 

[2 — 5 -7i-^- 1 - (^^^/I^/l^—zV) -lH-fc°P- 
15 (3 3 Omg) (DT± h^VV ^MW (2 0mL) \C 

7 h7-n-y°v ¥/lsTy*~ t> J* s</Wr1~— h ( 5 3 m g ) „ N-^fvl' 
t£/VftVy N-^VK (2 7 Omg) RXt* a y X 4 AffiM 

(5 0 Omg) SrJHx.. m.uxi. 5'^a#bfc 0 K&$&BfcS&^?Vl'TMfrfc 

20 v^77^- ; ^^rfy-iixf ;l/= 1 9 : l-*4 : 1) XWU 

-t&z.k\z&*), mmit^^m^^t lt#/: mmi 1 o mgN nx^3 

4%) o 

1 H-NMR (CDC 1 3 ) 5:6. 32 (1H, d, J = 5. 1 Hz) , 7. 
27-7. 31 (2H, m), 7.. 35-7. 52 (5H, m) 7. 62-7. 

25 6 9 (3H, m) , 9. 8 7 ( 1 H, s) . 

(##$J 2 0 5) 

2 — ^ n a - 4 — - 5 — y^~;v— i - (y ^^/ux/uft^/u) — ih 
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- fc° n — ;v- 3 - # jv/^jvf t K 

[2-^pn-4-7/VtP-5-7x^-l- (^ai^/k^/l/7jN^i/l/) - 
1 H-bTn— 3 ->f/l/| ^ 7U (2 1 Omg) <DT± h~ h V /^WW 

(15mL) \LT V 7- n -y*u t° ;VT > ^ ~ V & ^;V;Vv"j-— ]> (31m 
5 g) „ N-t^/l/flsfty y N-t^K (156mg) & tf=E- a. 7 — V 
-^4Aft* (5 0 Omg) &Jn£, IfiT'l. 5m*mWLfc 0 

-*8 5 : is) t:mmir%^t\-£*)s mmfc&m&te&tiivtmkLxmz. (u 

10 iHOmg, 6 7 %) o 

1 H-NMR (CDC 1 3 ) 5:7. 28-7. 36 (2 H, m) , 7. 42- 
7. 55 (5H, m) 7. 66-7. 71 (3H, m) , 9. 92 ( 1 H, s) . 
2 0 6) 

4 -y/i^n - 5 — y^~;v- l - (^—/w*/^— -lH-t°p-;v- 
15 3-^;w^ft K 

[4 5 1 - (y^—zW*/^—/!') — 1 H — 1° n — 

7V-3--Y/I/] y^/-/^ (4 Omg) (DT±h~hV /^WW (lOmL) XL? 

h y- n -7°n \?}VT y^e~>7A ^^ft- f (21mg) ^ N-/^/We 

/l^py. N-mK (8 2mg) S^l^^a7^-^4A^ (1. 
20 Og) £*P;U ifitl. 5B#TO#bfc 0 &j£^£^Bfe^7Vl^^LTi?7 

7^- (Jlffl^ : ^f-^-^H^^=7 : 3) TllltSriia!), ^ 
Mik&^&M&l&W:^ t LT#fc 01X41 Omg, HX^2 5%) 0 
1 H-NMR (CDC 1 3 ) 5:7. 14-7. 17 ( 2 H, m) , 7. 33- 
25 7. 61 (8 H, m) 7. 95 (1H, d, J = 5. OHz) , 9. 91 (1H, 
s) . 

(##$12 0 7). 

198 



WO 2006/036024 



PCT/JP2005/018572 



5 -r/p*— 4 l - {y a^^iv^jv-fc^jv) - i h- t°n — jv— 3 - 

5-^n^E--4-^^/l^- 1 - (7 /I/) — 1 H — tf n —;v— 3 

5 Wilttfc (1. 7 8g,H$5 4%)„ 

1 H — NM R (CDC 1 a ) 5:2. 14 (3H, s) , 7. 50-7. 62 
(3H, m) , 7. 9 1-7. 9 6 (2H, m) , 8. 0 4 ( 1 H, s) , 9. 
7 7 (1H, s) . 
(##092 0 8) 

10 4-^/1'- 5 l H-fc°P— /U— 3 K 

5-^0^-4-^^/1^-1- (7 -lH-t°P —jV— 3 
-*/W^Vft K (1 . 7 8g) , 37g) , ^nn 

[tr* (b!)7x^;i/^7^y) ] ^7v>!)A (0. 19g) *5«t^^b 
i]r)A (1. 72g) 01, 2-i?^ ^dfi/rt^y (3 OmL) ~tK (10m 
15 L) «?^tr 1 0 O°CT10#r H m#b^o 8 m o 1 / LtK^^ h 0 17 AtM« 
(15mL) 9 0°C-e3B#rM#U7t o #*P^ M^fv^&lffi Lfc 0 

/U=9 : 1->1 : 1) KlTfiMU #btlfc|^^^^rty^tS - i t 

20 it), mmit^^m^mw- 1 Lxmtc ok* 8 i 5 m g , w 6 9 %) „ 

1 H-NMR (CDC 1 3 ) 5:2. 47 (3H, s) , 7. 34-7. 48 
(6H, m) , 8. 58 (1H, br), 9. 91 (1H, s). 
(##$J 2 0 9) 

5 -y*X2^r- 1 H- IfP— />- 3 -*/WV>ft K 
25 5 -^n^-l- (try S?y- 3 — 1 H — 1° p —jV— 3 — 
^/^yi^f/V (4. 1 6 g) ©f h7tKP77V (40m L) ^^tK* 
y-f^)VTfr% ~t?&<D 1 . 5mo l/Lb/nyj§S (2 6mL) £- 
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7 8°CT^fI^, OtT*3 0^I^tfCo KJ&il^W^Tk (lOOmL) SrJPx., 

i?*J-/V*;Vi!ss**sy (2 5mL) *5 £t>* b y 5 ^ ( 1 3 m L) 

5 t)^Hg£MtJit • t?y v^ffc (2. 20g) Mix., il-^fc 1 R#W&# Lfc 0 
S^^^tR (lOOmL) «J?U B^^^T-ttfflbfco ttffi^^r^ln^ 

m^m-r v v v^mm, ^ m^MAxmmk. ^tk«^ f y 

10 LT#fc OlXil. 2 4g N HX^5 9%) „ 

1 H-NMR (CDC 1 3 ) 6:6. 65-6. 67 (1H, m) , 7. 3 8- 
7. 40 (1H, m) , 8. 80 (1H, brs), 9. 71 (1H, s). 
(##$J2 1 0) 

2-^^v^-l- [ (3 -t^^^—^) >V^/ft~/k] -5-7i^-lH 
15 - 1° P —71/- 3 - 77 /W V^t* t K 

2-7*^-/^-1- [ (3 -t^jV? au~)V) y,/V7fr~/V~\ - 5 -7 a^^/V- 1 
H- 7^- 3 -ti^ym^^ (5 8 8mg) ©7f7tK077^I 
(lOmL) Sr-7 8°C^£PLfcm> TKSffl^ V -f^)VTjV% ~ y A(D 1 . 
5mol/Ll>/Vxy« (3. OOmL) £$TUfc 0 MTITT^ - 7 8 °C 
20 1?3 0m tMt3 0^i#U lmo 1 / 1 (lOmL) f£ 

f£> Mi±Mlitfc 0 a^t)©Ti? MJ/l^ifc (lOmL) &0°C«*PU 
T f7-n-7°n tVl^T^^-^^^ h (5 3mg) , N-^/l" 

^7k*y>- N-t^r^K (3 5 8mg) *5 V^r^ y — ^y—y*^ 4 A$£t£ 

25 (1. Og) &Jn;U Sli"e2. 5WW#b7t 0 £)S?«^J±}ifli^ 

(3 0mL) ±y4 hX«6MLtc 0 6^£ME$tlfU 

»^!]*W7A^p^^77^ (MHI« : ^^f-^-l^^f- 
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/P=9 : l-*2 : 1) fcTttlSU ^Mfc^fc^jt^fl^ t tt#fc OK* 
2 5 Omg, 4X^4 8%) 0 

1 H-NMR (CDC 1 3 ) 6:2. 30 (3H, s) , 2. 89 (3H, s), 
6. 47 (1H, s) , 7. 10-7. 40 (9H, m) , 10, 01 (1H, 
5 s) . 

mnm 2iD 

1- [ (2 5-t°jJ 5 Vl/) *;Vi£~;V] -5-7x^-lH-t° 
n—jV— 3 — *7WVVt* t K 

mmm-m%y, 1 - [ u-^^w-s-fy -5-7 

10 1 H - If ta -/I/- 3 - /l/ ( 2 8 0 m g ) Orl^nFP 

77^ (2 0mL) ^-TStJU^U Jt#LfttfS^ 1. 5mol/L 
y-f s f-}VT)V%~t>&V> Wi^V^ (3. OmL) SriPx.fc D ^1*^1 
' 5ftmUWU, 3 OfrmfrtfX- 4 OVfcg-M.Z'&fc* * (5 OmL) 
W\M.mX*5ftMW'&, lO^^ftTOlCM^ffc. I^t^f^ (3 0m 

15 D &*nx., pijwt? i 5^«e^«, M"e2o^BB«t^byt„ tf^vtmfrm* 

g®i^7b7tKD77^ (5 OmL) U -gfeftv^tfy ( 7 5 %ft 

^a B n Ps 3. og) Sr^nx.^ sjatiitwifc. ^m^y^ ^^fflv^ 
jfAsUyMwYfjyj- (wmm% ■ ^-y-y-mwi^^ 1 9 : 1-* 

1:1) fc-Cf^U (4X1:1 5 0mg, HX 

#6 1%) 0 

1 H-NMR (CDC 1 3 ) 6:2. 78 (3H, s), 6. 64 (1H, s), 
25 7. 21-7. 26 (2H, m) ., 7. 36-7. 51 ( 3 H, m) , 8. 10 
(1H, s) , 8. 40 (2H, s) , 9. 90 ( 1 H, s) . 

(##09 2 12) 
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l^#ffi^T> 4-^^/1/- 1- [ -5 
1 H-fc°n— /u- (2. 48g) ©ff7t 

5 Kn7 7^I (6 0mL) £- 7 8 ^^*P LfcfK zKMfcv^ V^f-fVTfV 

5mol/Ll>/VxyiS (13mL) 1 5 ^H^ItTlT U 
-7 8<CT*£ fcfcS 0£ra*#Lfc„ MlHmo 1 /L&Sfe (6 0mL) £ 

^^•7AT^ff, ^J±»L^o nm&T± h~ h V M$Wi (lOOmL) \Z. 
10 $#¥U ff7-n-7 1 nt>7y*-!)^ ^/WVf-j — h (0. 2 1g) x 
N-T^/WE-A^y ^ N-^-^r^K7KlP^I (1. 3 1g) jSi^V^^^- 
^4A^ (6. Og) ttlx., ^ia-e2^Wa#L^„ Bi1&m*&RWk 
m^.s Bm^BW^f-^ (3 0 0mL) %MtLs mmW.^y^i b6iiU i?7 

15 (JSl^ : ^^f->--@^^^= 1 9 : 1 -» 3 : 1) \Z.X 

*#®iu mmit^-m^n^^tLxntz. mmi. 7 6 g , ik$8o°/o) 0 



1 H-NMR (CDC 1 3 ) 5:2. 02 (3H, s) , 2. 25 (3H, s) , 
6. 9 9 - 7. 4 3 (9 H, m) , 8. 05 ( 1 H, s) , 9. 96 (1H, 
s) . 

20 2 13) 

1 - [ (4-7/l/tD7i^) */k7j^/k] - 4 f-7V- 5 -^^^ A- 1 
H— \?u— ;U— 3 —j]A"*Arft F 

5 _^7^-^- i h- 3 -tf/M^SM^A' (1. 4 8g) ©7f7 
25 kKP77« (4 0mL) 7 8 'C^ifeP Lfcf£, TK^'fb^-Y Vzf'T'A'T 
;l,^t)A(Dl. 5mol/Lh/VxyfI (7. 9mL) & 1 5 #KjWT$ 
TU -7 8°C-C£ib^3 0#H8fli#Lfc„ Mtlmo 1/Li&g£ (40m 
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|^n^!)AT«l> IJ±llLfc D a?t&Ti? b~ b P/H^S (6 0m 
L) fc$$FU rb^-n-yn ^/Wi^ — b (0. 14 
g) , N-^^^/l^^y ^ N-^^Kt|cM& (0. 8 0g) *3 «fc tf=t 
5 a 9 ta -V-^4A»* (4. Og) 2 l$ra»#L;/h„ 

mm^mm^^ (2oomD ^nx. N b^iiu 
A^pvf^7^ mmm& ^y->-mm^^= 1 9 : i-»3 : d 
10 3%) „ 

1 H — NM R (CDC 1 3 ) 6:2. 03 (3H, s), 6. 96-7. 04 
(4H, m) , 7. 2 6- 7. 4 2 (5H, m) , 8. 04 ( 1 H, s) , 9. 

96 (1H, s) . 
(##M2 14) 

15 2-t 5-7^ —fr- 1 - (t°y 5?^- 3 -4 )V7.)Vfo~;V) -lH-fc° 

xi— ;V— 3 -^J/^^7t K 

2-^^/1—5-7^^7^-1- (t°y v 5 ^- 3 ;V*;Vfo~;V) - 1 H- 

t°n-/l/-3-^>S^ (9 8 0mg) ©7f7tFn7 7^ii (1 

5mL) 7 8°Cfc7^*PL7^fI N TKHtfcv^ V rf^lVT )V% A(D 1 . 5m 
20 ol/Lf/^yil (5. 3mL) SrlO^lttiTU 2H$rafl>tt*C 

0tt:#lLfc„ 7K (lOOmL) , g^lfe^^ (2 0mL) ^iP^, ^fiT' 3 

U izk«tM)!7AT«, j$MMfLfc„ MSrTi? b^ b V 
(2 5mL) Hjgsjjft, 7b7-n-7 s n W^^!)^ ^/Wl^**-— b 
25 ( 9 3mg) \ N-^f/W*!Jy N -ttls K*ft*J (4 6 6mg) 33«fc 
^l/^ra7-^4A©* (5 0 0mg) *rJl!*.x 2 H#PM# Lfc c 

gtt^ifflll^ JliStBtSft^^^ (3 0mL) SrJU*., iry-l'b^ilU 
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^^ P y^77^ (intl : ^^fy-iixf ;l/= 1 9 : 1 -> 1 : 1) 

tttii, mmfc&wi&n&foftiVskLxntz. (ixi2 3 5m § , urn 2 

7%) „ 

5 1 H-NMR (CDC 1 3 ) 6:2. 9 3 (3H, s) , 6. 5 1 ( 1 H, s) , 
7. 18-7. 42 (6H, m) , 7. 5 9- 7. 6 4 ( 1 H, m) , 8. 60 
(1H, s), 8. 77-8. 79 ( 1 H, m) , 10. 03 (1H, s). 

mm\ 2 1 5) 

4 D fcr — 2 —tf-jV— 5 — 7ct=/V- 1 - (7 x^/l/.XA'tfc^/l') - 1 H — 
10 fc° n —/I/- 3 - # ^^;^f t K 

4- ^ n n — 2— t^jv— 5 - 7i-/V- 1 - (^rvW^tf^/V) -1H 
-t 0 n-^-3-^7/^^^^ (6 10mg) „ Tfc^bv^ Vf^JVTfl/X 
~$&<D1. 5mo l/Lf/^yii (6. OmL) , 7f7-n-^nlf/V 
T^E-~!7A ^;V;V*r1— h (5 3mg) s N-^f^WUy N-tfdf- 

15 (19 5mg) Rt5* 1^^3.7 — ^^ 4 A|£* (3 0 0mg) Sr/BV^T 

##M4 9 £imt^M^fTV\ ^Mfl^4fe«:Sfc5itfi@fl:fc lt#fc (Hx»3 0 
1 m g , ®M 5 5 %) 0 

1 H-NMR (CDC 1 3 ) 5 :2. 94 (3H, s) , 7. 13-7. 16 
(2H, m) , 7. 3 3 - 7. 4 6 (7H, m) , 7. 5 7- 7. 6 2 (1 H, 
20 m) , 1 0 . 1 ( 1 H, s ) . 

mnm 2 1 6) 

5 —-ff-jv— 1 - {y oL~;v?.;\''fo~;v) - 1 h- \fn — tv— 3 t 
K 

5- 7*^-1- (^cn^/l^/^-^) - 1 H-fc°P— 71^- 3 -#/l^V@£ 

25 (7 8 Omg) ^PT##^J2 1 2 £ |^<E>j&f££fTV\ gtM^t^ 

&Sfc@fti:LT#fc (HXS5 5 3mg, lfc^8 2%) 0 

1 H-NMR (CDClj) 5:0. 84-0. 89 (3H, m) , 1. 26- 
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1. 50 (2H, m) , 1. 48-1. 57 (2H, m) , 2. 59-2. 65 
(2H, m) , 6. 4 3 ( 1 H, m) , 7. 5 5 - 7. 6 0 (2H, m) , 7. 
66-7. 71 (1H, m) , 7. 8 2- 7. 8 4 (2H, m) , 7. 95 (1 

H, s) , 9. 8 1 (1H, s) . 
5 (#%$!2 17) 

5 n^^vvV- 1 - (^o^/W^/l^—^) - 1 H-h°n— /k- 3 — iJjV 

5 - n^^-l/jV- 1 - (^^^/k^/i^^/k) — 1 H — \fu—;V— 3 — # 
/l^V^^ (6 4 0mg) £/Bl^-C##M2 1 2 £ l^il©^^^, 
10 £ LT#fc (HX4 4 24mg, R$7 5°/o) 0 

1 H — NMR (CDC 1 3 ) 8 : 1. 14-1. 28 (6H, m) , 1. 60- 

I. 72 (4H, m) , 2. 82 ( 1 H, m) , 6. 44 (1H, s) , 7. 5 
. 4-7. 59 (2H, m) , 7. 6 4- 7. 6 7 ( 1 H, m) , 7. 80-7. 

83 (2H, m) , 7. 91 (1H, s), 9. 81 (1H, s). 
15 (##$J 2 18) 

5 u7u 1 - (7 ^.^sux/uft— ;v) — 1 H — t° n —;V— 3—^7/1^ 

/Wt K 

5 -v^^ u*?u \£/V— 1 - (7 ^~/VK/V-fo=-;V) - 1 H- ;V- 3 
/l^V^^V^ (4 0 6 m g) £||^T##$J2 1 2 h nWoWfe^ft^ %M 

20 f^lritiiU#fc 01X1:2 4 7m g, I|X^6 8%) „ 

1 H — NMR (CDC 1 3 ) 5:0. 32-0. 38 (2H, m) , 0. 73- 
0. 79 (2H, m) , 2. 01-2. 06 ( 1 H, m) , 6. 24 (1H, 
s) , 7. 5 4-7. 5 9 (2H, m) , 7. 66-7. 71 (1H, m) , 7. 
88-7. 90 (2H, m), 7. 96 (1H, s), 9. 79 (1H, s). 

25 2 19) 

1- { [3- (^fvl^/l^ — ;v) y^~;v~\ - 5-7 x.—zu- 1 

H - fc° P — )V- 3 - # /WVl/r t K 
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5-7x^-iH-t°o- ;i/-3-*/^;i/ft K (lOOmg) ©rb7 
fcF077 ( 1 0 m L) tSia^*ftt h y >7 A (60 %}HH4, 47m 

g) «rj(m£T3 0#ra«#Lfc„ 15-^7^-5 (2 5 7mg) Sr^TLT 
3 O^JS^LfcfJK mt [3- (p^/l^^*-^) -O-ifV] 
5 (2 2 3mg) Hfc 1 5 B^RBflH^Lfc,, ^^^^P^7K^0x.fc:fI, 

mm, mi±mmLfc 0 m^mzisv x^^x 7 77 mmm 
m ^*y-y-mm^^= 7 3^1 : n tiits^Ha!), ^sa^ 

$&&^lt£$l^£LT#fc (KH6 0mg, fi$7 0%) „ 
10 1 H-NMR (CDC 1 3 ) 5:2. 98 (3H, s) 6. 61 (1H, d, J 
= 1. 8Hz) , 7. 16-7. 20 (2H, m) , 7. 3 0- 7. 3 6 (2H, 
m), 7. 41-7. 47 ( 1 H, m) , 7. 57-7. 59 (2H, m) , 7. 
9 2- 7. 9 4 (1 H, m) , 8. 10-8. 13 (2H, m) 9. 90 ( 1 H, 
s) . 

15 mnm 220) 

1- { [3- (^^/UX/UTfr^/U) 7x^/V] 7,/V~fo~/V} - 5 — 7x.~}V— 1 

H - fc° u — 3 - # /w^Ut* t K 

5 - 7x^- 1 H - t°D-^- 3 - 7)/W^f t K (17 1mg) „ 7KSf<ffc 
•T-MJ 1 ?^ (6 0%iftt£, 58mg) N 15-^7^- 5 (264mg) *5£ 
20 tf&ffc [3- {^;V7,;V^=-^) ^;k7jN^/k ( 3 2 2 m g ) grfflV^ 

I348mg, JR*8 8 6 %) 0 

1 H-NMR (CDC 1 3 ) 8:1. 23 (3H, t , J = 7. 5 H z ) , 3. 
03 (2H, q, J = 7. 5Hz) , 6. 61 (1H, d, J = 2. 1Hz) , 

25 7. 15-7. 18 (2H, m) , 7. 30-7. 36 (2H, m) , 7. 41 
-7. 44 (1H, m) , 7. 5 5 - 7. 5 7 (2H, m) , 7. 91-7. 9 

2 (1H, m) , 8. 0 5-8. 0 9 ( 1 H, m) , 8. 13 (1H, d, J = 
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2. 1Hz) , 9. 91 (1H, s). 
2 2 1) 

1- (2, 3-^tFn-l, 4 -s<»? ^^r^y- 6 ;V*;Vft~;V) - 
x>-yau~)V- lH-fc°n— /k- 3 K 
5 5-7i^- 1 H-t°P— ;l/-3-^;W^ft K (17 1mg) N i^M\\L 
tf!J^ (6 0%|fl 72mg) s 15-^7^-5 ( 3 3 0 m g ) 
X$Mi£2, 4-^yym^y-6-^M^ (3 5 2 

mg) &^T##M2 1 9 £|faa©&f££fTV\ ^Mte^&gfcltfeitflHfc^ £ 
LT?#7c (IRS 2 5 8 m g , 7 0 %) „ 
10 1 H-NMR (CDC 1 3 ) 5:4. 22-4. 30 (4H, m) , 6. 56 

(1H, d, J = 2. 1Hz) , 6. 71-6. 85 ( 3 H, m) , 7. 18- 
7. 22 (2H, m) , 7. 3 0-7. 4 4 (3H, m) , 8. 06 (1H, d, 
J = 2. 1Hz) , 9. 87 (1H, s) . 

(##M 2 2 2) 

15 2- [ (4 -ftA'^A'- 2 -yau~)V- 1 H- fc°n — ;V- 1 -y(;V) 

5-7i^-lH-t'n-;V-3-^;W^7t K (17 1mg) , jJc3PHfc 
^MJ^A (6 0%|fc 7 2mg), 15-^77^- 5 (330mg) *3j; 
(2 -v^/V^^if^) (3 0 2mg) ^V>T##i2 1 9 

20 tmm^mi^nw mmit^^mn^m^mt Lxnft oixs2 5 3m g , 

iRSjs 7 5 %) o 

1 H-NMR (CDC 1 3 ) 5:6. 62 (1H, d, J = l. 8Hz), 7. 
0 4- 7. 0 9 (2H, m) , 7. 18-7. 26 (3H, m) , 7. 32-7. 
42 (2H, m) , 7. 6 0-7. 6 8 ( 1 H, m) , 7. 7 5 - 7. 7 9 (1 
25 H, m) , 8. 35 (1H, d, J = l. 8Hz), 9. 93 (1H, s). 
(##M2 2 3) 

4- [ (4— Jfc/l'^/l' — 2 1 H-k'n^V- 1 7.;Vfo=^ 
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5-7i^-lH-^n^-3-^;W^Vft F (17 1mg) N 7k*<fb 

1- hVV& (6 0%W1 72mg) , 15-^7^- 5 ( 3 3 0 m g ) *3«t 
t>^b (3 0 2mg) ^fflV^T##M2 19 

5 £ IHH£>Jftf£&?TV\ ^Sfc^ftfc&ltftift&ft £ LT#fc (HXi 3 0 3 m g , 
M< 9 0 %) „ 

1 H-NMR (CDC 1 a ) 6:6. 60 ( 1 H, d, J = 2. 1Hz) , 7. 
13-7. 16 (2H, m) , 7. 3 0- 7. 4 6 (5H, m) , 7. 58-7. 
62 (2H, m) , 8. 10 ( 1 H, d , J = 2. 1Hz) , 9. 90 (1H, 
10 s) . 

(##$J2 2 4) 

2- [ (4 -ft/U^/U- 2 -7x-;l/- 1 H-t°P— 1 —JjV) 

5-7i^^-lH-t°D-^-3-^ ^^/Vf t K (5 13mg) N TfcSS-ffc 
15 ^MJ>7A (6 0%ffitt> 216mg) N 15-^7^-5 (990mg) *3 
(^nn^;^^) fv^ (1. 0 6g) £rJ^T##0!j 2 

1 9 i:lRl«©tfef^SrfTV\ tt#fc 01X1:6 6 4m 

g , l[X#6 0%) „ 

1 H-NMR (CDC 1 3 ) 5:3. 88 (3H, s), 6. 59 (1H, d, 
20 J = 1 . 8Hz), 7. 07 (1H, d, J = 7. 2Hz), 7. 14-7. 2 
6 (5H, m) , 7. 3 3- 7. 3 6 ( 1 H, m) , 7. 5 6 - 7. 5 8 (2H, 
m), 8. 11 (1H, d, J = l. 8Hz) , 9. 92 (1H, s). 
(##M 2 2 5) 

3- [ (4 -ft/U^/l'- 2 -y.x.—tV- 1 H- jV— 1 —4)V) ?.)Vfo~ 
25 )V\ glfi^f^ 

5-7x^>-lH-k'o-/>-3-*/W^7t K (1. 3 2g) N TkSffc 
i- h V 17 A (60 444mg) N H-^^^-S (2. 04g) £5 
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£Xfi3- (?uu*;Vfc~;V) SJ&W^^/V' (2. 17g) &JlV^T##09 2 
1 9 i: ^«©tftf^SrfxV\ ilMfe^^ffeiW^ LT#7c (Jfcft l . 9 6 
g , Iftsfs 6 9 %) 0 

1 H-NMR (CDC 1 3 ) 6:3. 92 (3H, s), 6. 57 (1H, d, 
5 J = 2. 1Hz) , 7. 12-7. 15 ( 2 H, m) , 7. 26-7. 32 (2 
H, m) , 7. 3 7- 7. 4 9 ( 3 H, m) , 7. 9 6- 7. 9 7 ( 1 H, m) , 
8. 13-8. 14 (lH,m), 8. 18-8. 22 ( 1 H, m) , 9. 90 

(1H, s) . 

(##092 2 6) 

10 2-7/I^^-P-4- [ (4 —HVV^A'— 2 -7au~)V- 1 H-fc'a- As— 1 

AO ^a^^.a] ^<^y^Mj/v 

5-7x^-lH-t°n-/l/-3-*/W^7t K (17 2mg) N TfcKSfb 
■?"MJ!7^ (6 0°/oH4, 6 1. 4mg) N 15-^7^-5 (0. 30m 
L) *5 £ t^fc (4-^r;-3-7/Vtn^y) ^/l^-A (4 3 3m 
15 g) &JE^T##M2 1 9 £: H3«(0SMfs£fTV\ SSft^ftSrefefefti: LT# 
fc mm 2 8 3 m g , IR^ 7 9 %) 0 

1 H-NMR (CDC 1 3 ) 6:6. 35 (d, 1 H, J = l. 8Hz) , 7. 
0 6- 7. 0 9 (1 H, m) , 7. 16-7. 25 (3H, m) , 7. 34-7. 
39 (2H, m) , 7. 45-7. 50 (1 H, m), 7. 60-7. 64 (1 
20 H, m) , 8. 08 ( 1 H, d, J = l. 8Hz), 9. 91 (1H, s). 
(##09 2 2 7) 

2-^nn-4 - [ (4 - 2 - 7i^- 1 H - t°a-;l/- 1 - ^f 

As) *;Vfc~;V] s<yy =.}*}) As 

5—y ~As— 1 H — t° n —As— 3 — # /W^/Vf fc K ( 1 7 5 m g ) ^ TkStft; 
25 tMJ7A (6 0%ltt, 63. 6mg) N 15-^7^-5 (0. 31m 
L) 38j;tW&ft5 (3-^nn-4-V7;^y) *A#~A (6 7 5mg) 
&/BV^##M2 1 9 £ [^t(D^#^rfTV\ tl^ti^eMii t*C#fc 
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OK* 3 1 Omg, i&*5 8 2%) „ 
1 H-NMR (CDC 1 3 ) 6:6. 63 (1H, d, J = l. 8Hz) , 7. 
16-7. 20 (2H, m) , 7. 3 0-7. 4 0 (4H, m) , 7. 46-7. 
52 (1H, m) , 7. 63-7. 66 (1H, m), 8. 08 (1H, d, J 
5 = 1. 8Hz) , 9. 9 1 (1H, s). 

mnm 228) 

1- C (1, S-v'feKn-i-^yyfxy-e-^f 
/l/) */l^c~ jv\ -5-7i^-lH-^n-^-3-*/W^7t K 

5 - 7 x 1 H - t° n 3 - A^/^l^f t K (17 2mg) , TRSffa 

10 i-hVVJ* (6 0°/o)flft, 61. 6mg) „ 15-^77>-5 (0. 30m 
L) *3 J; tKSft-fh 6 - (2, Kn-l-^'/Wxy) ^/l^-^ 

1, 1 -v^^K (3 9 4mg) &/B V^##M 2 1 9 £ |*l«©tfcf£«:fTV\ 
'*ffi^*SrefeHfii:bT#fc Ofc*l 1 6m g, p2 9%) 0 
1 H-NMR (CDC 1 3 ) 6:3. 39-3. 44 (2H, m) , 3. 5 0- 

15 3. 55 (2H, m) , 6. 60 (1H, d, J = l. 8Hz) , 7. 17-7. 
20 (2H, m), 7. 34-7. 39 (3H, m) , 7. 45-7. 54 (2 

H, m) , 7. 62 (1H, d, J = 2. 1Hz) , 8. 09 ( 1 H, d, J = 

I. 8Hz) , 9. 89 (1H, s) . 
(##09.2 2 9) 

20 1- (1, 3 -^y , /f7 , / k - /W- 6 ->f/W*/U7fr:^) -5-7x^/I/-lH 

- fc° n — /I/- 3 — # /W"Vl<7* fc K 

5-7x^/1/- 1 H - 3 - ^/W^Tt F (13 5mg) , 7k§fSft 

^hUl7^ (6 0°/oitt, 38. 3mg) , 15-^7^-5 (0. 18m 

L) *5iU t ^b6-'<yy^T5/ t -/^^*=^ (2 0 6mg) £/B^T##0il 
25 2 1 9 £|!^<E>gfe#&fTV\ i*ff^tl£ i LT#fc (J[Xft2 4 8m g, 

HX^8 5%) 0 

1 H-NMR (CDC 1 3 ) 6:6. 56 (1H, d, J = 1 . 8Hz), 7. 
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08-7. 11 (2H, m) , 7. 2 3- 7. 2 8 (2H, m) , 7. 38-7. 
43 (1H, m) , 7. 4 9 -7. 5 2 ( 1 H, m) , 7. 80 ( 1 H, d, J 
= 1. 8Hz) , 8. 08 (1H, d, J = 9 . 0Hz) , 8. 17 ( 1 H, d, 
J = 1 . 8Hz), 9. 23 (1H, s), 9. 90 (1H, s). 
5 2 3 0) 

1- (1 -^<yy^-^y- 2 -jjVXjVft =i/V) -5-7i^-lH-t°n- 

5—y ^ ~;V— 1 H — 1° n —;V— 3 —%sWVl'7 s t K (lOOmg) Off7 
t Kn77« (lOmL) ^^MtvK^lb^ h !J 17 A (6 0 4 7m 

10 g) O^fflflH^Lfco 15-^7^- 5 (257mg) ^ITIT 

3 0#Mti#Lfc&, M^-^Vy*^^^/^^^ (2 0 4mg) Sr^P 

15 3i^7i/= 4 : l->3 : 2) ^1t§J-f5 r £ ^ «fc t> s SSflS^***SfiftiR*i: L 
T#7c OK* 1 8 0 m g > flX^ 8 4 %) „ 

1 H-NMR (CDC 1 3 ) 5:6. 59 (1H, d, J = l. 8Hz), 7. 
18-7. 32 (5H, m) , 7. 4 0- 7. 5 4 (3H, m) , 7. 67-7. 
80 (2H, m) , 8. 10 ( 1 H, d, J = 1 . 8Hz) 9. 89 ( 1 H, 
20 s) . 

2 3 1) 

1- { [4- {^J-)V?>)Vifr~)V) ~7^~;V~\ ?>;Vik~;V} - 5 -7 1 
H - fc° P — /k- 3 -ts A/rtflrf t K 

5-7^^/1^- 1 H-fc°P— 7k- 3 -^/W^rt K (14 0mg) ©7^7 
25 fc Kn77 >WiU ( 1 4 m L) KWBLTffcMfcf' b P !7 A (60 %fttltt, 66m 
g) ^X.T3 O^W#tfc 0 15-^7^-5 (3 6 1mg) ^iTtt 
3 0^f H 1!i#Lfc^ N i&ft [4- (^fvU-X/Uafc^/V) sOUy] *;vifr~;v 
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(3i3m g ) mzimmmwLtc 0 Rj&mfr&ft'k&k&to 

: ^-fly-mk^^= 7 : 3-*l : 1) T'tll, H^c^/k • 
5 qk>x^-f/« (1:1) ^fc^fcl-^^J:^ ^Mft^&H&ijg 
MitVXmti (Kl6 7mg, W2 1%) □ 

1 H-NMR (CDC 1 3 ) 6:3. 05 (3H, s), 6. 61 (1H, d, 
J = l. 8Hz), 7. 14-7. 17 (2H, m), 7. 30-7. 35 (2 
H, m) , 7. 41-7. 52 ( 3 H, m) , 7. 87-7. 91 ( 2 H, m) , 
10 8. 12 (1H, d, J = l. 8Hz), 9. 90 (1H, s). 
mnifl 2 3 2) 

1- [ (3 -7tf;l'7x=;l') ;^7}n~/K] - 5 1 H- /V 

-3-TJ/W^xt: K 

5 - 7 1 ^/l/- 1 H - h° n -/I/- 3 - ^/W^/l/f t K ( 2 0 0 m g ) ©7 h 7 
15 tKD77« (2 0mL) ^MT*tK*^ h P tf A (6 0%|fe 9 4m 
g) ttnTLXZ O^ffflflM^Lfc,, 15-^77^-5 (5 14mg) SriiTLT 
3 0^f H 1tl#L/tfJK (3-T"fe?VW<y-g^) */^^/^ (3 8 4mg) 

mm=r-f-^=7 : 3) TltlfS £ t £ 5 , »^^itiilt# 
fc (11X42 OOmg, IR^48%) „ 

1 H-NMR (CDC 1 3 ) 6:2. 46 (3H, s) , 6. 58 (1H, d, 
J = l. 8 Hz) , 7. 14-7. 17 (2H, m) , 7. 26-7. 33 (2 
25 H, m) , 7. 3 8 - 7. 5 6 (3 H, m) , 7. 7 8 - 7. 7 8 ( 1 H, m) , 
8. 11-8. 14 (2H, m) , 9. 90 ( 1 H, s) . 

mm\2 3 3) 
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1- [ (3 ho7x-/H — 5 — 7 cc ~;V— 1 H — fc° n —jV— 

3 -tf/WVl^fc K 

5 -y^~;v- l H-fc°n- JV- 3 -^//W^ft K (5 2 0mg) Orl>7 
fcKo77 ( 4 0 m L) ^^T*7k^^^ r U 17 A (60 364 

5 mg) ?rJlJ^T3 OftmnW\^fro 15-^7^-5 (2. Og) SrilTLT 

3 0^|j|^lfc^ mt (3-=hn^fy) ^^/k (1. 3 5g) £ 

Lfc 0 M^^!j*W7A^avf^77^ (MM^ : -^^f-^-g^ 
10 H^^u=4 : l->2 : 3) Tit®lU v 5 ^ V 7"* fcV^-x/V^ 

i'itiD, mmih^-^^mn^m t Itifc (M8 1 Omg, i&^7 
5%) 0 

1 H-NMR (CDC 1 8 ) 6:6. 61 ( 1 H, d , J = l. 8Hz), 7. 
13-7. 16 (2H, m) , 7. 2 9- 7. 3 4 (2H, m) , 7. 40-7. 
15 4 6 (1H, m) , 7. 5 5 -7. 6 0 ( 1 H, m) , 7. 64-7. 68 (1 
H, m) , 8. 0 6 - 8. 0 7 ( 1 H, m) , 8. 13 (1H, d, J = l. 8 
Hz), 8. 37-8. 41 (1H, m) , 9. 91 (1H, s). 
(##09 2 3 4) 

5 — 7^z=-)V— 1 - (try v^- 3 -^/k*/^73^/k) — 1 H — fcf n — ;V— 3 — 
20 */WVVrt K 

T/^:/#|1|^CTn 5 - 7x^/1/- 1 H - t°n-^- 3 - t K (3 

4 2mg) ^tMtKx hy t Kn77^ (2 0mL) ^ Wj? U ^.-eH^bft^ 

(6 0%»fc 2 4 0mg) SrjUnx.fe 0 IHM^ 1 5 £f B W 
#Lfcff N 15-^7!>V-5 (1. 21m L) fcflD*., $ b 1 5 # 

25 ^Si^Lfeo Z-4)V*>Vfc~)V lit (6 4 2mg) ^fli, 
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»&&jfeTfc®*Lfco i»^^«7A^^f^77^ mm 

»:^fy-it^f;v=19 : 1-*1 : 1) "C**|!H-<5 - t \Z £ D , MM 

k^X&ft 01X1:4 7 Omg, lRsf§7 5%) 0 
1 H-NMR (CDC 1 a ) 5:6. 60 (1H, d, J = l. 8Hz), 7. 
5 15-7. 19 (2H, m) , 7. 2 5- 7. 3 7 (3H, m) , 7. 42-7. 
48 (1H, m) , 7. 5 3-7. 5 7 ( 1 H, m) , 8. 13 (1H, d , J 
= 1. 8 Hz) , 8. 49-8. 50 (1 H, m) , 8. 74-8. 76 ( 1 H, 
m) , 9. 9 0 (1 H, s) . 
(#^J2 3 5) 

10 1- [ (6 h$-^t°V i?y- 3 ^/Vfo=./V~\ -5-7x^-lH 

- 1° P 3 - >& jV/Wy* t K 

TA'^'y&W&T* 1 H-t°P-^- 3 -^;w^^7t K (1 

Umg) &l7kfb7tKD77^ (20mL) H:»#U £ffl*C*# L fc # 

b**^MJ!^A (6 0%ift, 2 0 0mg) SriP^^ 0 ^Mt'15^1i 
15 WL1t& y 15-i77>>^-5 (1. OlmL) SrJP*., ^»tt'15^ 

ra»^b/t 0 jfiftie-^ b^^trU v>>-- 3 -^/l^/V-^/l' (6 2 3mg) £ 

20 (JM&gg : --^f-^-«^^= 1 9 : 1-»1 : 1) X^Mi- 5 r. i \Z. «t «9 N 
itlM^t^ W £ LT#fc (Jfc fi 5 9 m g , JR* 1 7 %) „ 
1 H-NMR (CD C 1 3 ) 5:3. 95 ( 3 H, s), 6. 59-6. 62 

(2H, m) , 7. 19-7. 44 (6H, m) , 8. 08-8. 10 (2H, 
m) , 9. 8 8 (1H, s) . 

25 (##M 2 3 6) 

1- ( 6 - 7 n n t° y - 3 - - 5 -7s^- 1 H- t°n 

— 3 -^;w^f't K 
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T/U=fy^m%Ts 5-7i^-lH-tfawV-3-^/vft K (5 
14mg) ZmfrT h9 fc Ynyyy (15mL) fc^MU SWL/i^ 
bfcmfcl-hV (6 0%Stt, 18 0mg) SriP^fc 0 P?MT15^ii 
#Lfc^, 1 5-^7!>^-5 (0. 90m L) £#P;t s £bfcPigJrC15# 
5 IH!3f#Lfc 0 St-ft 6 -^nPlf^^y- 3-^/^/^-/1' (8 2 7mg) £JR 

isl:^t^-^^=19 : l-»7 : 3) Ti*©^ £ i: «t 9 , 
10 LXntc (MM 7 6 2m g, ft$7 3%) D 

1 H-NMR (CDC 1 3 ) 6:6. 62 ( 1 H, s), 7. 19-7. 49 
(7H, m) , 8. 0 9 ( 1 H, s) , 8. 2 4- 8. 2 6 ( 1 H, m) , 8. 
9 0 (1H, s) . 
(##M2 3 7) 

15 1- (2-^nDt , f^y-3-^/WtoH — 5 —7 3u^-;V— 1 H — 
—;V- 3 K 

5-7i^-lH-lfP^-3-^/l'7t F (5 14mg) , /K^b 
•7-by>7^ (6 0%ftB'|4, 180mg) N 15-^7^-5 (0. 90m L) 
*3«fctf 2 -9 n n- 3 - t° U v^*/!^— /l/^ pJJ K (7 1 6mg) £jll^T# 
20 #fl2 3 4 fc|ia«©&fl^£jS&fTV\ $tmfc&to&T*A'yTXk tt#fc 
OK* 7 1 6 m g , 6 9 %) 0 
1 H-NMR (CD C 1 3 ) 5:6. 64 (1H, s ) , 6. 70-6. 90 

(1H, m) , 7. 0 5 - 7. 0 8 (2H, m) , 7. 15-7. 18 (2H, 
m) , 7. 2 6 - 7. 3 2 ( 1 H, m) , 7. 5 5- 7. 5 9 ( 1 H, m) , 8. 
25 26 (1 H, s), 8. 44-8. 46 (1H, m), 9. 94 (1H, s). 
2 3 8) 

1- ( 2 - ^ n p k 1 U ^ v'y- 5 ;V7/V*^/^ - 5-7i^-lH-t° 
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5 -y^~;V- 1 H- fc°P — ;V- 3 -^/W^/Uf t K (3 4 2mg) , 7KStfb 
*^MJ!>A (6 0%?ftf£, 12 0mg) , 15-^7>)y-5 (0. 60m L) 
*3 £02 P P- 5 ^ v^^/l^-Zl^ P ]J K (5 5 4m g) SrJlV^T 

5 ##$12 3 4 ^na©#:#TKJS£fTV\ mmfc&mzn&mi&yBi: Lxn-tt 

mm 3 9 0 g , 5 6 %) 0 
1 H-NMR (CDC 1 3 ) 6:6. 68 ( 1 H, s), 7 . 22-7. 26 
(2H, m) , 7. 3 9 - 7. 5 2 (3H, m) , 8. 09 ( 1 H, s) , 8. 
3 5 (2H, s) , 9. 9 1 (1 H, s) . 
10 2 3 9) 

1- [ (6-^nn-5-^f^t°y^y-3-^^) ^/^~/^] -5-7^ 
~;v- l H- t°P— )V- 3 -^/wvvrt K 

5 —y au^-jV— 1 H — \fu—;V— 3 — # /W^/l^ fc K ( 1 7 1 m g ) \ Tklffft; 
•^MJ^A (6 0%M1 60mg) , 15-^7^-5 (0. 30mL) *3 
15 £WMit6 -9 pp- 5 -ffyufV Z-^/V-fc^sV (2 7 Omg) 

OR* 2 4 4 m g N IR^ 6 8 %) „ 
1 H-NMR (CDC 1 3 ) 5:2.27 (3H, s) , 6. 62 (1H, s), 
7. 2 0- 7. 2 6 (3H, m) , 7. 3 5-7. 4 9 (3H, m) , 8. 09 
20 (1H, s) , 8. 13 (1H, m) , 9. 9 0 ( 1 H, s) . 
(#fM2 4 0) 

5- ( 2 —yjvUrvi y ^~;v) -l - { [3- (*=?-;v7.;vifr~;v) y 
- 1 H — fc° p —;V— 3 —jJA'/Wft K 
5- ( 2 -y/Vjru y ^~;V) . - 1 H- £°p — ;V- 3 -jj/WVUT* t K (4 7 
25 5 mg) ©7^7tFP77>ii (48mL) ^^^7k*^^ MJ 17 A (6 
0%$I'|4, 3 0 2mg) &JP*.T3 0£|igjt#Lfc„ 15-^7^-5 (1. 
6 6g) ^ITU3 0#Hg8l#Lfc&, [3- (^^vW*/!/*:^) -^V 
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-t?^] x/wjwp (i. 2 8 g ) *M*-^ H^i5^WSI#bfe„ as^gfrfn 

07^- (jg§8$& : ^^f">--Sife^^=7 : 3->2 : 3) TfitiSLfc^ 
5 v^y^ntVl^— r/l' • H^^vWl^ (4:1) ^ bj^irflrf-S £ h \Z. «t «9 > 
^M^t/^^fe^i:LT#^ (HX»5 7 6mg, t$5 6%) „ 
1 H-NMR (CDC 1 3 ) 6:3. 03 (3H, s), 6. 69 (1H, d, 
J = 1 . 8Hz), 6. 97-7. 02 ( 1 H, m) , 7. 19-7. 22 (2 
H, m) , 7. 4 3 - 7. 5 0 ( 1 H, m) , 7. 6 3 - 7. 7 5 (2H, m) , 
10 7. 99-8. 00 (1 H, m), 8. 14 (1H, d, J = 1 . 8Hz), 8. 
16-8. 19 (1H, m) , 9. 91 (1H, s). 
(##092 4 1) 

1- { [3- (^jVXtVifr—A') 7x^] ^jVi^^M -5- (2-:7/ior 
p7j ~/l^) — 1 H — fc° n —/I— 3 ;WWf _fc K 

15 5- {1-y )VHfuy au=.)V) — 1 H — fc° P —)V— 3 — # jV/^jVf t K (14 
7mg) , TkiHl^ b U >7A (6 0%ffitt, 45mg) „ 15-^7^-5 
(2 0 5mg) *3«fct#!frfb [3- {^;V*/Vfc~;V) -<^if^] X/Uft^/V 
( 2 5 0 m g ) £J^T###U 2 1 9 £ |^^O^^frV\ ^Ilh^iSr^ffe 
to^tl i: L"C#fc (IRS 1 8 1 m g N JR^ 5 5 %) „" 

20 1 H-NMR (CDC 1 3 ) 5:1. 25 (3H, t, 1 = 7. 5 Hz) , 3. 
08 (2H, q, J = 7. 5Hz) , 6. 68 (1H, d, J = 2 . 4Hz) , 
6. 9 5 - 7. 0 2 (1 H, m) , 7. 18-7. 21 (2H, m) , 7. 43 
-7. 50 (1H, m) , 7. 62-7. 72 (2H, m), 7. 16-7. 9 
7 (1H, m) , 8. 12-8. 15 (2H, m) , 9. 9 1 ( 1 H, s) . 

25 (###|2 4 2) 

2- { [2- (2-^7^^-P7^^/l^) - 4 -Tft/l^/!/- 1 H— 1 - 
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5- (2-7/l/tn7x-^) -lH-t°P"/l/-3-^^Wt K (2 8 
4m g) ©ff7tKP77^i (2 8mL) l^UX^iti- h V V A (6 
0%?ft'|4, 18 1mg) ^H^T 3 0£f^ii#Lfc o 15-^7^-5 (99 
2mg) ^ITtT3 O^PM^LfcflK M.\t ( 2 - / -<>^» *;V*~ 

5 a- (6 0 6m g ) ^mtl, ^.KimmmwLtc 0 &)&m\zmu'kMfr&toz.tz.&, 

$t : ^f-^-g^^n^=4 : 1^2 : 3) T-MiH-S r. t \Z. i 19 , ^Mft"^ 
«MM!n§r£ LT#7c (IR44 1 Omg, lR$7 7%) 0 
10 1 H-NMR (CDC 1 3 ) 5:6. 70 (1H, d, J = 1 . 7Hz), 6. 
83-6. 89 (1 H, m) , 7. 08-7. 18 (2H, m) , 7. 32-7. 
52 (3H, m) , 7. 7 0-7. 7 5 ( 1 H, m) , 7. 8 2- 7. 8 5 (1 
H, m) , 8. 39 (1H, d, J = l. 7Hz) , 9. 94 (1H, s). 
(##M 2 4 3) 

15 4- { [2- (2-7/^n7x^) -4-*^;/V-lH-t 0 n-^-l- 

5- (2-7^071=^) - 1 H-fc°n— /k- 3 -^/WVUffc K (2 8 
4mg) ©Tf7tKo77yiS (28mL) tSfflTf**ft;t r U 17 A (6 
0%$Jt4, 18 1mg) ^Pit3 O^fftS^Lfc,, 15-* 7* >- 5 (99 
20 2mg) ?:1TU3 0&lfflJJl#L;/fc&, 4fe<b (4 -*/T /^if^) 

(6 0 6m g ) m^.i^mmwLtc 0 &j&mfrmQ'ktefc*M?Ltc&, 
mm, mi±mmLtc 0 m^^w7A^nvi>^77^ mmw- 

m : fr= 4 : 1 -> 2 : 3) T*1&&t 5 £ t J: «9 „ itHfl^ 

25 ^Sr^fe^i: LT#fd (HX*4 2 Om g> I&^7 9%) „ 

1 H-NMR (CDC 1 3 ) 6:6. 69 (1H, d, J = 1 . 8Hz), 6. 
9 8- 7. 0 4 (1H, m) , 7. 16-7. 18 (2H, m) , 7. 42-7. 
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49 (1H, m) , 7. 51-7. 54 (2H, m) , 7. 67-7. 71 (2 
H,m), 8. 12 (1H, d, J = l. 8Hz) , 9. 90 (1H, s). 
(##12 4 4) 

5- (2-7/^D7x^) -1- [ (2-7/Vtn7i^) 

5 - 1 3 -^/W^fk K 

5- (2 -y ivirvy x-^-iv) - i h- t°n— /v- 3 -^/^7t K (2 5 
Omg) ©f^7tK077« (2 5mL) \zMWL^i^M^r h ]J <7 A (6 
0%}fitt, 10 6mg) &JPX.T3 0£f^!I#L/c: o 15-^7^-5 (58 
3mg) £MTLT3 O^WflH^Lfcft, mt {2 -y ;virn-<y^y) 
10 (3 8 6mg) %mx.s HfclB#IW9MtLfc„ S^«MfP^7K^D^/c 

A-eft«|ft, StflE»i(BUfco »^^W7A^P-7f^77^ (Jg 
' ggjggg : ^W-$F&k<f';V=4 : l->3 : 2) T?«ffi|-f« £ t \ZL J; «9 , SJH 
^^SrM&^fti LT#fc (HX*3 6 0mg, «X$7 8%) 0 
15 1 H-NMR (CDC 1 3 ) 6:6. 67 (1H, d, J = 1. 8 Hz) , 6. 
8 6-6. 9 2 (1 H, m) , 7. 0 3- 7. 2 3 (5H, m) , 7. 33-7. 
41 (1H, m) , 7. 5 9 - 7. 6 6 ( 1 H, m) , 8. 21-8. 22 (1 
H, m) , 9. 9 1 (1H, s) . 

mnm 2 4 5) 

20 5 - (2-7/^o7x^) -1- (tfJJ 3 --f /W^/k/j^/k) - 1 H 

- fe° p ■ — jV— 3 - -tifl/XjV? t K 

5- (2-7;vto7s^) - 1 H - t°P-^- 3 - ^/W^/I/f t K (4 7 

5mg) ©7h7tKn77^S (9 6mL) h V 9 A (6 

0%ifct£ N 5 0 3mg) ^Px.T3 0^HH9tWL1t e 15-^77>-5 (2. 
25 7 7 g) £?iSTLT3 0#R8gl#.Lfc& N ifctefcry - 3 - * /MwV 

£ (1. 3 5g) Sr^Px., H^3H#P«#L/c 0 S^^^fP^TKSrJDxL^ft, 
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m : ^^y-mm^^= 7. : 3-+2 : 3) TitKLfc^ ^V^ntVUx 
-TVl^-g^^/v (4 : 1) ^b^fb-tSr i^«t ^M^^SrMfe^ 
M,kLTfflt (JK16 8 0mg, t$8 2%) „ 
5 1 H-NMR (CDC 1 3 ) 6:6. 68 (1H, d, J = 1 . 8Hz), 6. 
9 9- 7. 0 5 (1H, m) , 7. 16-7. 19 (2H, m) , 7. 35-7. 
39 (1H, m) , 7. 45-7. 51 ( 1 H, m) , 7. 6 9- 7. 7 3 (1 
H, m) , 8. 14 (1H, d, J = 1 . 8 H z ) , 8. 5 8 -8. 5 9 ( 1 H, 
m), 8. 81-8. 83 (1H, m) , 9. 91 (1H, s). 

10 (##$| 2 4 6) 

1- { [3- (*J-;V7,;Vifr~;V) 7 a^^;V~\ 7,;Vfo~;V} -5- [2- (hV 
y;Vir P ^ =f~M 7 ^ — 1 H — t° p —;V- 3~7J /WVUy* t K 

5- [2- ( j> V y )Virxi t^-)V) 7^.~;V] -lH-k°n-/k-3-W 
/>ft K (2 4 0mg) ©ff7tFP77^S (2 4mL) \zmUX^it 

15 tb^i, (6 0%»fe 12 1mg) ^|Jx.T3 0«#Lfc o 15-^7 
?V-5' (6 6 3mg) ^1TU3 0#KtPi#Lfc^ [3- (^/W* 

/^-/^) -<>if^] (5 12mg) SrflPx., Hfc 2 B#^#Lfc 0 

20 7^P7^77^ (JgM?M : ^y-y-Bm^^ 7 : 3->l : 1) 

x>mm-f%z.t\z.£V), mmi^m^m^w^t^xmc (iKg3 4o mg> nx 
$74%) 0 

1 H-NMR (CDC 1 3 ) 6:3. 00 (3H,. s), 6. 68-6. 68 
(1H, m) , 7. 4 6-7. 4 8 ( 1 H, m) , 7. 5 9- 7. 7 0 (5H, 
25 m), 7. 94-7. 94 ( 1 H, m) , 8. 14-8. 18 (2H, m) , 9. 
9 2 (1H, s) 

mnm 247) 
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1- (try ^-3-^/W*/I^~/I^) -5 - [2- (MJ7/^n^f/U) 7 
ce - -iH-k°D —7k- 3 - # t K 

5- [2- (f^/l'tn^^) 7^^;v~] - 1 H- — ;V- 3 
^Tfe F (2 4 0mg) ©7f7tKn77^iI (3 6mL) ^^TtK^^ 
5 "7-MJ-7A (6 0%», 2 0 1mg) SrJn^T 3 0 #ra»# Lfc 0 
!7^-5 (1. llg) ^1TIT3 0#raif#Lfc&, 

jv^)v mmm. (5 3 7m g ) ^b^ n M^3^rasH^Lfe„ ^j«^fn^ 

10 77^- : ^^rf-i/-^^^=4 : 1 -> 2 : 3) TMMtfcf^ 

y-7°n tvu^— 7vi^ 3 r t \z «t t> , l 

T#7t (KXi 3 8 0 m g % jRJftft 1 0 0 %) „ 

1 H-NMR (CDC 1 3 ) 6:6. 69 ( 1 H, d, J = l. 8Hz), 7. 
3 4- 7. 3 8 (1 H, m) , 7. 4 4- 7. 4 8 (1H, m) , 7. 61-7. 
15 6 9 (4H, m) , 8. 16 (1H, d , J = l. 8Hz) , 8. 45 (1H, 
d, J = 2. 4Hz) , 8. 81 (1H, m) , 9. 91 ( 1 H, s). 
(##M2 4 8) 

5- (2-^f^7i^) -1- { [3- {tf-frWfc^jV) 7^~)V\ X 
;Vfc~;V] - 1 3 -^l/W^t K 

20 5 - (2 - ^f;l/7x^^) - 1 H- t°n — ;v- 3 -*/M/>ft K (15 0 
mg) ©7f7tKP77yiI (30mL) K^fi""?**^ MJ £ A (6 
0%}fct£ N 9 8mg) ^fliT3 0#F«#L7c 0 15-^7!? ^-5 (540 
mg) 0#ra»#Lfc8U JfiflS [3- (p« fvl/*^3fc=/U) -<^if 

^] (4 1 3mg) ^dx., 1 WWW 5 Lfc 0 g«lmo 1 
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&tZ (JfcS 3 0 9 m g , 42^ 9 5 %) „ 

1 H-NMR (CDC 1 3 ) 5:1. 85 (3H, s) , 3. 03 (3H, s), 
6. 56 (1H, d, J = l. 8Hz) , 6. 8 5-6. 8 8 ( 1 H, m) , 7. 
09-7. 18 (2H, m) , 7. 3 3- 7. 3 8 ( 1 H, m) , 7. 57-7. 
5 6 5 (2H, m) , 7. 9 8 -7. 9 9 (1H, m) , 8. 14-8. 18 (2 
H, m) , 9. 9 2 (1H, s) . 
(##$|2 4 9) 

1- (7 x.~;V7,;Vfo~;V) -5- (try *?-y- 2 As) -lH-fcTn— ;V- 
3-77/W^rt K 

10 5- (try 2 -4 Ay) — 1 H — t° n <—)V— 3—77 jV/^jVf t K (80m 

g) Ofh5tKn77^Sf«({16mL) tSfil?7R*ftt MJ 7^ (6 0% 
fflft, 5 6mg) ^HX-T 3 O^mmWLtCo 15-^7^- 5 (307m 
g) «:»TLT3 0#ra«#Lfc8U jt^^V^^*^ ( 1 6 5 m g ) & 

^^-;U=4 : 1->1 : 1) "CUt^U V tV^— 7Vl^> klNMfel-S 
££fc«fc!3, LT#7c OK* 8 5mg N R$59%) „ 

1 H-NMR (CDC 1 3 ) 6:6. 86 (1H, d, J = 1 . 8 Hz) , 7. 
20 2 5 - 7 . 29 (1 H, m) , 7. 50-7. 55 (3H, m) , 7. 61-7. 
67 (1H, m), 7. 70-7. 76 ( 1 H, m) , 7. 83-7. 87 (2 
H, m) , 8. 17 (1H, d, J = 1 . 8Hz) , 8. 4 3-8. 4 6 ( 1 H, 
m) , 9. 9 0 (1 H, s) . 
(##$l 2 5 0) 

25 1- [ (3, 4-i?y/Vjrny^^;V) -5 - ( t° U 2 -4 

)V) — 1 H - 1° a —/I/- 3-77 7W VPt* t K 

5- (try v 5 ^- 2 -^/U) — 1 H — t° O —/I/— 3—77 /W^Asy" t K (8 0m 
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g) ©Tb7tKP77« (r6mL) IcMUX^mti- h V y A (6 0% 
5 6mg) 3 O^mWiW Lfc D 15-^7^- 5 (307m 

g) ^mrLxso^mmwLtcm, mt3, A-py/va-v^y-n^x/v*^ 

/Kl98mg) ^JP^L, ^1H#P«#Ltc 0 S^^ISfn^7k^tIx.fc|f , 

Wi : ^*y->-B^?-^= 4 : 1->1 : 1) ttil, ^y7°Pt>x-7 
g, P7 0%) „ 

10 1 H-NMR (CDC 1 3 ) 5:6. 88 (1H, d , J = 1 . 8Hz), 7. 
2 9- 7. 3 8 (2H, m) , 7. 51-7. 55 ( 1 H, m) , 7. 72-7. 
80 (2H, m) , 7. 8 5 - 7. 9 2 ( 1 H, m) , 8. 13 ( 1 H, d, J 
= 1. 8 Hz) , 8. 46-8. 49 ( 1 H, m) , 9. 90 (1H, s). 
(###12 5 1) 

15 1- (2, 3-v^Kn-l, 4 -*<l/Wtt*/ s s- 5 ^^jVi^^jV) - 
A—t^jV— 5-7^~/V- 1 H- jV— 3 —jjjV/^nsfM K 

A-t^JV- 5-7x.~/U- 1 H— t?n— /l^— 3 -*/W^ft K (18 5m 
g) , r!) (6 0%M4 N 1 1 6mg) % 1 5-^7!7>-5 (8 

8 1mg) fclt/fil^, 5-*7V 
20 (5 1 6mg) £fflV>T###ij2 1 9 £ |^<Z>gM££?TV\ 

mM&T^JVyT^tX.Xmtz. (lKi2 9 5mg, I|X^7 7%) „ 
1 H-NMR (CDC 1 3 ) 5:2. 03 (3H, s), 4. 22-4. 31 
(4H, m) , 6. 7 5 -6. 8 2 (3H, m) , 7. 0 4-7. 0 7 (2H, 
m), 7. 30-7. 46 (3H, m) , 8. 00 (1H, s) , 9. 93 (1 
25 H, s) . 

(##$] 2 5 2) 

1- [ (2, 5-v^ h*i/y*~A') */M*=/t'] - A-^f-JV-'b-y 
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)V- i h— \?u—jv— 3 —jj/wvuft Y 

A-*=f-)V- 5 - 7x=;w- 1 H— \£xi—)V— 3 -*/vWt K (18 5m 
g) , fcmiki-hV 9& (6 0%ffitt N 72mg) , 15-^7^-5 (33 
Omg) *3«fctfifrfb'2, h^v^i/^V*/!^-^ ( 3 5 5 m g ) Srffl 

5 V^T##M2 1 9 fc|ia«®jftfNtfri\ ttifc (tlx 

43 3 Omg N M*8 6%) 0 

1 H-NMR (CDC 1 3 ) 5:2. 03 (3H, s), 3. 51 (3H, s), 
3. 73 (3H, s), 6. 56 (1H, d, J = 3 . OHz), 6. 83-6. 
89 (3H, m) , 7. 0 2- 7. 0 6 ( 1 H, m) , 7. 17-7. 32 (3 
10 H, m) , 8. 11 (1H, s) , 9. 9 6 (1H, s) . 
(#ti2 5 3) 

1- (2, Kn-1, 4 -^yy*l?3-3r-yy- 6 -j;V7,;Vfo^;V) - 

a^~;V- 1 H-t°n— ;V- 3 -^/WVl'ft K 
A — ft-As— 5 — yau~)V— 1 H- />- 3 -ft/WW^f t: K (18 5m 

15 g) % TK^^by ^ (6 0%$J'|4 N 72mg) , 15-^7!7^-5 (33 
Omg) feit>l{b2, 3-v>tKn-l, 4-^yy J ^i/y-6-^ 
(3 5 2mg) £fflV^T##M2 1 9 t ^<Dgfef££fTV\ ^Mit^^m 
^»WibT#fc (l|Xl3 9 1mg, M10 0%) „ 
1 H-NMR (CDC 1 3 ) 5:2. 03 (3H, s), 4. 22-4. 31 
20 (4H, s) , 6. 7 2-6. 8 2 (3H, m) , 7. 0 4- 7. 0 7 (2 H, 
s) , 7. 3 0- 7. 4 3 (3H, s) , 8. 00 ( 1 H, s) , 9. 94 (1 
H, s) . 
(##$12 5 4) 

4 — tf-jV— 1 - { [3- (^fvI^/UJfc — /V) /W - 5- 

25 7i^/V-lH-t°0 ^ )V- 3 - # tV/Wf t K 

A-tJ-JV- 1 H— h°n — yW— 3 -iJ/M/Vft K (18 5m 

g) , 7kmti-VV (6 0%$H4, 60mg) , 15-^7!7^-5 (0. 
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3 0mL) &£T$mk [3- J-;VX;Vfo~?V) -<Vif^] *}V7fr~;V (3 3 
lmg) £^T##M2 1 9 i|^i<DM^fTV\ LT 
#fc (IRJI1 9 lmg, M*4 7%) „ 

1 H — NMR (CDG1 3 ) 5:2. 03 ( 3 H, s ) , 3. 01 (3H, s), 
5 7. 01-7. 04 (2H, m), 7. 31-7. 60 (5H, m), 7. 92 

(1H, m) , 8. 06 (1H, s), 8. 12-8. 14 ( 1 H, m) , 9. 
9 8 (1H, s) . 

(#%M2 5 5) 

4 —ff-jv— 5 — y^~;V- 1 - (3 -^^—/l^/l^—/!') -lH-t°n- /!✓ 
10 -3-*;^;vftK 

4 fvl'- 5 -7^^^- 1 H- \fT2~-/V— 3 -*/Wt K (185m 
g) , **fl^fy !7 A (6 0%mi, 6 Omg) N 1 5—?9$y-5 (0. 
3 0mL) jSZTfl&ik (3-=f-^=-JU) 7,;Vfc~;V (2 3 7mg) 5rJlV^T## 

m 2 1 9 £ p«©»fe«:frv\ mm^^m^ t Lxmtc mm. 2 9 0 m g , 

15 JR* 8 8 %) o 

'H-NMR (CDCI3) 5:2. 04 (3H, s), 6. 91-6. 93 
(1H, s) , 7. 0 6 - 7. 0 9 (2H, m) , 7. 26-7. 41 (5H, 

m) , 8. 0 3 (1H, s) , 9. 9 6 (1H, s) . 
(##M 2 5 6) 

20 4-^/V-5-7x^/!/-l- - 1 H — tf 

4-^fv^- 5-7^^/1^- 1 H-fc°n-^- 3 -*;W^ft K (18 5m 
g) ^7f7t Kn77> (1 OmL) fc$8#U MJ »7A (6 0 %ift 

ft, 6 Omg) ^BiTlfitl 5#ffl}g#Uh„ 15-^7^-5 (0. 3 
25 OmL) %M?LXmU&-V& hfr.l 5ftMWLtc&, 3 - t° !7 S^*^*^* 

pdf mnit (2 3 img) &mz.it 0 &mm%mn-v inmmwLK.& s 
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A- (IHiI:^t^-il^/V=19 : : 1) tttlU 

M^ife|^iUT#fc (HXil72mg, lR$5 3%) „ 

1 H-NMR (CDC 1 3 ) 5:2. 03 (3H, s), 7 . 01-7. 04 
5 (2H, m) , 7. 2 6 - 7. 5 5 (5H, m) , 8. 07 ( 1 H, s) , 8. 

4 7 (1H, m) , 8. 7 5-8. 7 8 ( 1 H, m) , 9. 9 7 ( 1 H, s) . 

2 5 7) 

A-tf/V- 5 -^-/U- 1 - (try v>^- 2 -^/U^/V^-/!') — 1 H — t° 

3 -^/w^f'fc K 

10 A-ff-JV- 1 H— 3 -j/;W^^7t K (18 5m 

g) N *3Sffl^MJ (6 0%$H4, 60mg) N 15-^7!)y-5 (0. 
3 0mL) &£W2-h°}) i?^/^=;^n!J K (2 3 1 m g ) SrfflV^T## 
>!l2 5 6 tP^o^-C^Srffv\ itM^ti£#It5C£ ITifc (4X4 2 6 

2 m g N JfcJ(5 8 0 %) 0 

15 1 H-NMR (CD C 1 3 ) 6:2. 03 ( 3 H, s), 6. 92-6. 95 
(2H, m) , 7. 21-7. 49 (5H, m) , 7. 6 5- 7. 6 9 (1H, 
m), 8. 14 (1H, s), 8. 64-8. 65 ( 1 H, m) , 9. 98 (1 
H, s) . 
(#%$! 2 5 8) 

20 l - [ (1, 2-i?*?-;i'- 1H-4 ;v-A-4;v) - a 

- * ftv- 5-7*. l H - 1° p —/k- 3 - # /w-^-r t K 

4— pt^/V- 5 — !7:x~/l/- 1 H-t°D-;k- K (18 5m 

g) , T^miti-hV VJ* (6 0%^'|4, 60mg) N 15-^7^-5 (0. 

3 0mL) *3«fctf (1, 2-v^fvl^- lH-'f ;V-A-J;V) X/Uft 
25 nJJF (2 5 3mg) £/BVT###l 2 5 6 h l^<£>&#-CKjfc&fxV\ 

LT#/t 01X1:2 9 4mg N IR*8 6%) „ 
1 H-NMR (CDC 1 3 ) 6:2. 05 (3H, s), 2. 33 (3H, s), 
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3. 40 (3H, s) , 6. 48 (1H, s) , 7. 11-7. 14 (2H, 
m), 7. 26-7. 41 (3H, m), 8. 08 (1H, s) , 9. 93 (1 
H, s) . 

2 5 9) 

5 l - [ (5-^PP-l, 3 -Vt^jV- 1 H-lf7^-4-^/H 7,)Vi^ 
-4 —tf-jV— 5 -yau=.)V- 1 H- /U- 3 -*/W^fc K 

4-^^-7^- 5-7^^/1/- 1 H— \fn—;V— 3 -^;W^;l/ft K (18 5m 
g) s TK^^by !>A (6 0%}fite, 60mg) , 15-^7^-5 (0. 
30mL) fcitf (5-^nn-l, 3 - fvl'- 1 H- k°7 /V- 4 — f 
10 /V) pU K (298mg) £JBV^T##M 2 5 6 ^iW^#T'H 

J&«rfrV\ MflS^^jft^Wi: LT#fc (HXi3 7 9mg, iR*ftlOO%) 0 
1 H-NMR (CDC 1 3 ) 5:1. 74 (3H, s) , 2. 04 (3H, s), 
3. 69 (3H, s) , 7. 0 4- 7. 0 7 (2H, m) , 7. 28-7. 38 
(3H, m) , 8. 09 (1H, s), 9. 96 ( 1 H, s). 
15 2 6 0) 

1- [ (2, 4-v f ^fvI'- 1, 3-f7^/V-5-^/V) -4 
5-7x^/w l H-t°n- /i^- 3 -*;w^i/rt K 

5-7^^7^- 1 H-t°n-;I/- 3 -^/W^f't K (18 5m 
g) , 7kmit1~Vy (6 0%^> 60mg) x 15-^7!)y-5 (0. 
20 3 0mL) *3j;t>* (2, 4 - ^VU- 1 , 3-^7^-5 — i )V) 

^;V# pU K (275mg) ttm^X^m 2 5 6 i I^O&ft-CKjft&frVV 
^Mft^&iSfl^i: LT#fc (11X1:2 7. 8mg, ||8°/o) 0 
1 H-NMR (CDC 1 3 ) 5:2. 05 (3H, s), 2. 10 (3H, s), 
2. 59 (3H, s) , 7. 07-7. 10 (2H, m) , 7. 31-7. 40 
25 (3H, m) , 8. 0 2 (1H, s) , 9. 9 6 ( 1 H, s) . 

mm\ 2 6D 

5- (2-7/PtP7x^) -4-^^/1^-1- (t°U v 5 ^- 3 /l/^/l/* 
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~)V) - 1 H - t° P — 7k- 3 - # /W^/I^t* t K 

5- {2-y;V^-uy a^=-?V) -A—ff-jV- lH-tfn— 7k-3-#7WVk 
7t K ( 3 0 1 m g ) , TkiHt^ b y £ A (60 %m&, 179mg) , 15- 
?7?7>-5 (0. 8 8mL) fci^Sftt^ v'y- 3 -^f/^M^ (4 7 
5 6mg) &R^X&3$M2 5 6 t |PI«©tftf^SrfTV\ ^JgflS^fe £ 6 £ L 
T#/c (I|Xi4 4 0mg, JR^8 7%) 0 

1 H-NMR (CDC 1 3 ) 5:2. 0 2 (3H, s) , 6. 98-7. 04 
(1H, m) , 7. 13-7. 24 (2H, m) , 7. 3 3- 7. 3 8 ( 1 H, 

m) , 7. 43-7. 51 ( 1 H, m) , 7. 65-7. 69 (1 H, m) , 8. 
10 09 (1 H, s), 8. 54-8. 55 (1 H, m), 8. 80-8. 82 (1 
H, m) , 9. 9 8 (1H, s) . 

mnm 262) 

2- [ 4-^>^/lf- lH-t'P- )V- 1 — f/k) ;*7k*;~7k] 

15 5 -^n^e- 1 H- fc°n— 7k- 3 -jj/V/WT* fc K (801mg) , tR^^^ 
MJ >> A (60 282mg) , 15-^7^-5 (1. 57g) *3 «fc 

tWfrfc *7k*^7k (1. 4 3g) ^lV^t##il4 6 

iPI«©lftf^«rfTV\ ttifc (UMl 1 . 0 9g, Jfc* 

7 0%) 0 

20 1 H-NMR (CDC 1 3 ) 6:6. 79 (1H, d, J = 2. 2Hz), 7. 

8 5- 7. 9 6 (3H, m) , 8. 34 ( 1 H, d, 1 = 2. 2Hz) , 8. 4 
4-8. 4 9 (1H, m) , 9. 8 1 (1H, s) . 

(#%M2 6 3) 

2 - / fvk- 1 H - fc° n —/k- 3 -^/W^l/f t: K 

25 2-^^Vk— 1- (7ai=/V^/^=/W) - 1 H- 7k- 3 —%A//*}V7 S 

kK (4. 5 9 g) (Dx b5tKn77> (2 0mL) *3 J;tJ*^ 9 J — fls (5m 
L) Sil:8mo 1 /LTk^ffc^ MJ £A2K|g?fc (2. 5mL) & 0 "CT^PX-s 
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^dv1>^77^ (JSIB*»: ^f-^-ftife3i^=2 : 1) 
5 riti^ LT#fc (Ml. 06 g, 11X^54%) 0 

1 H-NMR (CD C 1 3 ) 6:2. 56 (3H, s), 6. 58-6. 59 
(1H, m) , 6. 6 5 - 6. 6 7 (1H, m) , 8. 5 2 ( 1 H, brs) , 
9.8 9 (1H, s) . 
(#%0ij2 6 4) 

10 2-^^-1- (t°]J v 5 ^- 3 -^/l^/l/jfc^/lO - 1 H-t°P— 3 

2-^/U- 1 H- \fn—;v- 3 -*;W^/l^ t K (1. lOg) , TkSf^ 
b U ^ A (6 Q%m^ 1. 20 g) N 15-^7^-5 (6. OmL) *3«t 
XfMfcW 3 ;V*;Vfr~;V (3. 22g) £J1 l^T##$J 1 4 6 t IH 

15 «Otftf^SrffV\ ^Mjb-^tl^fife^i: LT#fc OR* 1 . lOg, W4 
4%) „ 

1 H-NMR (CDC 1 3 ) 5: 2. 66 (3H, s), 6. 68 (1H, d, 
J = 3. 9Hz) , 7. 34 (1H, d , J = 3 . 9Hz) , 7. 51-7. 5 
5 (1H, m) , 8. 09-8. 13 (1H, m) , 8. 89-8. 91 ( 1 H, 
20 m), 9. 10-9. 11 (1H, m) , 9. 90 (1H, s). 
(##092 6 5) 

5 —~7xi*£— 2 -^"f-jv— 1 - (y ^~;V7,;Vfo~;V) — 1 H - t°n —jv— 3 — 

2-^^-/1^-1- (y ^—/VX/Vfc—M — 1 H — t° n — /P— 3 jV/^jVf 
25 tF (2. OOg) <DN, N-^fWA7^K (2 OmL) ^^N-^ 
n^l/fU' (1. 5 6g) fcO'CTftljU ^fiT? 1 W MMW bfc 0 frfo 
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^-^^^=3 : i) •vttm-zz.ktcxy), ^mi^m^^mw-t it 

#fc (HXS2. 2 8 g, 45^8 6%) „ 
5 1 H-NMR (CDC 1 3 ) 5:2. 86 (3H, s), 6. 68 (1H, s) , 
7. 57-7. 62 (2H, m) , 7. 68-7. 73 ( 1 H, m) , 7. 94 
-7. 97 (2H, m), 9. 90 ( 1 H, s) 
2 6 6) 

5 2 -jf-jls- 1 - (VWy-Z-j ;VXjVfc~;V) -lH-t°n 
10 — /V- 3 - # jV/W'f t K 

2 - ^ ^/U- 1 - (fc°U^^-3 — f /I^/I^-zl') - 1 H-fc°n— 3 - 
tf/W^l^fc K (9 7 4mg) ©N, N- *J * =f-)V%)VKT % K (1 OmL) W 

' m\ts N-^n^n/^i^^K (i. i7g) §ro o c^p^, sa-en^ra* 

#Lfc 0 KlSS^»H:*SrJn^., ^WttHiLfc, ttffiSeSrflfrfn&BMc* 

i5 -T-hy^ATk^, gsfp&4faKT?ifc$£u m&m&^y*i'V*'?Wk&, 



M}§3iL/i 0 gf^J)*^7A^P'7h^7-f- (MH^ 
S : ^^f-^-ftlft^^= 2 : 1) vmm-tZZ-kKX <9, *JB<b^*S:efe 

LT#fc (HXS6 7 5mg N ^5 3%) „ 
1 H-NMR (CDC 1 3 ) 6:2. 89 (3H, s), 6. 18 (1H, s), 
20 7. 53-7. 57 (1 H, m) , 8. 21-8. 26 (1H, m) , 8. 91 
-8. 93 (1H, m) , 9. 17-9. 18 ( 1 H, m) , 9. 92 (1H, 
s) . 

(##«2 6 7) 

2-^f-^-l- (7 ^~;v*;yfc~;v) -5- ( 3 - fc° JJ -lH-tfn 
25 —71— 3 -jjjWVls? t K 

7^^y#ffl^T> 5-^0^-2-^^-1- (7 i - 
lH-t°o-^-3-^;W^l/ftK (4 9 7mg) N 3 - t° JJ v^zf? P i^Sfe 
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(3 7 6mg) N mWti- (4 8 lmg) & £t>*X h 7 (MJ7x^ 

)Vfc?s~7 A y) v*!7A (8 9 . 2mg) ©1, 2-^ f^^x^y (l 2 
mL) *3«fctf7k (6mL) <D!l§«^ 8 0 °CX* 1 ffl W Lfc„ KJ^M^tiSr^ 

m:^*y-y-mm^^=i : 4) -r?fi!f®H-5-£fc<fc?K SMft^^Sfe 

@ft£:l/r#fc Ofcfi 3 5 3 m g , i&#7 2%) 0 

1 H-NMR (CDC 1 3 ) 6:2. 89 (3H, s), 6. 56 ( 1 H, s) , 
10 7. 2 4- 7. 3 3 (1H, m) , 7. 3 9 - 7. 4 8 (4H, m) , 7. 59 
-7. 65 (1H, m) , 7. 6 8- 7. 7 2 ( 1 H, m) , 8. 32 (1H, 
d, 3 = 2. 1Hz) , 8. 62 (1H, dd, J = l. 5, 4. 8Hz) , 1 
0. 0 2 (1H, s) . 
2 6 8) 

15 2-^^-5- (l-^f^-lH-k'7y"^-4-'f;l/) -1- (7x^ 
71/^^/1/) - 1 H-t'D 1 -;!/- 3 -^/WWf't K 
5 —-fnt— 2 — tf'A'— 1 - (:7:r~/U;*/Wft~/k) - 1 H— — A-— 3 
-^;W^7tK'(4 9 7mg) „ 1-^^-4- (4, 4, 5, 5-t1>7 
^fvl'-.l, 3, 2-^y**7y-2--f;V) -lH-t'7y^ (6 3 0 
20 mg) , fomj-hV$& (4 8 0mg) *3 «fc tfx h 7 *r * (MJ7x^*^7 
>f^) ^7^17^ (8 8. 3mg) S:ffiV^##M 2 6 7 ^©^"CSJS* 
fTV\ ^Jift^&efeHttfcLTfcl/t 01X1:4 6 6m g, |$9 4%) „ 
1 H-NMR (CDC 1 3 ) 5:2. 90 (3 H, s), 3. 91 (3 H, s), 
6. 45 (1H, s) , 7. 24 ( 1 H, s) , 7. 35 (1H, s) , 7. 3 
25 9 -7. 4 6 (4H, m) , 7. 56-7. 61 (1H, m) , 10. 00 (1 
H, s ) . 
(##M 2 6 9) 
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4-7*^-1- (7x^/^;l/$=;k) -5- -lH-fn 
— 3 t K 

T/^^V#HMTn 5-7^0^-4-^^/^-1- (7 3L^;V7,/Vfo^/V) - 
1 H — t° n —;V— 3 — # As A AS? t K ( 6 5 6 m g ) > 3-ft7xy^?nyi 
5 (5 1 1 mg) , n a [tr* ( f> U 7 ^-/l*** 7 y) ] ^7^!)^ (7 
Omg) *3i^^MJ #A (6 3 6mg) <D 1 , 2 -vM J^^^V (1 
OmL) -7k (3mL) 1 0 0 °CT 2 B^SI# Lfc 0 friP&KJfcil^* 

19:1-7:3) ^TiftMU *Ift^^Mi^tLT#fc OK* 5 4 
9 m g , IfcsfS 8 3 %) 0 

1 H — NMR (CDC 1 3 ) 6:2. 06 (3H, s) , 6. 85 ( 1 H, m) , 
6. 97 (1H, m) , 7. 2 6- 7. 3 7 (5H, m) , 7. 55-7. 59 
15 (1H, m) , 8. 0 6 (1H, s) , 9. 9 4 ( 1 H, s) . 

1- [5-:/n^-l- (7 ^~;V*;Vfo~;l<) - 1 H-t°a-^- 3 — JflA 

- l- (y^—zw*/!^—/!/; — l H — tf n — /u— 3 — # /w^/i^x 
20 fcK (3. 5g) ©^^;-/UM (6 OmL) TVkT !7 A (7. 

5 g ) t^rytKn^^itby^A (2. 4 g ) ^nx., ^m-en$RgflM# 

25 ttliUffc 01X1:4. 4g, Jfc**&10 0%) „ 

1 H — NMR (CDCI3) 5:2. 47 (3H, s) , 2. 98 (1 H, br 
s) , 3. 66 (2H, s) , 6. 35 ( 1 H, d , 1 = 2. 4Hz) , 7. 5 
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1-7. 57 (3H, m) , 7. 61-7. 68 (1H, m) , 7. 93-7. 
9 7 (2H, m) . 

mmn 7 1) 

1- [5 --fu^r-A -4 Vfv. \f;V- 1 - (y ^^)V7,)V-fo~)V) — 1 H — t° 

5 - :/ n ^ - 4 — f yynt>-l- (7 ^-/^/^-/lO - lH-fn- 
3 -tf/M^gM^vl' (4. 8g) , 7k^iti>4 )J-? s 5-)\'Tfr%~t7&<r> 1 . 
5 m o 1 / L h/Wni/^IS (50m L) „ T^-n fcV^T^^E-^? A 

^/W^^--h (218mg) , N-^^VWE-/I^y N-^fK (1. 6 

io g) m^^^7-^^4a^ (2. 5 g ) %m^T0%M6 tmm<D 

tftf££?TV\ ia5-7 r n^-4-^yyptv^- l- - 

1 H- tfn— /U- 3 -^/W^l^t K (3. 8 3g) fcj|tlt)t*at#fc. Hfc^ 
'4 0%^W^^;-;« (8 7 7mg) , Tklff fc* 7lt^ MJ ? A 
(4 7 4mg) *3«J:t#&5-:/n*-4 — fyT'n^-l- (y 
15 -lH-t°n^-3-^7W^ft F (3. 8 3 g) £/I^T##$j6 

6 kmm<Dm^%m\ mmit^^m^m^t^xmtc 0KS5O2m g , 

1 1 %) „ 

1 H-NMR (CDC 1 3 ) 5:1.18 (6H, d, J = 7. 2Hz), 1. 
50 (1H, br) , 2. 48 (3H, s) , 2. 8 7- 2. 9 6 ( 1 H, m) , 
20 3 . 6 2 ( 2 H, s) , 7. 43 (1H, s) , 7. 4 9 - 7. 5 4 (2H, 
m), 7. 60-7. 64 ( 1 H, m) , 7. 88-7. 92 (2H, m) . 
2 7 2) 

{ [5-7^^-1- (^—/W*/!^ — /!✓) — lH-t°n —/k— 3 — * 
/ f-ZlsftsW^^^B. t e r t —*7 t f-A' 
25 1- [5-^n^-l- (y ^~;V7,;V~fa~;V) — 1 H — t° n —jv— 3 — -Y 
-N-^W^y7^ (4. 4g) (6 0mL) jjBftfcr 

M^v 1 - t e r t-^fvV (2. 8mL) &Jn;t, 1 4 R^HJfiM^ Lfc 0 jx 
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% : ^*y-y-^^;v=4 : 1) MTH^U *M^t/£Mfeffi#t% <h L 

5 0KS3. 4g, »7 3%) □ 

1 H-NMR (CDC 1 3 ) 6:1. 48 (9H, s), 2. 7 9 (3H, br 
s) , 4. 17 (2H, brs), 6. 24 (1 H, brs), 7. 35 (1H, 
brs), 7. 51-7. 57 (2H, m), 7. 62-7. 68 ( 1 H, m) , 
7. 90-7. 94 (2H, m) . 

10 2 7 3) 

{ [ 5 - :/ n ^ - 1 - (2-:/7;7x^) ^/^—/k- 1 H- t°P — 3 

* f-M * f-ji'jjsw* 5: yB. t e r t -rffjv 

2- [ (2-^n*-4-*^5^- 1 H-t°n- /U- 1 — <iJV} mv-fo — 
jV\ MJ jv ( 1 . 1 8 g ) O-r b7tFn77^ ( 1 0 m L) £ t>V 

15 (lOmL) tit 4 0%^ f /V7 ^ / ( 3 m L) 

x.> SliS^Sr^M"Cl^Wii^bfc„ ^M^^Tk^^^m^b y 17^ (1 

5 2m g ) *Mx., tsbKi 5^mmwvtcm^ m&yd*M!±mmLtc 0 mm 
mzfc (5 0mD mm^/^mmLit 0 mmm^m^mymi-v 
vv&ykwm, tk, ma&Mfr-efcfr®, m^m,m-rvv 7^t«u 6iiu 
20 ^j±^ntfc 0 fmyozmm^^ domD \mm^, -mmvt e r t- 

T^VV (0. 8mL) fcJn*., $l£4fe*:£fi*C2 BWHtfUfc, 

(i o omD ^px., g^ifeai^-c'ttm b^„ mmm^mu^m7kmi- h ] j $ 

/^7A^D-e^77^ (Jg!i?§^£ : ^U^-Mfe^^ 2 : 1 ) Tit 
25 r t ^ «t t) , ^Sffr&ftSrltfeJftttft i: LT#fc OK* 2 9 6 m g x lR# 

3 8 %) o 

1 H-NMR (CDC 1 3 ) 5:1. 48 (9H, s) , 2. 81 (3H, br 
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s), 4. 21 (2H, b r s) , 6. 32 (1H, brs), 7. 62 (1H, 
s), 7. 76-7. 89 (3H, m) , 8. 3-8. 39 ( 1 H, m) . 
(###|2 7 4) 

[ { [3- (f'f'A'XA'Tfc^A') 7 au^;V] XjVifr^fl/} 

5 1 H- fc°P — )V- 3 ->f /U) ^ X >Wt t e r t -7*J-;V 

{3- (^/W*/I^~/l') K;Vfo~;V} -1H 

-h°D^-3-*;W^7t K (4. 8 8g) &JBV^T##0!|2 7 3 irPIfiSo 

i*f£K:.fc!K £ffite£*&H£JfcJ*ft£ ttifc (Hxio. 9 6 g , i&sfi2 

7%) 0 

10 1 H-NMR (CDC 1 3 ) 8:1. 47 (9H, s) , 2. 80 (3H, s), 
3. 10 (3H, s) , 4. 18 (2H, brs), 6. 28 (1H, brs), 
7. 35 (1H, d, J = 1 . 8Hz) , 7. 79 (1H, t, J = 7 . 8H 
z), 8. 18-8. 24 (2H, m), 8. 51-8. 52 (1H, m). 
(&%M 2 7 5) 

15 { [5-^0^-4-^^/1^-1- {7 ^~;VX;Vfc~;V) -lH-fn— ;V- 
3-4^1 tf-M ff-JVjjjVrt^-y&t e r t-y^/V 

5-^0^-4 —^-=f-)V- 1 - (7^n/k^/i/7}N^/k) — 1 H — tf n <— /U— 3 
-tf/W^Tt K (1. 9 1 g) £/B'V^T##0!l2 7 3 <Jr^(7)^^tTV\ * 

LT#fc OKil. 13g, J|X^4 4%) 0 
20 1 H-NMR (CDC 1 3 ) 5:0. 96 (3H, brt, J = 7. 5 Hz) , 
1. 49 (9H, s) , 2. 32 (2H, q, J = 7. 5Hz) , 2. 74 (3 
H, brs), 4. 26 (2H, brs), 7. 35 (1H, s), 7. 50- 
7. 55 (2H, m), 7. 61-7. 64 (1H, m), 7. 8 8-7: 91 
(2H, m) . 
25 (###J 2 7 6) 

{ [5-^n^-4-^yynt>-l- (^cnc^/I^/I^-,^) -lH-fc°n 
—/V- 3 - -OKI ^ fvW f g ?'f\''bA"**l^8t t e r t —"f^-jV 
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1- [5 y?v \f;V- 1 - {y - 1 H- 

t°n^-3-^^] -N-^fvl'p* ^ V (5 0 2mg) 

tert-/f;l^ (4 4 2mg) £/)^T##$J 5 5 £ |Iltl<£>M5£fTl\ 
^t»^rM^?fi^iLT#fc (ftl5 9 6mg, 9 4%) „ 
5 1 H-NMR (CDC 1 3 ) 6:1. 15 (6H, d, J = 7. 2Hz), 1. 
47 (9H, brs), 2. 80 (3H, brs), 2. 88-2. 95 (1 H, 
m), 4. 30 (2H, brs), 7. 30 (1H, s), 7. 49-7. 56 

(2H, m) , 7. 61-7. 66 (1H, m) , 7. 8 7- 7. 9 0 (2H, 
m) . 

10 (##$J 2 7 7) 

{ [4 -oi^/U- 5 —y-^-jx,— i - (^^-/k^/^-/^) -lH-t°D-/V 

— 3 — < /V] ^^vlofc/W^^glt e r t-y*f-;v 

{ \_5-y*u^- &-x.J-;V-l- (y ^~;V^;Vi£~;V) -lH-fc°n— 

-3 — f/u] ^^/v^^^^ifet e r t-y*J-;v (l. i 3 g) , y 

15 D yWt (4 6 2mg) , b y <7A (789mg) iSi.XfT hy* 

X (MJ7x^*77^y) /*7i?t?& (4 3 1mg) V^T##$! 5 6 £ 
[H^(D^SrfTV\ tt#fc OK* 6 0 2mg, J&s£ 

5 4 %) „ 

1 H-NMR (CDC 1 3 ) 6:0. 84 (3H, brt, J = 7. 5 H z) , 
20 1. 49 ( 9 H, s) , 2. 15 (2H, q, J = 7. 5Hz), 2. 82 (3 
H, s), 4. 32 (2H, brs), 7. 01-7. 04 (2H, m), 7. 
26-7. 36 (8H, m), 7. 48-7. 52 (1H, m). 
(##$! 2 7 8) 

{ [4 ->f VT'p 5 -7is^- 1 - (^^^/l^/W/i^/l') - lH-t° 

25 D ' — )\/ — 3 —4 As] * f7W ^ ^VV^/W* 5 t e r t -y*^jU 

{ [5 -^n^-4-^ yyn fcf/l — 1 - (7 ^-/l^/Wfr-zt/) — 1 H — fc° 
71/- 3 —^tV\ ^ J-;V] ^ ^vl^/W* * t e r t (5 9 6m 
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g) , 7i=^py| (307mg) , 7^7^ ( h y 7 ^=./VfoK7 J 
y) ^?Z?T}J>> (2 18mg) &£X*fcmi- h V (4 0 1mg) £ffiV^T# 
6 ^IH#(D^^tTV\ ^M{bi^^«fe*^tli:LT#7t 01x4 2 1 
8 m g , WS7 %) 0 
5 1 H-NMR (CDC 1 3 ) 6:0. 96 (6H, d, J = 7. 2Hz) , 1. 
50 (9H, brs), 2. 55-2. 65 (1H, m), 2. 89 (3H, 
s) , 4. 39 (2H, br) , 6. 9 0- 7. 0 0 ( 2 H, m) , 7. 19- 
7. 36 (8H, m) , 7. 49-7. 53 (1H, m) . 
2 7 9) 

10 2- [ (4- { [ ( t e r t -~f Y*l/%}Vi$~;V) (^f^) 7^7] 
/U} -2-7a^~;V- lH-t:°P-^- 1 -^) ^cS#^ 9vU 

2- ( {4- [ {*J-)VT^J) *^)V\ - 2 -7^~/U- 1 H- t°n-/k- 
1-^VW */W3iwu) (3 6 7mg) joit/Zl^v 5 - 

t e r t (2 5 Omg) £/BV^T#%0il5 5 ir^^^frV\ itM 
15 ^tl^M^ffi^tl^ LT#fc (4X45 2 4mg N I|X«J 1 0 0%) 0 

1 H-NMR (CDC 1 3 ) 5:1. 47 (9H, s), 2. 85 (3H, s), 
3. 88 (3H, s) , 4. 27 (2H, br) , 6. 15 ( 1 H, brs) , 
6. 98-7. 01 (1H, s) , 7. 17-7. 32 (7H, m) , 7. 50 
- 7. 5 2 (2H, m) . 
20 (###ij 2 8 0) 

3-[(4-{[(ter t -7 h ■*V%JVi$~;V) {^^)V) T 5 / ] ^ 
/V} - 2 - 1 H-t°n-;k- 1 -^/U) fvl" 

3- ( {4- [ (^W^y) -2-7i^-lH-t°P^- 
1-4 M X;Vfo^;V) glfgl^f/l/ (5 7 7mg) *3«fcOO^@l^- 

25 t e r t -^/V ( 3 9 3 m g ) .£fflV>T##M 5 5 i: l*|ifiS(0i*tfs&fTV\ 
fb^*Sr*ife»^*i: LT#fc (Ki7 10m g> HX#9 8%) „ 
1 H-NMR (CDC 1 3 ) 6:1. 46 (9H, s), 2. 80 (3 H, s) , 
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3. 91 (3H, s) , 4. 2 2 (2H, brs), 6. 10 (lH, brs), 
7. 19-7. 23 (2H, m) , 7. 2 7-7. 5 0 (6H, m) , 7. 97 
-7. 98 (1H, m) , 8. 15-8. 18 (1H, m) . 

mm\ 2 8D 

5 2-[(4-{[(ter t-^h^f^/^^) (7^7k) T^] /• 
7k} - 2 - 1 H- 71/- 1 — f 7k) *7k^~7k] 

2- [ (4- { [ (t e r t -:/ b^#/k/Jwk) (7^7k) 7^] 

7k} - 2 1 H- t°tn— 7k- 1 -^/k) ^7k7ft^7k] ^S#^7 ^7k 
(524mg) lrTb7tKo77^ (5m L) $3&Xf* ^ / -7k (3mL) K 
10 $£fi?U 0°CTlmo 1 /Lfcmikl- h V V^&mm (3mL) -grflP&fco 0°C 

-eiB#p H i, mu-^i 6 mmmw s^ccfe^u imo l/Li&gt 

15 0:1) fcxmm^s $tM{k&to$:te&T*£A'yTXkLXmt (HX*2 5 6m 
g , flx^ 5 0 %) 0 

1 H-NMR (CDC 1 3 ) 5:1. 53 (9H, brs), 3. 08 (3H, 
brs), 4. 27 (2H, brs), 6. 06 (1H, br), 7. 00-7. 
5 2 ( 1 0 H, m) , 1 H jfctfcffi. 
20 (##09 2 8 2) 

3-[(4-{[(ter t b * v^k/jwk) (7fvk) 7^ / ] ^ 
7k} — 2 —y au^-)V— 1 H — h°n— 7k— 1 — -Ok) *7k;fc^7k] 

3- [(4-{[(ter t b ^ v^ktf^k) (7^7k) 7^] ^ 
7k} - 2 -7^^7k- 1 H- fc°P — 7k- 1 ~^7k) ^7k7ft^7k] glfgl^f^ 

25 (710mg) ^Th7tKP77^ (5mL) W7 ^ 7 -7k ( 3 m L) 

MU OtT'lmo \/L7kmik1-hV V&XMm (3mL) SrJU£fc„ 0*CT? 
10^ SM-e2 0^f B m#L7^ff N f?t>*0°C3;T^:fePU lmo l /Ljftgfc&JP 
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OK* 5 7 7 m g , 8 3 %) 0 
5 1 H-NMR (CDC 1 3 ) 5:1. 46 (9H, s) , 2. 81 (3H, br 
s) , 4. 2 2 (2H, br), 6. 11 ( 1 H, br), 7. 16-7. 52 
(8H, m) , 8. 03 ( 1 H, br) , 8. 19-8. 22 (1H, m) , 1 
H 

(##$12 8 3) 

io [ (l- { [3- 7^^/^] - 5 -y^^ju 

- l H-fc°n- /u- 3 -^/^) ^^^] ^f;^;w^yit e r t—~7^jv 

3 - [ (4- { [ (tert-^f^^/V) Ufvk) 75/] ^ 
/V} - 2-7x=/!/-lH-t°n^-l-^^) £&#Sfe (2 0 

5mg) ON, N-^WM7 5MS (5mL) fc N 1 3 - 

15 (3-^W5/^P^) -tf/MSSMSK ^mit(l2 5mg) *3«fc 
t>*l -fc Kn^ri/- 1 H--<^y h !)7/^ T^^^^A^ ( 1 0 Omg) 

20 dfty-iixf;V=4 : 1 -» 1 : 1 -> 1 : 4) KlTftMU OT^t^Mfe 
»^i:Lt#fc (lRSl9 3mg, lW9 4%) □ 

1 H-NMR (CDC 1 3 ) 6:1.47 (9H, s), 2. 85 (3H, br 
s), 4. 23 (2H, brs), 5. 61 (1H, br), 6. 10 (1H, 
d, J = l. 8Hz), 7. 2 1-7. 51 (9H, m), 8. 07 (1H, d, 
25 J = 7. 5Hz), 1H ?fctfeW.. 
(##0112 8 4) 

{ [1- ( {3 - [ (;^P^oW$/) 7 3i 
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;V) - 5 -y au~}V- 1 H- t°n— ;U- 3 -4^1 t^M T^/l^/W^ ^ 
t e r t —'f'f-jV 

3- [ (4- { [ (ter t -y* ;Vi$~;V) T ^ /] 

/W - 2-y au^;V- 1 H— 1 -^f AO ^/^/fr^v^] ^1>#^ (15 

5 Omg) ©N, N-v 5 ^ ^V^/l-AT 5: Kf&V$ (5mL) 1 -^;V- 3 - 

-tf/^vM^K tit (9 2mg) , 1- 
tFD^r^-lH-^yy^Dr^ (73mg) feit/v-^ P7°n tVl/T 5: 
V (2 7mg) ^r^M^P^7t 0 mum^ 3 0 #fM# Lfcf£ s tKSt*Px.T» 

-f- mmmm ■. ^^^-mm^^= 9 : 1^4 : d ktmsiu sm^ 

1 H-NMR (CDC 1 3 ) 6:0. 60-0. 64 (2H, m) , 0. 8 6- 
0. 95 (2H, m) , 1. 46 (9H, s) , 2. 81 (3H, s) , 2. 8 
15 0-2. 9 0 (1 H, m) , 4. 22 (2H, m) , 5. 90 ( 1 H, br) , 
6. 09 (1H, d, J = l. 5Hz) , 7. 21-7. 52 (9H, m) , 8. 
03 (1H, d, J = 7. 2Hz) . 
(##M 2 8 5) 

{.[1- ( {3 - [ W-;/) D;V7$~;V-\ y^~;V) 
20 )V) - 5 -y^=- JV— 1 H-t°P— ;V- 3 -^/^] 7*fvW 
t e r t —'f'f-A' 

3- [ (4- { [ (ter t -zf V ;Vi$^>v) (*?-jV) T 5 / ] ^ 
/V} - 1-y zc~)V— l H— \?u—}V— 1 -^^) (15 
Omg) &£t>*2mo 1 / L^W^y-f h 7 t Fp77« ( 5 m L) 
25 &J1^T##$J2 8 4 fc^«©j*f^*f?V\ &ffifc£&«rte£ifi:ffc4&£ LT#fc 
OlXi; 9 9 m g N IR^ 6 4 %) „ 
1 H-NMR (CDC 1 3 ) 6:1. 47 (9H, brs), 2. 84 (3H, 
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brs) , 2. 97 (3H, d, J = 4. 5Hz) , 4. 22 (2H, brs) , 
6. 09 (1H, d, J = 1 . 8Hz) , 7. 21-7. 44 ( 1 0 H, m) , 
8. 0 3 (1H, b r) . 
(##M2 8 6) 

5 { [1- (.{3- [ (^W^) #A'ti~A'] - 
5-7x^-lH-t°n^-3- i;v] ^=f-;v) ^^/v^/v^^vW: 
t e r t -7**?;^ 

7kMik1-hVV& (6 0%ltt, 3 6mg) ©f Kp77«I (3 

mL) ^f/M [1- (I3- [ (^^T^y) 
10 — 5 — 7x^;l/- 1 H — t°P —)V— 3 — --f/l^] ^vW #/W^ ^ 

ggt e r t -7*^ As (2 4 Omg) ON, N-i?^f;^M7^ K$£?£ (2m 
L) Sr^a-eJP^fCo Wfifl 5^mWiWLfz.^ s S-Vtfils (106m 
' g) fcflnx., 3 0^WLt KJ&^^&JP^T&SU g^^^/^ttffl 

15 HLfc 0 M^i/^W7A^n-7f^77^ (MBMItt : ^f-^- 
g^H^^=4 : 1^1 : 1) latll, ^Mfb^t/^^ifeffl^^ LXmtc 
O&fil 6 8m g> IR^6 8%) „ 
1 H-NMR (CDC 1 3 ) 6:1.47 (9H, s), 2. 81 (6H, br 
s) , 3. 08 (3H, brs), 4. 22 (2H, brs), 6. 11 (1H, 
20 br), 7. 22-7. 39 ( 9 H, m) , 7. 58-7. 61 (1H, m). 
(##$J2 8 7) 

^f-/^ [ (1- { [3- {^jv^y y- ;v% ;V7$=.;v) 7 *.~)V\ Tsjvfo 
t e r t 

25 3 - [ (4- { [ (tert-yf^W^) (t^fr) T^/] 

/H - 2-7^^/1^- 1 H-t°n-7P- 1 -^T/P) ^;^^^;^] (15 
Omg) »M!Jy (4 2mg) ^r^V^T#%M 2 8 4 £ l^i<E>&f£&fTV\ 
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mmfc&Vo&M&ftVtyot ITifc (Jfcftl 64m g> Um9 5%) „ 
1 H-NMR (CDC 1 3 ) 5:1. 47 (9H, s) , 2. 81 (3H, br 
s) , 3. 21 (2H, br) , 3. 57 (2H, br) , 3. 73 (4H, b 
r) , 4. 22 (2H, br) , 6. 12 ( 1 H, br) , 7. 23-7. 43 
5 (9H, m) , 7. 5 8-7. 6 1 (1H, m) . 
2 8 8) 

[ (1- { [3- (1-t Kn^i/-l-^f;^f;l/) 7x^/H 
t e r t -~f?-;V 

10 3- [ (4- { [ (tert-7l^;l/^;V) (^^) 7^/] ^ 

71/} - 2 -7*^7V- 1 H- )V- 1 -^7U) ^/l^^TV] ^S#H^^7U 
(5 1 3mg) ©7f7tKD77V (5m L) t^f;HJf >)A<Dft 1 m 
ol/L ^^^/Ucc-t 1 /^^ (4. 5mL) £-78 WMtLs 1 Hf 

mmwLtc 0 fcj&m&mzTk (20mD ^nx., ^^^T^ttitfc 0 
mm^^=2 : i) T^M-rsr ^^j;«9, «^^it»ibt# 

ft 3 7mg, IR^6 6%) „ 

1 H-NMR (CDC 1 3 ) 5:1. 46 (9H, s) , 1. 58 (6H, s) , 
20 1. 89 (1 H, brs), 2. 80 (3H, s), 4. 23 (2H, brs), 
6. 09 (1H, d, J = 2. 1Hz) , 7. 2 2- 7. 3 8 (8H, m) , 7. 
42-7. 43 (1H, m) , 7. 60-7. 63 ( 1 H, m) . 
(##$! 2 8 9) 

( {l - [ (4 —i/T J - 3 -yjvjrv y^~/u) ?,/vfc^;v~\ - 5 -y^^/u 

25 - 1 H- JV— 3 -AM tJrM #7W^V||t e r t—y*f-/^ 

2-y;Vjru-4- [ (4 -tflTV^TV- 2 -^cn^l'- 1 H- /I/- l - 
7.)\,ib^A>1 ^<yy^]>])/U (2 2 3mg) &J^T##M 2 7 3 £ liflil 
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(Dmfc*ft\\ Smte*ffeiftfti:UT#fc (HX45 7. 3mg s HX^ 2 
4%) „ 

1 H-NMR (CDC 1 3 ) 5:1. 47 (9H, s) , 2. 83 (3H, s), 
4. 23 (2H, brs) , 6. 17 (1H, s) , 7. 08-7. 11 (1H, 
5 m), 7. 19-7. 23 (3H, m), 7. 26-7. 27 ( 1 H, m) , 7. 
32-7. 42 (3H, m) , 7. 57-7. 61 ( 1 H, m) . 
(#%M2 9 0) 

( {1- [ ( 3 -^7/7x^) 7.;Vfc~;V] - 5 - V a^^/U- 1 H- t°P — 
3 ->f /W ^ ^VV) ^ "f-JV-bA/* 5 ^ t e r t -T^/l" 
10 3 - ( { "f'JVT \ y ) tf-Ay- 2 -7cn^7V- 1 H-fc°P— /U- 1 --f 
/W */k7ft~/P) ^>-y^MJ/I^ (0. 2 3g) <7>gt^^?vW^ (l6mL) 

m^-tei t-?*=?-;v (o. i9 g ) §rjn^, ^?a-ei 6mmmwhtz. 0 
'^m^m^mm^A-x^^u mm^m^mi- ^ v ^ ^mm, m^x^m 
-km.fcxm&L, m^m^?*^ 1 ? &x&)m, mmr^mmLtc, mmm* 

15 V!l*W7^B-rI<^77>f- : -^f->--^^^=4 : 

l->2 : 1) fc-C**®iU ^Mfc^t>&Wt/£ LT#fc (4X1:0. 3 0g N «X 
$1110 0 %) 0 

1 H — NMR (CDClj) 5:1. 47 (9H, s) , 2. 8.3 (3H, s) , 
4. 23. (2H, brs) , 6. 14 (1H, s) , 7. 16-7. 22 (2H, 
20 m), 7. 29-7. 38 (3H, m) N 7. 40-7. 49 (3H, m), 7. 
55 (1H, ddd, J = 1 . 41, 1. 55, 8. 1 5 Hz) , 7. 77 (1 
H, d t, J = 1. 3 7, 7. 6 3Hz) . 
2 9 1) 

f?)\> [ (5-7^^/P-l- { [3- (1H-7 h^y— A"- 5 -4 fr) 7x 
25 n/V] - lH-fc°P— /V- 3 — <M *=f-)V\ %/w<^^m 

t e r t —"f^V 

( {1- [ (3-^77 7i^) 7,A/-fc~;V] - 5 1 H- t°n 
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—JV- tfi^) ^f/W>y|tert-7~f/MO. 2 9g) > 

T^fttM)^ (7 0mg) , YV^lVT^lsmm. (0. 19g) 

As*.y (lomi) ummmM^vtco &j&m&®i%$tn&, m& 

mmm^^%Mz.s mu&m.&x*mfti^ m^ffim-??*^?? 

ft (HXSO. 0 5 2 g, HX^l 6%) 0 

1 H — NMR (CDC 1 3 ) 6:1. 55 (9H, s) , 3. 04 (3H, s) , 
4. 28 (2H, s) , 6. 04 (1H, s) , 7. 14 (2H, s) , 7. 2 
10 3-7. 35 (6H, m) , 7. 44 (1H, t, J = 7 . 9Hz) , 7. 85 

i 

(1H, s) 8. 39 (1H, s). 
2 9 2) 

[ (5 1 H-t°n— /k-3-^/W) ^/Kft/W^^? 
t e r t — "f^fis 

15 { [5-^n^-l - (7 ^~;V7s;Vfc~;V) — 1 H — t'p^/k- 3 — >f )V\ 
* * f-JV^jV^ % t e r t --ff-ZU ( 1 . 0 g ) £x f?t Kn7 7 

^ (15mL) b*$J-)V (5mL) <D^1^$U^? U 10OTT8m 

0 l/LTkmikv-hv i>j±*mm a. 5mD stmtl^„ ^im^t*4^« 
20 MTkmm-thv 7atw, ^i±miibfc 0 aw^^ts-vy*^ 

^7A^n-?f^77^ (JgM^j& : ^i^-gf*^/^ 9 : 1 ->4 : 
1) ^TftiJU ^JKk^^r^llfeift^i: UTifc (iRi4 10mg, HX^ 
6 1 %) 0 

1 H — NMR (CDC 1 3 ) 5:1. 48 (9H, s), 2. 79 (3H, s), 
25 4. 17 ( 2H, s), 6. 0 9.(1 H, b r s) , 6. 64 (1H, brs), 

8. 0 7 (1 H, b r ) . 
(##$J 2 9 3) 
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{ (t°})py-3 — { )V7.?Vib~jV) - 1 H — fc° n —;V— 3 

fcmitl- h V V & (6 0%ltt 2 0 4mg) (Dff7tFo77ylii 
(lOmL) £ [ (-5 -^P^-- 1 H-fc°n-/V- 3 -4M *^)Vt> 
5 /W^^y|tert-^ (4 10mg) ©N, N-v'^f/WAr^ 

$ (3mL) 4r0 o C^P^^fI, 15-^7^-5 (9 3 8mg) IMftt" 
JJ v>^- 3 --f/^/^^A- (4 5 6mg) ^r|Rl^^lJ^fc 0 SfiT* 

2R#ISffc#Lfc&, SJS^^TKSrinx., H^^T'titU LfCo tttB^^lP^ 

^f-^-SP^^=8 : 1^3 : 1) ^T^U ^Mffc-g^&gfclt&Bfck 
£LT#fc (I(Xl5 2 2mg, lK^8 5%) „ 

1 H-NMR (CDC 1 3 ) 5:1. 47 (9H, s), 2. 80 (3H, br 
s) , 4. 18 (2H, brs), 6. 28 (1H, brs), 7. 35 (1H, 
15 brs), 7. 48-7. 52 ( 1 H, m) , 8. 18-8. 22 (1H, m), 
8. 85-8. 88 (1H, m), 9. 12-9. 13 (1H, m) . 
(#fi2 9 4) 

{ [ (2-^T77x^^) ^;V^^-;V-b - ( 3 - if V vVW -lH-fc°P — 
;V- 3-4^1 /> fflA * "f-JVllA/* 5: yB. t e r t — 'f^-jV 

20 { [5-^P^E--l- (2-->T J 7 a^~;V) 7, nvi^^-jV— 1 H — \£xi—;V— 
3 ->f /V] ^ ^vW * fvl^/W* ^ ym t e r t --f=f-)V ( 2 9 6 m g ) N 3 - 
t^^nyi (1 6 2mg) > &kmi-h V <7A (2 0 8 m g ) &it>x h7 
*x (yyy^^/uftxyjy) (3 8. 2mg) £ffl^T##$j2 

6 7 £ |!^<0&ffrMTV\ ^M^t/Srfi^S^i: Lt#fc 0fc4l8 7mg, 

25 IR^ 6 3 %) o 

1 H-NMR (CDC 1 3 ) 6:1. 47 (9H, s) , 2. 86 (3H, s), 
4. 28 (2H, brs), 6. 25 (1H, brs), 7. 24-7. 31 
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(2H, m) , 7. 45-7. 51 (1H, m) , 7. 6 2- 7. 7 9 (4H, 
m) , 8. 15 ( 1 H, d, J = 1 . 8 h z) , 8. 57-8. 59 (1H, 
m) . 

2 9 5) 

5 [ (l- { [3- (7* =f~)V7s jvfo—jv) y^=^;v~\ - 5- 

(3-=f-^.-/U) - l H- ;v- 3 -4 /is) */W^y|ter t 

[ - { [3- )V) y x.~;V\ 

- 1 H-fc°n— ;V- 3 — O^) t f-jV^j /W* % ^Wt t e r t - y*=f-)V 
10 (4 3 7mg) , 3-ft7xy*'nyi (2 2 3mg) N ^Wti~ b V >>A (2 

7 5mg) *3it>X b7*X (MJ7x^M^7^y) ^7^7A (5 0. 8 

mg) %m^xBm<\2 6 7 tmm(Dm¥*ft^\ mm<k&m*&&®fckLx 

%tz. (ilXfi 3 0 5 m g s Um 6 9 %) 0 

1 H-NMR (CDC 1 a ) 6:1. 47 (9H, s) , 2. 82 (3H, s), 
15 3. 0 0 (3H, s) , 4. 22 (2H, brs) , 6. 18 ( 1 H, brs) , 
7. 0 5 - 7. 0 7 (1 H, m) , 7. 19-7. 20 ( 1 H, m) , 7. 26 
-7. 31 (2H, m) , 7. 55-7. 61 (2H, m), 7. 95-7. 9 
6 (1H, m) , 8. 0 6-8. 0 9 (1H, m) . 
(##$J 2 9 6) 

20 [ (1- { [3- (^fv^A-^/k) y^.=.;V~\ x/ls-fo^/V} -5 - ( 3 - fc° 
Vi?M - 1 H - t°n —)V— 3 — /l/) ;*fvKl ^fW/^y|ter t- 

[ (5-^n^-l- { [3- (^^vl^/^-A) 7^^/^] 7,)V1£^)V) 

- 1 H- t°P— ;V- 3 -^71^) ^fvKl ^f/^/W^y|tert-7^ 
25 (4 5 9mg) , 3 - t 9 U v^zftn^ ( 2 2 2 m g ) , h 3J 7^ (2 8 

7mg) feit/Tf^^r^ ( VV y*.~;V^xyj y) s*yW& (5 3. lm 

g) &jiv^##M2 6 7 kmm(D%mx*Rm%ff\<\ mmi^m^n^mw-t 
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Lxntc mm. 3 0 5 m g , 6 7 %) 0 

1 H-NMR (CDC 1 3 ) 5:1. 47 (9H, s), 2. 82 (3H, s), 
3. 04 (3H, s), 4. 24 (2H, brs), 6. 22 (1H, brs), 
7. 3 6- 7. 3 9 (2H, m) , 7. 61-7. 64 (2H, m) , 7. 75 
5 -7. 79 (1H, m) , 7. 86 ( 1 H, s) , 8. 09-8. 13 (1H, 
m), 8. 26-8. 27 ( 1 H, m) , 8. 62-8. 64 ( 1 H, m) . 
2 9 7) 

{ [1- (2-^nn-3-l: o y -5-7i^-lH-t°n 
—;V- tf-M *?'A'#A"*%>&t e r t -7*^ 

10 1- (2-^nn-3-t°3J v^^^/^^^/V) -5-7x^-lH-b°n- 
;l/-3-^7/W^7tK (4 4 3mg) StMtKx h 7 t K P 7 7 > ( 5 m L) l£ 

^W^C2mo 1/Lf h7t Kn7 7^it (0. 7 4 m L) 
Sr^x., S?It3 0#[fjf#Lfc o R«^ift*^itMJ-)A (9 7m 
g) <0*9/—)\s (2. 5mL) »?R^Jn^ % IrISJ?T* 2 0 ftmUW bfc G ^ 

15 ^gi^Tv^^^ mn^m^m-rhv v^mm. ^ m\&m& , vm 

h7tKP77^ (2 OmL) fci§tf?U "j^SI^- t e r t -7*^ (l . 4 

0 g) ^HtK^T" b V (0. 5 4 g) tTK (1 3mL) ^Px., SiTC 2 

@£Lfc„ ^f»lr^!J*W7A^P-7b^77^- (Mlfl^ : ^^f"^ 
-@^g|rc^=l 9 : 1-+3 : 1) TitSH- 5 - £ <fc !K mMfc&Vo&mi&Wl 
h LXfflt mm.3 6 lmg, W6 1%) „ 

1 H-NMR (CDC 1 3 ) 5:1. 47 (9H, s), 2. 87 (3H, s) , 
25 4. 29 (2 H, s), 6. 30-6. 32 (1 H, m), 6. 95-7. 00 

(1H, m) , 7. 0 6- 7. 3 3 (5H, m) , 7. 51-7. 56 (2H, 
m) , 8. 3 8-8. 4 1 (1H, m) . 

247 



WO 2006/036024 



PCT/JP2005/018572 



2 9 8) 

{ [1- (6-^pn-5-^^/^-3-t°!J ;V) - 5 —y au~;V 

- 1 H-fc°P— /V- 3 — f/U] ptfvW ^f;^/W^y||t e r t-^f-/U 
1- [ (6 P P- 5 -^TVl/bTp v 5 ^- 3 -^/V) -5-7 
5 i^-lH-t°n-^-3-^;W^>ft K (2 4 4mg) SrMzKx h 7 t K 
n77y (6. 8mL) fctSflFU ^W^©2mo l/Lxbyt Ko7 
(0. 3 4mL) £2JPx. s g^TM B#^jf# L/c 0 K^tezk*^*? 
*^hyi>A (51mg) <D*?;-;V (3mL) ^^APx. N 1^ 3 
jf#Lfc 0 I^-ter t-'f'f'JV (6 5 4mg) SriUxi, 3&&taK (5 
10 mL) i^^7K*i-fy*>^ (4 2 0mg) %Mz.fc 0 ^iTC £ £> 3 0 #R9J£ 

*Wovb^77>f- (WI:^f>-^^=19 : 1 -* 3 : 
1) -C»iai"«^i:^«t 5, LT#fc 012*2 4 7m g, 

15 JR* 7 7 %) o 

1 H-NMR (CDC 1 3 ) 8:1. 47 (9H, s), 2. 28 (3H, s) , 
2. 82 (3H, s) , 4. 2 4-4. 2 8 (2H, m) , 6. 15 (1H, 
s) , 7. 23-7. 42 (7H, m) , 8. 15 (1H, s). 
2 9 9) 

20 ( { [1- (6 p n if]} 3 A?) XjVifr—A'] -5-y^^jU-l 

H- t°n— 3 — i M t s ?-;u%;w**y}&t e r t-'ff'JV 

l- [ (6 p n tr y 3 ->f AO -5-y ^=.;v-m 

-t°p-/k- K (1. 2 7g) Sri^h^t Kn77^ (2 

OmL) fc$g#U ^W^©2mol/L7h7tKn77^$ (2. 



25 lmD mux3 o^mmwLtc 0 Rfcrnzymikft vmi- h v v & 

(2 7 7mg) <T)*$J-)V (lOmL) W^Mtl, mMMX 2 0 ^fffi# b 
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<f-)V (3. 9 9 g) -kMfcft^ mmZMfcT^^^fro i»rf7t k 

P77> (30m L) U ^tK*^ (l. 53g) i:7k (36 

mL) fcflnx., Stfi"e3 0«^Lfc o KJ6«K*SBfe^^"e^^, i&fn^ 

xmm, mm^mmr\^*Ltc 0 nmm***/!) tv^*? 

a- mmmm:^*y->-mm^^=i 9 : i->3 : d ^^1-5^.^^ 

J: t) s &M{k&to&mj&V8 1 LT#fc (JR* 5 4 4 m g N Jfcs£ 3 2 %) 0 
1 H-NMR (CDC 1 3 ) 5:1. 47 (9H, s), 2. 82 (3H, s), 
10 4. 2 3 (2H, s) , 6. 16 (1H, s) , 7. 2 3 - 7. 4 9 (8 H, 
m) , 8. 2 8 (1 H, s) . 
(##M3 0 0) 

( { [1- (6 -^^t?y v>>- 3 -^/W -5-7^^ 
/l/-lH-t°n^-3-^/W tf/W^^&t e r t-'ff'A' 

15 T/^'^#fflMTs ({ [1- (6-^nnkl^y-3--f^) 

/>] - 5 -y^~/U- 1 H-fc°n— ;V- 3 — f/W ^ ^7lO 9vlO&/W^ 
t e r t -y^-)V (1 0 Omg) , ^^/^^n^H (Hmg) , ff7^r^ 
(hVy^-frftXyj^) ^7^*7 A (2 5mg) N ^H#y£A (9 0m 
g) *5£&i?**W (3mL) ©iS^**8 0°CX2 40#P H 1»Lfc o t^A* 
20 #ni^ife (Hmg) tTVy^r^ (b V y ^~/^X7 j ^) /^7^^ (2 
5mg) *iiJnU 9 0°CT2 4B#P«#b7t 0 7<fv^P^ (Hmg) N 
7^7=¥* (f!i7i^^7^y) (25mg) „ ^^Ul7A 

(9 Omg) $o£X$V 1/ (2mL) £r»U 9 0 °CT 2 4 0f ^fi# Lfc 0 

19 : : 1) T?**IW-3££fc.fc >9s LX#fc (Ifc 
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J: 8 5 . 8 m g N Jfc^S 3 6 %) „ 

1 H-NMR (CDC 1 3 ) 8:1. 46 (9H, s), 2. 58 (3H, s), 
2. 81 (3H, s) , 4. 2 0 - 4. 2 3 (2H, m) , 6. 13 (1H, 
s) , 7. 07-7, 10 (1H, m) , 7. 24-7. 42 (7H, m) , 8. 
5 3 9 (1 H, s) . 
(##09 3 0 1) 

^fvl" { El- (t°y v^- 3-^/^/l^^/k) -5- -l 
H-t°n — /U-3 — f/U] */W^yit e r t—"ff-7V 

T/^>#HMl^ { [5-^D^e-l - (t° y v 5 ^- 3 jVXAsifr—jV) 
10 - 1 H- t°n — />- 3 --f/l'] ^^vW ^^A/M^lter t-^f/I/ 
(2 3 2m g) , 3-^=y^P^BI (1 3 8mg) , (MJ^cc 
^/l^*^ (3 1. 3m g) fcitf^lH- h y ?A (17 5m 

g) ©1, 2-v^b^v^^ (lOmL) *5,fctf7k ( 5 m L) <?>il«e£ 1 

*Wn^F^77>f- (MM$$£ : ^^rf-^-«^^= 1 : 1) \ZXffi 

§*u mm4k&®*&n&mwiVokLxmz. ofc*i 8 9m g , 1%) „ 

1 H-NMR (CDC 1 3 ) 5:1. 47 (9H, s) , 2. 8 2 (3H, br 
20 s) , 4. 22 (2H, brs) , 6. 17 (1H, brs) , 7. 04-7. 
06 (1H, m), 7. 16-7. 17 ( 1 H, m) , 7. 25-7. 32 (3 
H, m) , 7. 57-7. 61 ( 1 H, m) , 8. 56 (1H, d, J = 2. 4 
Hz) , 8. 71-8. 73 (1H, m) . 
(##M3 0 2) 

25 { [5- (4-7/^P7i-/V) -1- (try 3 -J ;V*;Vfc~;V) - 

lH-t°P— /l/- 3 — tf-M ^fvl'tf/W^^lfet e r t 

{ (t°y v>V- 3 -^/W*/l'#;=7t') -lH-tTn— /l/- 
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3— ilV\ pi^-M ^fW/^y|tert-/f/M3 0 0mg) % (4 
-y /v^-ny ^~/v) tfuyB. (l 9 5m g) % r b7^r^ (f!)7x^^ 
/^v^A (4 0mg) feit/Mtb^^ (2 2 2mg) £J^T 
#ti3 0 l i: PI«©»^SrfTV\ LT#fc (HXM 

5 2 9 3 m g N I&sfS 9 4 %) 0 

1 H-NMR (CDC 1 3 ) 6:1. 47 ( 9 H, s), 2. 81 (3H, br 
s), 4. 22 (2H, brs), 6. 12 (1H, brs), 7. 00-7. 
06 (2H, m) , 7. 18-7. 31 (4H, m) , 7. 5 6- 7. 6 0 (1 
H, m) , 8. 5 4-8. 5 5 ( 1 H, m) , 8. 7 3- 8. 7 5 ( 1 H, m) . 

10 3 0 3) 

*^-)V { [5- (2- ff-^y a^^/U) -1- (t° V 3 - j /V7,;Vfo~ 

;v) - 1 H-t:°P— /V- 3 -^/^] ^=f-;v) %/w<*y^t e r t-r/^vi' 

{ '(try 3 -4 ;V7.;V^~/V) — 1 H — fc° n —;V— 

3 —4 A*] *J-M ttf-jVtuV^^Zs&t e r t -Zf^A- (3 0 Omg) , (2 

15 -^f;l/7x=;U) 7i?n^ (1 9 Omg) „ T ( r- !7 y ^~tV$sX7 

^) /N°yv>i7A (4 Omg) *3«fctf^"?- MJ ? A (2 2 2mg) £rfflV^T# 
#09 3 0 1 i:PI«oafef^SrfTV\ SMfb^^^fe^m^i lt#fc (HX*2 
1 0 m g , IR^ 6 8 %) o 

1 H-NMR (CDC 1 3 ) 8:1. 47 (9H, s), 1. 92 (3H, s) 
20 2. 84 (3 H, brs), 4. 26 (2H, brs), 6. 07 (1H, d, 
J = 1 . 2 Hz) , 6. 87-6. 89 ( 1 H, m) , 7. 09-7. 19 (2 
H, m) , 7. 2 6 - 7. 3 5 ( 3 H , m) , 7. 5 8 - 7. 6 2 ( 1 H, m) , 
8. 54-8. 55 (1H, m), 8. 75-8. 77 (1H, m). 
(##09 3 0 4) 

25 { [5- (4 -y;Virn- 2 - ^f ;V7i=/l/) -1- (fc°P v^— 3 — ^f/W* 
- 1 H- 3 — f 71^] ;*^vW ^fy^^ylter t 

-y*J-;v 
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{ (t o y 3 -<< ;V3.;V*=z.;V) - 1 H— \?u~-;V— 

3 --f/k] ff-JV] ^J-jUjJjl-^^ym t e r t -^f-fV ( 3 0 0 m g ) , (4 

_7/^n — ^n^gl (2 1 5mg) „ T" hy^r* ( h 0 

731 /^v^A (4 0mg) *3 cfctJ^^- h U <7A (2 2 2m 

5 g) ^ffiv^T###iJ3 o i tmt<D$kft*ft\i\ mmit^^mn^m^ t t 

T#fc (Jfc* 2 1 6 m g , 1« 6 7 %) „ 

1 H-NMR (CDC 1 3 ) 6:1. 47 (9H, s), 1. 92 (3H, s), 
2. 84 (3H, brs), 4. 25 (2H, brs), 6. 05 (1H, b 
r), 6. 79-6. 91 (3H, m), 7. 30-7. 35 (2H, m) , 7. 
10 6 1 - 7. 6 5 (1 H, m) , 8. 5 8-8. 5 9 ( 1 H, m) , 8. 77-8. 
7 9 (1 H, m) . 
(###|3 0 5) 

ff-tv { [5- (4-^^-3-^=^) -i- (fc°y^y-.3-^;^^ 

jtfwi,) - l 3 -^] p*fvW #/W^:/@|t e r t—^^V 

15 { [5-:/n*-l- (t°U v 5 ^- 3 -y( ;v^;VtT^/V) -1H-Ifp-;V- 

^fvl^/W^ i^t e r t -~f^-)V (3 0 Omg) , (4 
- 3 -^-=c.=-M tfvym (1 9 8mg) % v-hy^^ (b !J7x^ 
afr*?^) ^ e 7^!)A (4 Omg) $5£Uj%mi- h V *A (2 2 2mg) £r/g 
V^T##M3 0 1 £ |^3S<E>&#£fTV\ ^Mte^£$3t£?fi:[K&£ tT#fc 
20 (I(X4 2 0 0 m g „ IR^ 6 4 %) 0 

1 H-NMR (CDC 1 3 ) 6:1. 47 (9H, s), 1. 81 (3H, s), 
2. 83 (3H, brs), 4. 26 (2H, brs), 6. 10 ( 1 H, b 
r) , 6. 90 (1H, br) , 7. 0 2- 7. 0 3 ( 1 H, m) , 7. 26- 
7. 35 (2H, m) , 7. 61-7. 65 (1H, m) , 8. 58-8. 59 
25 (1H, m) , 8. 7 5-8. 7 7 ( 1 H, m) . 
(##093 0 6) 

{ [5- (3-V7/7a=/V) -1- (t°y 3 -^/l^/k^/lO -l 
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H- ;v- 3 —^JV\ ^^;l//^y|t e r t—"f^/V 

{ - (try^^-3-^/^^=/w) - 1 h— /u— 

3-4/^1 tf-M ^W;W^y|ter t-^f/V (3 0 0mg) N (3 
-i/T /y a^^lV) tfvyM (2 0 5mg) N rh^^ (MJ7x=/^^7 
5 ^) ^°7^|7iN (4 0mg) $5 X tf&Bft*?- f U >7 A ( 2 2 2 m g ) £J1^T# 
#$J3 0 1 i:H^©^^fTV\ ^M-fb^^M^^^i: LXUtz (Jfc4 2 
9 8 m g , W 9 4 %) o 

1 H-NMR (CDC 1 3 ) 5:1. 47 (9H, s), 2. 81 (3H, br 
s), 4. 22 (2H, brs), 6. 21 (1H, br), 7. 31-7. 3 
10 5 (2H, m) , 7. 4 6 - 7. 6 9 (6H, m) , 8. 56 (1H, d, J = 
1. 8Hz), 8. 76-8. 78 (1H, m). 
3 0 7) 

{ [5- (2-y uuy *.~;V) - 1 - (fc°JJ W- 3 -^/^/k/j^/k) -l 
H— t°n— ;l^— 3 —4^1 ^fvW tJ-JVjjAy/^l/Wtt e r t-'f'f-JV 
15 { [5-^n^e-l- (t°JJ v^- 3 ->f/KX/wfr~/i') - 1 H— 

t^JV) pt^/Ujj/W^^ ^Wtt e r t — (3 0 Omg) , (2 

-^oa7i^) 4^n>-^ (2 1 8mg) % rb7^^ (VV y^~/Vftxy 
AV) /^'^^ (4 Omg) te&Vfmfcryy V 1* (2 2 2mg) £fflV^T# 
%fj3 0 .1 £[^*i<Dji<f1^fTV\ ^M^t)^r^Wfeffl^i: tt#fc OK* 1 
20 7 1 m g , JfcSp 5 3 %) «, 

1 H-NMR (CDC 1 3 ) 6:1. 47 (9H, s), 2. 84 (3H, br 
s) , 4. 26 (2H, brs) , 6. 20 ( 1 H, d, J = 1 . 8Hz) , 7. 

2 6-7. 3 6 (6 H, m) , 7. 65-7. 71 ( 1 H, m) , 8. 58-8. 
5 9 (1H, m) , 8. 7 5-8, 7 9 ( 1 H, m) . 

25 (##M 3 0 8) 

{ [5- (2, 4-^7/VtP7x^) -lH-t°n-;k-3 — f )V\ ^J- 
M ^ =f-;v%jvA ^ y& t e r t —-f^-A/ 
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3 -4)V\ ^=f-;V) ^^/U^;W<^^mt e r t --f^)V (3 0 Omg) N (2, 
4-v?7/^n7x^) lny| (l 9 8mg) , r ( h U ^-/^ 

•fc^y^V) ^y^f7JU (40mg) & J: O^S^ h JJ !7 A (2 2 0mg) 

5 v^t##M3 0 1 kmm<o%fe%ftw mmit^^m^m^ t tt#fc (ux 

1113mg, W 5 0 %) „ 

1 H-NMR (CDCI3) 5:1. 50 (9H, s), 2. 84 (3H, br 
s), 4. 30 (2H, brs), 6. 49 (1H, br), 6. 78-6. 9 

2 (3H, m), 7. 48-7. 58 (1H, m), 8. 78 (1H, br). 
10 3 0 9) 

{ [5- (2, 5-^7;^P7x^;l/) - 1 H- t°P — /U- 3 < )V\ 
M ^f;^;w^y||t e r t-^f-jv 

{ (t°y> J y-3-i'^/k/iN^) -lH-t°P-/k- 

3 — f /U] ^fvW ^f;^;M^i|t e r t -^f^;V (3 0 Omg) „ (2, 
15 5-^7;l/tP7x=;V) (2 2 Omg) , 7(^7^ (MJ7i^ 

afc*?^) ^7^7^ (4 Omg) feiOMt h y !7A (2 2 Omg) 
V^T##M3 0 l i:^^^frv\ LT#fc OK 

il35mg, Jfc* 6 0 %) 0 

1 H-NMR (CDCI3) 6:1. 50 (9H, s), 2. 84 (3H, br 
20 s) , 4. 30 (2H, brs), 6. 56 (1H, br), 6. 7 7-6. 8 
5 (2H, m) , 7. 0 0- 7. 0 8 ( 1 H, m) , 7. 2 0- 7. 2 6 (1H, 
m) , 8. 9 0 (1 H, b r ) . 
(##M3 1 0) 

{ [5- (4-^pn-2-7^tn7i^) — 1 H — fc° n *—)V— 3—4 ^1 
25 * J-;V) ^ =f-/U%;W< ^ VW. t e r t -~f^;V 

{ [5_^n^-l- (fc°JJ W-Z-j ;V*;vfc=-;V) - 1 H— \£u—;V— 
^f/I/^7;W^yit e r t-7Y^ (3 0 Omg) , (4 
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-^P-2-7/Vtn7i^) 7$ul/m (2 4 3mg) , "rYy^r^ ( V ]) 
7 ^=-/Uft*7 J » /^^^ (4 0mg) & £ MJ >7 A (2 2 0m 

g) ^fflv^x##M3 o i tmm(Dm^n^\ mmit^^u^m^t lt 

mt. (UM. 1 2 7 m g , HX^ 5 4 %) „ 
5 1 H-NMR (CDC 1 3 ) 5:1. 50 (9H, s), 2. 84 (3H, s), 
4. 30 (2H, s) , 6. 55 (lH. br) , 6. 80 ( 1 H, br) , 7. 
11-7. 15 (2H, m) , 7. 4 6- 7. 5 2 (1 H, m) , 8. 82 (1 
H, b r ) . 
(##M 3 11) 

10 { [5- (2, 4-^7/^071^) -1- (t°]J 3 -j;V7,;VTfr~ 

;V) — 1 H — \fn—;V— 3— A )V\ *=f-;V} ^/W;y|ter t—'ff' 
;v 

{ [5- (2, 4 - ^^tn?*^) - 1 H-fc°n —;V— 3—4 A/~\ **f- 
/W **f'A''%)V*% l/Wi t e r t -Zf^;V ( 1 1 3 m g ) s TkPJHI^ b V 7 & 
15 (6 0%^t4 N 5 1mg) , 15-^77^-5 (0. 2 1mL) 33 £Wmtt° 
Vi?>-3-4^X/Uft^.;V US (113mg) £fflV^T###!j 1 4 6 tW\ 

rnvrnftzftw mmit^m^m^^ t Lxntc oixsi 1 o mgN urn 

6 8 %) 0 

1 H-NMR (CDC 1 3 ) 5:1. 46 (9H, s) , 2. 82 (3H, br 
20 s), 4. 24 (2H, brs), 6. 19 (1H, br), 6. 77-6. 9 

2 (2H, m) , 7. 11-7. 19 (1H, m) , 7. 3 3- 7. 3 7 (2H, 
m) , 7. 6 8 - 7. 7 2 ( 1 H, m) , 8. 62 (1H, d, J = 2 . 4H 
z) , 8. 77-8. 79 (1H, m) . 

(##0113 12) 

25 { [5- (2, 5 -*J?;Vjru7 a^~;V) -1- ( JJ 3 ;V^;V~fo~ 

)V) — 1 H — t° P —)V— 3—4 As] tf-A'} ^f/^/W^y|ter t -7**? 
)V 
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{ [5- (2, 5-^7;l/tn7s=/U) - 1 H - t°n —)V— 3—4 ff- 
M ^fv^#/W^ >mt e r t (1 3 5mg) N 7k§ffte7- h ]) >7 

(6 0%iii 6 0mg) „ 15-^7^^-5 (0. 2 5mL) *5 «£ tfifrffc; 
VW-3-y(;VX;Vifr~;V I|i(13 5mg) ^rfflV^T###II 1 4 6 b IrI 
5 H£©glf£&fTV\ Mfb£**£*Sfiifi:R»i: LT#7c (Axil 0 5mg, IR^5 
4%) 0 

1 H-NMR (CDC 1 3 ) 6:1. 50 (9H, s), 2. 82 (3H, s), 
4. 2 3 (2H, brs), 6. 24 (1H, b r) , 6. 89-7. 13 (4 
H, m) , 7. 3 3 - 7. 3 9 (2H, m) , 7. 71-7. 75 ( 1 H, m) , 
10 8. 67 (1H, d, J = 2. 4Hz) , 8. 78-8. 80 (1H, m) . 
(##$13 1 3) 

{ [5- (4-^PP-2-7/>tn7i^) -1- (try v^- 3 -^/l^ 
— 1 H — fcf n 3—4 iV\ tf-M ^fW^^lte r t 

15 { [5- (4-^nn-2-7;^D7xn;k) — 1 H-t'P 1 -^- 3 —4 

jV\ ^ fvW ^ f-AsUA"* 5: ^gfc t e r t - -f^f-jV ( 1 2 7 m g ) , 7X*fb^ h 
y>7A (6 0%ltt, 5 4mg) N 15-^7^-5 (0. 2 2mL) *5<tTJ« 
ffi.jt\i°yi?y-3-4frX/l'ft~/l' Mt (12 0mg) £jlV^T#%#iJ 1 4 
6 £|!^<E>tfcf££fTV\ (HXftl0 3m g> 

20 Jfc* 5 7 %) 0 

1 H-NMR (CDC 1 3 ) 5:1. 46 (9H, s) , 2. 81 (3H, s), 
4. 23 (2H, brs), 6. 21 (1 H, brs), 7. 08-7. 15 

(4H, m) , 7. 3 2- 7. 3 8 (2H, m) , 7. 6 9- 7. 7 3 (1 H, 
m) , 8. 64 (1H, d, J = 2 . 4Hz) , 8. 7 7 - 8. 7 9 (1 H, 
25 m) . 

(##M3 14) 

{ [5- (3-7/^p7j^) -1- ()£Vi?>—3—4/l'XA'Tfc~A') - 
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1 H—\fu—;U— 3 * J-;v} * ^-jv^jva % yB. text -y^;v 

{ (t°U i?y- 3 ;vxjVifr~M - 1 H — t° n 

3 -- < /U] ^ ^vW ^ "f-JVjjjVA X >^ t e r t ( 3 0 0 m g ) „ (3 

-7/^P7s^). tfcn^g? (1 9 5mg) N f Yy^r^ ( b V 7 ^=.;Vfo7, 
5 a'7v?!)A (4 0mg) *3J:tfl&lH- MJ !7A ( 2 2 2 m g ) SrfflV^T 

##09 3 0 1 i:PIfi|ol*f^SrfTV\ ^ffift^«r*Hfeffl^*i: LT#fc OR* 

2 8 0 m g , W 9 0 %) o 

1 H-NMR (CDC 1 3 ) 6:1. 47 (9H, s), 2. 81 (3H, br 
s), 4. 22 (2H, brs), 6. 16 (1H, brs), 6. 93-7. 
10 11 (3H, m), 7. 27-7. 32 (3H, m), 7. 59-7. 63 (1 
H, m) , 8. 58 (1H, d, J = 2. 1Hz) , 8. 7 3 -8. 7 5 ( 1 H, 
m) . 

' (##M3 1 5) 

{1- [5 --fvt^- 1 - (b°y 3 -1 

15 H- /l— 3 tf-M pt^/Uft/W^^ymt e r t—^f-J^ 

5-7*u*:-2-*J-/V- I - {M°3W-Z-s(;V*;V-fo=-;V) -lH-t 1 
P-;I/-3-^/W^>f'tK (565mg) if h9t Kn7?y (2mL) *3 
J—JV ( 2 m L) U lit 4 0%^ ^~JVT %V * 9 S —A<f®fc 

(1. 5mL) 0#|ffl!*#Lfco R^^HT7K*{b^ h JJ 

20 >7A (13 0mg) enitl 5#ff!l#L/c 0 K&&£$£iteTfc*3^-ca& 

mL) tiiU s Zl^^v 5 - t e. r t-^jV (0. 4 5mL) i^Px., 
25 H$Rg8M$Lfco K»lmo 1/Lll (lOmL) ^Px., ^tl 5^ 

ra^tyho m&m&m*mi\fcm*Mi'Yi) $j**mm*m^x^nu mm 
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1-»1 : 1) Tft^L, SIft^l)i5-^D^-2-^^-l- (tfy^V 

- 3 --f /l^/^/f^/k) - 1 H— 3 -^Wrt K<Z)M^^#7c 0 
5 r©M^ff7tKP77^ (5mL) fcfiflftU ^W^02mol 

/L7f7tKD77y|I (4mL) £7JRx., gift-? 1 2 H^IM 5 Lfc„ ^ 
mK7kmik&$mi-hV (1 3 lmg) <Dt$J-;v (lmL) l&^^Px., 

10 y ^atk^^ 7k, mvkm.frx»mftLtz^ m^mmi- h y ^t«u & 

jK^^flETT^*bfc 0 aW^^rS^Sfe^^ (6mL) ^Wj?U ~mSt^~ 
t e r t--ff-/V (0. 4 5mL) ^Px., ^iTC 1 R#Mfl&# Lfc 0 gJ&Ml^tl 

* Kmui%m7kmi-hv v&7kmm*M?t, mm^^xmmvtc 0 mmm&mi 

15 -effcilU &j&&$jBET"T?W£Lfc 0 »^U*^7A^y^77 
tit®;® t LX&tt 01X1:3 8 4mg, lft^5 0%) „ 

1 H-NMR (CDC 1 3 ) 5:1. 46 (9H, s), 2. 49 (3H, s), 
2. 7 1(3 H, brs), 4. 15 (2H, brs), 6. 24 (1H, br 
20 s) , 7. 47-7. 52 (1H, m), 8. 13-8. 17 (1H, m) , 8. 
84-8. 86 (1H, m) , 9. 07-9. 08 (1H, m) . 
(###ij3 16) 

N- ( {1- [ (4 — > f-jvy^^-jV) 7,)V~fo~)V\ -5-7i^-lH-fc° 

u—;u-3-4M tf-M -i, i-^7x^/v^y7^;y 

25 1- [ (4 —7* f^7x-/W) - 5- 7x 1 H - t°P —JV 

- V (1. 2g) , ^7x^W^ (1. 3 5g) *3 
^XM^V^^y — iz—y^AA (5. Og) ©^PP^yKi (12 
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mL) %mUX°6ti?mMWVtc^ byT±h*i/ft$Wtj-hV$J* (1. 56 

g) m&x»£bfc3mmmwLtc 0 Ej&m&'tyj hxzmvtc^ 6 
u m&mmi-h}) v&xnmk, mj±mmLtc 0 mmm^D*?*^ 

5 ^A^dv1>^77^ (MM : ^-f>-mB^^= 9 : 1 -> 1 : 
1) ^Tft#bfc 0 #btbfc»^^^5tm (M:-2 0°C) £ b 

x\ mmit^^M^mw-tLxm^ m&i. 6 1 gs nx^s 9%) „ 

1 H — NMR (CDC 1 3 ) 6:2. 34 (3H, s) , 3. 58 (2H, s) , 
4. 82 (1H, s) , 6. 15 (1H, d, J = 1 . 8Hz) , 7. 09 (2 
10 H, d, J = 8. 8Hz), 7. 15-7. 45 (18H, m) . 
(##M3 1 7) 

2, 2, 2 - h V yjvirxi -N- ( { l - [ (4 - *J-;vy *.~;v) x/uft^ 

N- ( {1- [ (4-^f-7U7a=7W) - 5-7^^7^-1 H- 

15 \£u—;V-Z-s(;V} ^=f-;V) -1, l-v ! 7x = /M^y7^y (3 6 2m 
g ) ^^ggrc^-^ (3mL) l^lfci^ *9J—JV (5mL) SrJRx.^ 0 1 
0°/o^7^^Kl (5 0%-^7kp B p> 2 0 0mg) Hmol/Lll (0. 7 
3mL) 7k*#ffl^T^i.T3B#r B m#tfc 0 £&?£&5iBU 

1t 0 i»7l>7tFn77y (3mL) MfL, 0°C(u^f, h JJ ^ 
/>7^ (0. 2 0 3mL) £4£tK p 'U (0. 1 5 9mL) ^iDi 

25 t$j±il$gL7c 0 i»^y^^7A^P-7f^77^ (JSIHM&:^ 
f-^-^3i^=9 : l->2 : 1) fctJtlL, £Sft£4fe £ b 
T#7c OR* 3 2 1 m g , Jfc* 1 0 0 %) „ 
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1 H-NMR (CDC 1 3 ) 8:2. 36 ( 3 H, s) , 4. 39 (2H, d, 
J = 5 . 6Hz) , 6. 10 (1H, d, J = 2. 2Hz) , 6. 45 (1H, 
br) , 7. 05-7. 45 (1 0 H, m) . 

mmn 1 ) 

5 N-^^/^-l- {1- [ (A-ff-tvy y;Vfo^/V~\ - 5 -y ^=^;V 

1- [ {A- t^^y a^~)V) -5-yzr. ^JV- lH-t°P —)V 

- 3 —%)V*)V s f\L K (2 0 0mg) <7);^/-/H&*$ (lOmL) ^ft^f- 
^/yce^^i, (2 0 7mg) i^r; M) t Kn*9it b 5 ?A (39m 

io g) mwL-vimm&tWLtco R^m^mamwyk^MK., mm^^-v 

>^-g^ift^/l/=6 : 1-1 : 1) fcTfflfKU SM^^Sr^ffi^^ b 
T#fc (JRSl 5mg, IR^7%) „ 
15 1 H-NMR (CDC 1 3 ) 5:2. 35 (3H, s) , 2. 44 (3H, s), 
3. 59 (2H, s) , 6. 13 ( 1 H, d, J = l. 8Hz) , 7. 08 (2 
H, d, J = 8. OHz) , 7. 2 0-7. 4 0 (9H, m) . 

mmm 2 ) 

1- {1- [ (4-7/^o7i-/l^) 7.;Vt^^;V~\ - 5 -y a^~;V- 1 H- t° 
20 3— f/W -N-^fvM^T^ 

1- [ (4-7;I/tP7i=/V) ^/k^^/k] -5-7x^-lH-t°P- 
/V-S-^/W^tF (16 0mgj ©7f7tKP777iS (5mL) \Z. 
^/MW^ (8 8mg) S?£t3 0 5jW#Lfc 0 KJMfc 

MJr* h^afc^lH- h y 17 A (3 2 9mg) SrJlI;^ 1 mmW\ Ltt®. , 

^J£H$iLfc 0 aWtlSr^^/-^ (5mL) 
U 1 0%^y W&fcm (5 0%-^7R n B Ps 18 0mg) b^Wt (0. 0 2 7m 
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m-k&fr-emftU MfoffiMi-hV »£E**lLfc„ gmti&^s 

^^W7A^dv h^?7>f- (MUMS : ^^f"^-g^SI^^ = 
5 6 :,l->2 : 1) fcTHfJSU ^Jlft^ftSr&fiililftfo £ L*C#fc (HX»5 5m 
g , lfc^3 3%) o 

1 H-NMR (CDC 1 3 ) 5:2. 45 (3 H, s), 3. 60 (2H, s) , 
6. 16 (1H, d, J = 1 . 8Hz) , 6. 96 (2H, t, J = 8 . 8H 
z) , 7. 20-7. 40 (9H, m) . 
10 (MMM 3 ) 

l- [1- (ff-iv^jvib—M - 5 — y^~iv— l H- t°n— tv— 3 -4^1 
1- (^/lo^tf^/i/) - 5 1 H-fc°n— )V- 3 -^/w^t 

fcK (16 0mg) ©7f7tK077yft (5mL) t^y^W^ 
15 y (117mg) ^Px., 0#|IW#L7c o R£itf]J7-fef^ 

^^7-by>7A (4 3 5mg) SriPx., l Wffl9t& bfcff N ISfflfiWTK^ 

AT*f£4iff, ifflitfc 0 aTO^^^Z-/^ (lOmL) fc*#U 10% 
^7^!)^ (5 0%^>fci&, 2 0 Omg) £ lmo 1 / 1 *M (lmL) £ 

u te7x«-j-by ^t«, MiLfco amsr^stt^y 

*W7A;pvh^77^ (MM^llft : ^•fy-mW.^^= 6 : 1 -> 
g^Hrc^/i/) fc-at$JU ^Mfl^fe&M&iftftfci: LT#7c (ilx*6 2mg, 
25 fljtfs 3 7 %) c 

1 H-NMR (CDC 1 3 ) 6:2. 50 (3H, s) , 2. 82 (3H, s), 
3. 64 (2H, s) , 6. 31 ( 1 H, d, J = l. 8Hz) , 7. 21 (1 
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H, d, J = 1 . 8Hz) , 7. 3 8- 7. 4 0 (3H, m) , 7. 45-7. 
5 5 (2H, m) . 

1- {1- [ (4-t* \>*?%/7^~}V) xjVfc^AS] -5-7x^-lH-t° 

1- [ (4 h^y^=-M ^/Vafc^/V] -5-7x^-lH-fc°a- 
/P- 3 -^/WVVft K (2 4 0mg) (5mL) ^Jt?U ffi.fc 

t^jVTV^—t? & (8 5 6mg) hi/T / h V t Kp^^ h U (13 

lmg) &jp;u 8B#r H i»#Lfc 0 a«£^j±iiit L/hfi, agftt 
'mmhfc 0 nbtitcm^^mm^^ (5mD m$g#u 4m.oi/ifift 

7k*-Sift^^/l4S* (0. 5mL) «rJB^ % »ff»«|bfc 0 aW»*r|fcl&^ 
15 Si&illU &Bfc£fcS:&GfeJNI£ LT#fc (til48mg, Jfci£ 5 

4%) o 

1 H-NMR (CDC 1 3 ) 6:2. 56 (3H, s) , 3. 80 (3H, s), 
3. 98 (2H, s) , 6. 45 (1H, d, J = 2. 2Hz) , 6. 74 (2 
H, d, J = 7 . 0Hz) , 7. 10-7. 40 (7H, m) , 7. 64 ( 1 H, 
20 d, J = 2. 2Hz) , 9. 82 (2H, br) . 

mifcm 5 ) 

1- {1- [ (4 -yjvisru 7^~;V) K;Vfc~;V\ - 2 5-7 

jv- i h — 1° p 3 — f/W -N-^w^yr>y 

1- [ (4-7/^p7s^) ^/]/t}n^/1/] - 2 — 7« ^Vl'— 5 — 7au~)V— 
25 1 H-t°P— )V- 3 -*;WVl^t K (2 0 5mg) ©7 h 7 t 7 y l/W$L 
(5mL) l^y^/MW^ (10 8mg) ^r7JP>t. i?fiT30^f|f# 
bfc 0 MJTir b^v^^MJ t7 A (3 0 3mg) ^Bi, ^UX* 
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lmmmw^fcm, mmmw^uw^ mm^^x*m& ufc Q mmmzmn-k 
mfr-emfru m&mmi~hv ^t«f, mmmm^ 0 mmm**?;- 

)V (1 OmL) fc&flFU 1 (5 0%^7Kp°p> 1 0 Omg) 

Mmol/lSi(0. 60m L) %MtL, tK*#I1^Ts 2 R#K9M$ 

5 bfc 0 1 0 %/*7i?$J»&km ( 5 0 %^7k B p n, 2 0 0 m g ) fciiJH U £0£^& 

U IStMM^ h y ?A-effc!&lfis «£E«*iLfe„ B^£rgm^^ (5m 
L) tiil, 4m o l/lffM-iixf^ (0. 5mL) SrJDx., j$flE 

10 Sift^^ife7^77^t@fti bT#7c (Ifcil 0 0 

mg, ift^4 2%) „ 

1 H-NMR (CDC 1 3 ) 6:2. 45 (3H, s), 2. 56 (3 H, s), 
3. 89 (2H, s) , 6. 42 (1H, s) , 7. 03 (2H, t, J = 8. 
1Hz) , 7. 15-7. 45 (7H, m) , 9. 0 0- 1 0. 0 0 (2H, b 



1- {5- (4-7/^07x^) -1- [ — 
/v] -lH-bTn— 7^-3 — iM —N — ^ ^jV^ $ VT ^ 1/ 

5- (4-7>tn7x^) -1- [ {l—tf-jvy ^—/U) */M*=/V] 
20 -lH-t°n— 3 -*/W^7k K (0. 4 9g) ^^7^ (12m 
L) fc$g#?U M^5vKT^~!7A (1. 17g) fci^/yfiltKn 

#<7^-t- mj (o. 2 7 g ) %Mx.tc 0 mu-?i 8\%mnwLtc{£ s mi±r 



25 £^J±T^W*bfc 0 igfe^v^ ^^>^7 7 A ^ d v f ^7 7 (Ml£ 
E:^^^-^^y-/k=5 : 1) KxmMLs mM4k&®i&m&®fck b 
T#fc (JRJIO. 4 2 g N I&$8 2%) 0 



15 r) . 



(^JfcM 6 ) 
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1 H-NMR (CDC 1 3 ) 5:2. 36 (3H, s), 2. 45 (3H, s), 
3. 60 (2H, s) , 6. 13 (1H, d, 1 = 2. 1Hz) , 6. 98 (2 
H, t, J = 8 . 8Hz) , 7. 09-7. 13 (2H, m) , 7. 17-7. 

2 7 (5H, m) , 7. 3 3 ( 1 H, s) . 
5 (MMH 7 ) 

N-^-^/U- 1 - {5 - (3-^f/l/7x^/I/) -1- [ (4-^f^7xr: 

5- (3 -^^Vl^si— /V) -1- [ (4-^^/1/^^-/1^) ^/^/fr— /^] - 
lH-t°D-;U-3-*/WN>7tK (0. 3 6g) % ^/^T 17 A 

io (o. 8 9 g) &£^>t; h y t Kn^^tt h y (o. 2i g ) ^ffiv^ 

2 g , 5 2 %) 0 

1 H-NMR (DMSO-d 6 ) S : 2. 26 (3H, s) , 2. 36 (3 H, 
s) , 3. 33 (3H, s) , 3. 96 (2H, s) , 6. 38 (1H, d, J 

15 =1. 8Hz), 6. 79 (1H, s), 6. 84-6. 99 ( 1 H, m) , 7. 

2 2- 7. 3 4 (6H, m) , 7. 69 ( 1 H, d, J = 2 . 1Hz) , 8. 9 
8 (2H, b r s) . 

mmm s ) 

N-^fvt'- 1- {5- (3-7/^n7i^) -1- [ (4- tf-AsV 
20 )V) ^/k/Jwl/j - 1 H-t°n-A— 3— f/W ^^T^ 

5- (3 -y jvibruy zc^jV) -l - [ (4-^Wx^;i/) */i^^/K] 
- 1 H-fc°P— 3 -jJjWVis? t K (0. 5 7g) N M^^T^-^ 

a (i. 3 8 g) fc^^r; h y t Kn^^it h y *a (o. 32 g ) 

25 4 5 g s W 6 9 %) „ 

1 H-NMR (DMSO-d 6 ) 8 : 2. 36 (3H, s) , 3. 32(3 H, 
s) , 3. 98 (2H, s) , 6. 48 ( 1 H, d, J = 1 . 8Hz) , 6. 9 
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4-7. 00 (2H, m) , 7. 2 5- 7. 4 5 (6H, m) , 7. 73 (1H, 
d, J = l. 8Hz) , 8. 94 (2H, brs) . 

mmn 9 ) 

5 -lH-t°n^-3-^;W ^^7^y 

1- [ (2- tJ-/vy a^^;v) xjv-fc^jv'] — 5 —7 ^ ~)V— 1 h — tf n —jv 

(3 9 0mg) (lOmL) fc*£$?U 

t4 0 % ^ f-?vy % w $ ; —jvWfc. (280m g ) SriflxTi5 L7c 0 

fcmm^ux^mikftvmi-hv vj» (7o mg ) ^tti o^raa^u 

10 lmo 1/im.m (10mL) ZMtLX 5frm&W<D&, mnmgfr&Mz.xy 

*7A^v^77^ (Sift : ^=¥^^-^31^^=5 0:5 0-^ 
0:100) fc-OMtU #bftfc^^&g1^f-/V (5mL) fc$#FU 4 
15 mo I / \ m.m-mm^^ (lmL) SrJp^.T»JEailBL/t: 0 

^vvfl* r. £ «t <9 > ^Mfc£^£&S£*£iI £ lt#fc (HX» 3 4 2 

m g > 7 6 %) 0 

1 H-NMR (DMSO-d 6 ) 8:2. 21 (3H, s) , 2. 52-2. 5 
4 (3H, m) , 4. 02 (2H, s) , 6. 4 8 - 6. 5 0 (1H, m) , 6. 
20 9 9 - 7 . 01 (2H, m) , 7. 07-7. 13 (2H, m) , 7. 20-7. 
23 (2H, m), 7. 30-7. 37 (2H, m), 7. 50-7. 54 (1 
H, m) , 7. 7 9 (1H, br) , 9. 13 (2H, br) . 

mmwi 0) 

N-^^-l- - { [4- (Ml7/>tn^f/V) !7^~ 

25 71^] */vt}wW - 1 H-t°n— /V- 3-4 /is) *?yT\y MWM. 

5-7^-^-1- { [4- (MJ7/^o^f-/W ^-/P] */l/2fc=/t,} 
- 1 H- t°n— /I/- 3 -#/W^/Vrfc K (65mg) , 4 0 =f-)Vy % 1/ ^ $ 
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y-^mm (5 0m g ) tekxiTkmikfrvmi-h}) (2 4m g ) %m^xm 

JK^6 8%) „ 

1 H-NMR (DMSO-d 6 ) 6:2. 50-2. 51 (3H, m) , 3. 9 
5 9 (2H, s) , 6. 48 ( 1 H, s) , 7. 13-7. 15 (2H, m) , 7. 
3 5- 7. 3 8 (2H, m) , 7. 4 2- 7. 4 6 ( 1 H, m) , 7. 61 (2 
H, d, J = 8 . 3Hz) , 7. 7 8- 7. 7 8 (1 H, m) , 7. 92 (2H, 
d, J = 8. 5Hz) , 9. 03 (2H, br) . 

mmm 1 1 ) 

10 1- {1- [ (A-y;virn-2- ^^-;vy ^^;v) ^;V~fc~;V~] -5-y^^ 

l- [ {A—yjvirn- 2- ^=5~)vy x;v-fc^;v~\ - 5-y 
' lH-fc°n^-3-^;W^ft F (165mg) , 40%^W^y^^ 
/-M$m (112mg) ^it^Tk^^^m^- h V 17 A (28mg) £fl^T 

15 mmm 9 t iRi=m^#^^frv\ ^m^^^m^^i^^ t Lxntc Turn 1 0 e 

m g , W 5 6 %) 0 

1 H-NMR (DMSO-d 6 ) 5:2. 19 (3H, s), 2. 53 (3H, 
s), 4. 02 (2H, s), 6. 49 (1H, d, J = l. 7Hz) , 6. 9 
0-6. 95 (1H, m) , 7. 0 0- 7. 0 2 (2H, m) , 7. 18 ( 1 H, 
20 dd, J = 9. OHz, 5. 6Hz), 7. 23-7. 26 (2H, m), 7. 
30 (1H, dd, J = 9. 9Hz, 2. 6Hz) , 7. 3 2- 7. 3 6 ( 1 H, 
m), 7. 79 (1H, s), 9. 15 (2H, br). 

mmmi 2) 

N, N-v^^vi'- 1 - (5-7^-^-1- { [4- (MJ7;^n^f/H 
25 7x^;W] - 1 H-t°P— 71^-3-^/1/) ^ ^ ^ > ^BM. 

5-y^~/]/-l- { [4- (MJ7/^n^^/W ;*/^7Jn;^/W 
- 1 H- 3 -^/^/Vrt K (80mg) % 2mo 
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5 — V~ f7t Kn7 7^I (lmL) 33£.TPfcmfc*$m*r b V >>A (2 4 

m g ) %m^xmMffl9 tw\m<DWift&ft\<\ &mfc&va&f&&&&kLxmz. 

(IRS 5 9 m g „ 6 3 %) 0 
1 H-NMR (DMSO-d 6 ) 6:2. 6 7 (6H, s), 4. 12 (2H, 
5 s) , 6. 5 6 -6. 5 6 ( 1 H, m) , 7. 15-7. 17 (2H, m) , 7. 
3 4- 7. 3 8 (2H, m) , 7. 4 2- 7. 4 6 (1 H, m) , 7. 63 (2 
H, d, J = 8. 3Hz) , 7. 85 (1H, d, J = 1 . 7Hz) , 7. 92 

(2H, d, J = 8. 3Hz) , 10. 68 (1H, br) . 

mMm 1 3 ) 

10 1- [5- {A-y ;virny au~;v) -l - {y ^=-/v^/v^s^/v) — l H — fc° 

l- (4 — ^ct^/w^/i/jfr:^) -5- (4 -y/viru y^~/v) - 1 h - fc° 
X2—/V- 3 -A/WW^* t K (0. 6 0g) N tf^Wy*^^ (1. 4 
8g) fc^^7;tKn*^tM)!)A (0. 3 3 g) ^/Bl^TH^M 4 i: 
15 PI^^SrfrV\ &IBte^&flSfel&i&£ LT#fc (Jfc*0. 3 5g, ifcsg 5 
1%) c 

1 H-NMR (DMSO-d 6 ) 6:2. 5 2(3 H, s) , 3. 98 (2H, 
t, J = 8 . 7Hz) , 6. 43 (1H, s) , 7. 12-7. 23 (4H, 
m), 7, 40 (2H, d, J = 7. 3 5Hz) , 7. 53 (2H, t, J = 7. 
20 9Hz) , 7. 68-7. 74 (2H, m) , 8. 96 (2H, br) . 

mmmi 4) 

N — "f'/V— 1 - [5- (2 -1- U-^fvl^a^/W* 

5- (2 -^/l^a^/l/) -1- [ (4-^^/^7^^/k) - 
25 lH-fc 0 P-/W3-^;W^7tK (0. 4 6g) , tft^W^^^ 
(1. 1 1 g) *5<fct>*v'7V t Kn*!>it b y (0. 2 6 g) &fflV^* 
«H £|!^<D&f£&?fV\ ^fBfc£*Sl&&ifej£iifr£ lt#fc (JR*0. 3 7 g, 
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UX^8 0%) „ 

1 H-NMR (DMSO-d 6 ) 5:1. 79 (3H, s), 2. 38 (3H, 
s) , 3. 32 (3H, s) , 4. 00 (2H, s) , 6. 34 (1H, d , J 
= 1. 8 Hz) , 6. 84 (1H, d, J = 6. 2Hz), 7. 11-7. 21 
5 (2H, m) , 7. 2 5 - 7. 3 6 (6H, m) , 7. 72 ( 1 H, s) , 9. 
0 2 (1H, b r s) . 

(mmm is) 

1- {5- (4 -7^tB7x=/V) -1- [ (4-7/^P7x=/V) 

- 1 h— 3 -4M -N-^W^y/^y 

10 5- (4-7^i-n7x^;w) -1- [ ( 4 - y jvHrxi y ^ xsuft — 
;V\ — 1 H — t° p 3 -^;W^;l/7 t K (0. 5 2g) „ tft^Wy^ 

(i. 2 0 g ) isi^ryt Kn*^tH)!)A (o. 28 g ) %m 

3 9 g , JR* 7 2 %) 0 
15 1 H-NMR (CDC 1 a ) 5:1. 55 (1H. brs), 2. 45 (3H, 
s) , 3. 59 (2H, s) , 6. 14 ( 1 H, d, J = 1 . 9Hz) , 6. 9 
6-7. 04 (4H, m) , 7. 17-7. 23 (2H, m) , 7. 31-7. 
3 8 (3H, m) . 

mnmi 6) 

20 1- (5- (4-7/VtB7i^) -1- { [4- (MJ7/^n^f^) 7 

-lH-t°n^-/^-3-^^) -N-^W^77^7 
5- (4 -7;vtn7 -1- { [4- ( h V 7 )Virxi*^-jv) 7^^ 

jV\ */l^~/W - 1 H- fc°u— jv- 3 -*/W^7t K (0. 55g) 

/-/US (i2mD xz.mtt.^^T^ (i. iig) tyr/tK 

25 J3Jfc!>!H- h y (0. 2 6g) &JPx., gfiT* 1 8 Lfc D £0£$e£ 
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6 8 %) 0 

1 H-NMR (CDC 1 3 ) 6:1. 49 (1H, brs), 2. 44 (3H, 
5 s) , 3. 60 (2H, s) , 6. 17 (1H, d, J = l. 7Hz) , 7. 0 
1 (2H, t, J = 8. 7Hz) , 7. 20 (2H, dd, J = 8 . 8Hz, 5. 
4Hz) , 7. 34 (1H, d, J = 0. 94Hz) , 7. 47 (2H, d, J 
= 8. 3Hz) , 7. 60 (2H, d, J = 8. 3Hz) . 

mmm 1 7 ) 

10 1- [1- [ JVjruy x.—jV) ^;Vt^^;V\ -5 - (4-^ h^-^y^ 

~;V) - 1 H-t°n-^- 3 -N-^w^^r^ 

1- (4 -7^to 7 cr ^71^) - 5 - ( 4 - ^ h i/7 ^ — /I') - 
" 1 H- t°n— /k- 3 -#/W^xfc K (0. 2 8g) , 

(0. 6 2 g) *3j;tfS'7V t Kn^T7^ h p r?A (o. 1 5g) IrfflV^ 
15 «!!6 £|ii»DM^fTV\ ^!Bft^ft£&£$ft$t bT&fc (Jfc*0. 13 
g, 11X^4 4%) „' 

1 H-NMR (CDC 1 3 ) 6:1. 52 (1H, brs), 2. 45 (3H, 
s) , 3. 59 (2H, s) , 3. 85 (3H, s) , 6. 10 ( 1 H, s) , 
6. 84 (2H, d, J = 8 . 9Hz) , 6. 9 2- 7. 0 2 (2H, m) , 7. 
20 14 (2H, d, J = 8. 9Hz) , 7. 29-7. 38 (3H, m) . 

1- {1- [ (4-7/Vtn7i^) ^;vifr~;V~] -5 - [2- ( 
o^f/V) 7:c=/V] - 1 H-fc°P— A?- 3 -N-^W^y7^ 

25 1- [ (4 7^^/l/) ^/l^^/l/] -5 - [2- (MJ7/^n^ 
^/k) 7^^/^] -lH-t°n^-3-*/W^7tK (0. 5 5g) N ifrfb 
^Wyt^^A (1. 1 7 g) *5it)^7V t Kn*>/it h V 17 A (0. 
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1t OIXSO. 3 3 g, Um5 3%) q 

1 H-NMR (DMSO-d 6 ) 5:2. 50(3 H, s) , 3. 33 (2H, 
s) , 6. 48 (1H, s) , 7. 17 ( 1 H, d, J = 8. 3Hz) , 7. 4 
5 3 (2H, d, J = 8. 9Hz) , 7. 51-7. 59 (2H, m) , 7. 65 
-7. 74 (2H, m) , 7. 76-7. 81 (2H, m) , 9. 04 (2H, 
b r s ) . 

i9) 

1 - {1- (4-^f^7x^;l/) - 5- [2- (b 

io U7;^P^f/i') ^^^7^] — l h — \?u—;v— 3 —4 si/} ^^yr^y & 

1- [ (4-^f/l/73:^) - 5- [2- (MJ7^to^f 

7^^^] -lH-h°P^-3-^/W^7tK (0. 28g) , Itfl^ 
(0. 5 8 g) -*3«fctf^7V t Kn^t7^-7- MJ £A ( 0 . 1 

15 4 g ) srfflv^THiiM4 kmm<Dmft*ft\<\ mmit^^m^^tLxntc 
mmo. 1 1 gN jr*3 5%) 0 

1 H-NMR (DMSO-d 6 ) 5:2. 3 9(3 H, s) , 2. 50 (3H, 
s) , 3. 32 (2H, s) , 6. 43 ( 1 H, s) , 7. 12 ( 1 H, d, J 
= 6. 8Hz) , 7. 37 (4H, s) , 7. 6 3- 7. 7 9 (4H, m) , 8. 
20 9 2 ( 2H, brs) . 
(»J2 0) 

N-^^-l- [2 5 -7i=^- 1 - (7 x.~;V*;Vfc~;V) - 

iH-trn-/i/-3-^/u] ^^y/^y mm. 

5-7 zu~;V- \ -7 ^~)V7s)Vfo~)V- 1 H-fc°P— )V- 3 - 
25 (0. 2 7gK t£{fc^/K7'>^~'7A (0. 6 8g) *3it5 

vry t Kp#>7IH- b y -7 a (o. 2 8 g ) *m\^x%1im±kWk<r)Wfe% 

ffV\ ^fBfcl^£^&l£ t §£ LT#fc (HXiO. 1 1 g N KX^3 5%) „ 
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1 H-NMR (DMSO-d 6 ) 6:2. 4 4(3 H, s) , 2. 50 (3H, 
s) , 3. 91 (2H, s) , 6. 40 ( 1 H, s) , 7. 2 2- 7. 2 8 (2 
H, m) , 7. 3 4- 7. 4 9 (5H, m) , 7. 57 (2H, t, J = 7. 8 
Hz), 7. 72 (1H, t, J = 6. 8Hz) , 8. 84 (2H, brs). 

5 mmm 21) 

1- {5- (2, 4-^tn7i^) -1- [ (4 a^-fr) 
7,}Vfo~)V\ -lH-fc°D^-3--r/H -N-^fvM^VT^ 

1- [ (4-^ Y^-yy^^;V) ^;vfc=.;V~\ -lH-t'n 
~-jv- 3 — f/W ;*fvv) ^f;i/*;^5ySt e r t-^^/V (1 5 Omg) 
10 fcl, (5mL) £^®2k (5mL) (D^^^flfU 

(2, 4-^77l/tD7x^) jtfn^Sfe (10 3mg) MJ 7^ (1 

0 4mg) SrJDXLfCo mmm^m. fl>7^ (fP7x^*^7^y) /<? 
' 9WJ» (5 7mg) ^inx, tifi^Ts 1 0 5°C-C5^TO#bfCo 

(5mD fc$&#u ii-ci oftmmw^tcm, mj±mmLtc 0 mmmz&fn 

20 (5mL) KfiSffiU 4mol/lItti-ii 

(o. 5mD *Mx-, mi±mmLtc 0 

IU ^M^t»^«fe^H H 0 i LT#fc (Kf 5 8mg, 4 1%) 0 

1 H-NMR (CDC 1 3 ) 5:2. 56 (3H, t, J = 5. 2Hz), 3. 
83 (3H, s) , 3. 98 (2H, brs), 6. 54 (1H, d, J = l. 

25 6Hz) , 6. 70-6. 90 (4H, m) , 7. 00-7. 20 (1 H, m) , 
7. 38 (2H, d, J = 9. 0Hz) , 6. 78 (1H, d, J = 1 . 6H 
z) , 9. 85 (2H, br) . 
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mmm 2 2 ) 

1- [1- [ (4-^ Y^clsy -5- (4-7^/^-^7 
^;V) -lH-t°P^-3-^f^] -N-^^^^^T^^ UMi: 

( { 5 -r/n^e- 1 - [ (4-^ h^r^^^^/W -lH-t°n 
5 ^f;^;V/^y|tert-^f/Ml5 0mg) „ 

^yy^)V) Mxivm. (1 4 Omg) , BBrT V V >7A (10 4 
mg) b7^r^ ( V x-^-)V-fo7s7 4 I/) /^i^^ (5 7mg) £ 

I88mg, 5%) „ 

10 1 H-NMR (CDCI3) 5:2. 5 7 (3H, s) , 3. 80 (3H, s) , 
3. 98 (2H, s) , 6. 46 (1H, d, J = 2. 2Hz) , 6. 77 (2 
H, d, J = 9. 2Hz) , 6. 88 (2H, d, J = 8. 8Hz) , 7. 00 
-7. 20 (5H, m) , 7. 2 5- 7. 4 5 (4H, m) , 7. 62 (1H, 
d, J = 2. 2Hz) , 9. 8 5 (2H, b r) . 

15 mmn 2 3 ) 

1- [1- [ (4-^ y*z/yx.~}v) ^jv-^^jV] -5- (2-t7f/w) - 

( { 5 -7*U^r- 1 - [ (4 Y*i/y^~/V) 7.)ViT^)V\ -lH-fc°n 
—;V- ^^-)V) ^»M;y|ter (15 0mg) „ 

20 2 -i-y^^u>m (1 1 2mg) , fcmi~hV ( 1 0 4 m g ) ftZtfiT 

h7*X (b!)7i^^7^y) (5 7mg) &J1^T S mt$J 

2 1 £|f^<0&f£&fTV\ ^Mfb^tl^^W^i Itllfc (!R*6 4mg, Ifc 
$4 4%) 0 

1 H-NMR (DMSO-d 6 ). 5 : 3. 33 (3H, s), 3. 79 (3H, 
25 s) , 4. 00 (2H, s) , 6. 52 ( 1 H, s) , 6. 95 (2H, d, J 
= 8. 8Hz) , 7. 3 0- 7. 4 0 (3H, m) , 7. 5 0- 7. 7 0 ( 3 H, 
m), 7. 75 (1H, s), 7. 80-8. 00 (3H, m) , 9. 02 (2 
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H, b r) . 

(MMiH 2 4 ) 

3- {l - [ (4-7* Y^-yy^-=-;v) y,)V^)V\ -4- [ (^W^y) 

5 ( { 5 --/P^e- 1 - [ (4-p< h^v^^:^) XtVifr^jV] -lH-fc°n 

— /1^-3-^/W t^/V) ^«;W^y|ter t-^/V (I5 0mg) , 
(3-T ^ 7 7^^)V) tfuym (l 2 2mg) , #tSH- (104m 
g) ^it^^by^r^ ( h U ^^^71/^^7^ ^) /^v^A (5 7mg) 

10 4 5 m g N W 3 1 %) o 

1 H-NMR (DMSO-d 6 ) 5:2. 51 (3H, s), 3. 83 (3H, 
s) , 3. 96 (2H, s) , 6. 46 ( 1 H, s) , 6. 90-7. 15 (4 
H, m) , 7. 20-7. 3 0 ( 1 H, m) , 7. 30-7. 45 (3H, m) , 
7. 7 1 (1 H, s) , 9. 11 (2H, b r ) . 

15 (gffiW 2 5 ) 

1- {1- [ (4-7* Y*i/7^~;V) */Utfc=/l/] - 5 - t° P v^- 3 -4 >V 

( { 5 -:/p^E— 1 - [ (4-n^7i^/V) -lH-t°n 
— /V-3-^/W 7*5^) ^f;^W^y|tert-^f/V (15 0mg) „ 
20 t°U v>^- 3— Y/l'Ttfn^gfe (9 6mg) , ^H^hU^A (104mg) *3«t 
^7f7^r^ (b5 7a:=;^7-f>) /^yv^A (5 7mg) ^JlV^T, ^ 
Ml 2 1 i:^©jftf^Srffv\ mM<k&to&&M1&&k (JRfi 1 6mg, 

1 1 %) o 

1 H-NMR (DMSO-d 6 ) . 8 : 2. 51 (3 H, s), 3. 82(3 H, 
25 s), 3. 98 (2H, s), 6. 65 ( 1 H, d, J = 1 . 4Hz), 7. 0 
3 (2H, d, J = 8 . 8 H z ) , 7. 38 (2 H, d, J = 8 . 8Hz) , 7. 
68 (1H, m) , 7. 82 ( 1 H, d, J = l. 4Hz) , 7. 92 (1H, 
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d, J = 9. 2Hz), 8. 50 (1H, s) , 8. 73 (1H, d, J = 4. 
8Hz), 9. 2 1 (2H, b r) . 

mMm 2 6 ) 

1- {1- [ {A-t^fl/V a^~)V) 7s)V-fo~)V\ -5-7i^-lH-t°P 

4- (Tv 5 K^fviO -l - [ (4-^^/^7^^/k) *7i/3ft~7i/| -2-7 
1 H-t°n— 7> (2 3 0mg) <ZM * / — (lOmL) laO°/o 
(5 0%-^7Kp n Ps 15 0mg) S^tlX., tR^B^T^M^ 1 8 

ttffi^-H&ft&fok^ifc^U MTfc^^by !)^T«f, WlLfe. B 
(5mL) till, 4mo 1 / 1 (0. 5mL) & 

t Lxnt. mm. 1 o m g > nx^ 4 %) „ 

1 H-NMR (DMSO-d 6 ) 5:2. 35(3 H, s) , 3. 8 9 (2H, 
s), 6. 39 ( 1 H, d, J = 1 . 8 H z ) , 7. 10-7. 20 (2H, 
m), 7. 22-7. 50 (7H, m), 7. 66 (1H, d, J = 1 . 8H 
20 z) , 8. 20 (3H, br) . 

mmm 2 7 ) 

N-^/V-l- {4-^7^-1- [ (4 -*<?7U7 ;V) 7,;Vfo~;V~\ - 
5 —7z.~;V— 1 H—\£v—;V— 3 — >f M tWT^V 

A-tf-Sls- 1- [ (4-^^71/^31^71/) ^7^^^7l/] -5-7^^7^-1 
25 H- t°P-7V- 3 -*/W^7* t K (3 10mg) „ l&fc * f frT > * ~ $ & 
(6 1 7m g) &J;T»7V fPt Kn*!>ife^ h V £A ( 1 7 2 m g ) 
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m g , J&ifS 5 0 %) o 

1 H-NMR (DMSO-d 6 ) 5:1. 7 7(3 H, s) , 2. 3 6 ( 3 H, 
s) , 2. 55 (3H, s) , 3. 96 ( 2 H, s) , 7. 00 (2H, d d , 
j = l. 8Hz, 8. 0Hz) , 7. 2 0 - 7. 5 0 (7H, m) , 7. 73 
5 (1 H, s) , 9. 0 6 (2H, b r ) . 

3- {4- [ (^W^y) 7*fvK] -l - [ */v# 

( {5-^n^-l- [ (4-^^/1/^^^/^) */Vjfc=vl/] -lH-fcTn — 
10 tf-JV) ^W/W^y|tert-^ (2 5 0mg) % 

(3-v'T;7i^V) ^ni/fft (10 3mg) , MJ £A (8 3mg) 

*3itJ5fb7^ ( hV 7i^*^7^ V) /^7^!)A (6 5mg) Srffll^T, 
' ^»I2 1 £|?g«©tftffrHrV\ SSfc^fc ttifc OK* 9 6 m 

g% Jfe$4 3%) 0 

15 1 H-NMR (DMSO-d 6 ) 5:2. 37 (3H, s), 2. 51 (3H, 
s) , 3. 98 (2H, s) , 6. 56 (1H, d, J = l. 8Hz) , 7. 2 
0-7. 40 (4H, m) , 7. 5 0- 7. 6 5 (3H, m) , 7. 77 ( 1 H, 
d, J = l. 8Hz), 7. 90 (1H, d, J = 7. 6Hz), 9. 11 (2 
H, b r ) . 

20 mmn 2 9 ) 

4- {4- [ (^fvKT^/) J^/V] -1- [ */V# 

- l H-tfn— /V- 2 -^/W ^<^y*^ b D;V MB.^ 
( {5-^n^-l- [ U-^/K^^/V) ^/U^si/l/] - 1 H - t° n — 
/V—3—'{A'} tf-jV) ^f;^/M^|ter t-7Y/V ( 2 5 0 m g ) „ 
25 (4-^77 7x^) #n^|6 (10 3mg) N ^Ife^MJ^A (8 3mg) 
*5i^ f^^r* ( h P ^) /^yv^A (6 5mg) £fflV^T N 

1 £l^«©tfcfE«rfrV\ ^Mfb^fefci&fcit^illt LT#fc (11x4 7 5 m 
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g, IR$3 3%) o 

1 H-NMR (DMSO-d 6 ) 5:2. 36 (3H, s), 2. 51 (3H, 
s) , 3. 97 (2H, s) , 6. 59 ( 1 H, d , J = 1 . 8Hz) , 7. 3 
4 (4H, m) , 7. 38 (2H, d, J = 8 . 4Hz) , 7. 79 (1H, d, 
5 J = 1 . 8Hz) , 7. 86 (2H, d, J=8. 4Hz) , 9. 11 (2H, 
b r) . 

N — [1- (y ^=-;V^;V^=^;V) -5 - (3-^^/1/) -1H 

-M°u—;\s- 3-^JV\ *9l/T^ls 
10 { [1- (:7cn^/^/l^~/l/) -5- (3-^-A-) _ 1H -fc 0 a 

— 3 J-J-M %/W<* t e r t --f=f-)V (0 . 6 2 g) <D ^ $ 
J-}\< (lOmL) $E$fc4mo 1 / 1 mW^-ffi®.^ frWll (6mL) & 

'tats m^3mmmwLtc 0 &mm&mzfe&mm*tox.K.mz?>mu 
15 m&mfctisxmz. okso. 3 8 g , W7i%) „ 

1 H-NMR (CDC 1 3 ) 5:2. 55 (3H, s), 3, 96 (2H, s) , 
6. 54 (1H, d, J = l. 8Hz) , 6, 98 (1H, dd, J = l. 2, 
5. 1Hz), 7. 09 ( 1 H, dd, J = 1 . 2, 3. 0Hz), 7. 21 

(1H, dd, J = 3 . 0, 5. 1Hz) , 7. 31-7. 42 (4H, m) , 
20 7 . 48 - 7 . 54 (1 H, m), 7. 65 (1H, d, J = 1 . 8Hz), 9. 
8 4 (2H, b r s) . 

mi&M3 1) 

N-^/l'-l- [5-7^^/1^-1- {y au—jVT.jVfc-jV) - 1 H — fc° P — 

25 ff-tV { [ 5 -y a^=-;V- 1 - (7^1^71/^ ;Vifr~;V) - 1 H- t°P — ;V— 3 
-^/^] p*^vW #/W^ yftt e r t -y*=f-)V (0. 6 4g) fc/BV^T, ^Jfe 
$J3 0 i: ^(^iftf^Srff V\ &Sfl^«>S:*!£@te£: LT#fc OKiO. 3 9 g, 
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&m 7 3 %) 0 

1 H-NMR (CDC 1 3 ) 6:2. 55 (3H, s) , 3, 98 (2H, s) , 
6. 47 (1H, d, J = 1 . 8Hz) , 7. 12-7. 15 (2H, m) , 7. 

2 3- 7. 3 7 (7H, m) , 7. 4 7- 7. 5 3 (1 H, m) , 7. 65 (1 
5 H, d, J = l. 8Hz) , 9. 83 (2H, brs) . 

mmms 2) 

1- {1- [ (4-7;^P7i^;l/) -5 - (3-^-/^) - 

iH-t°n-^-3-^7W -N-^W^yr>y MBM. 

{ {1- [ (4-7;^n7i^;k) -5 - (3-^~/^) 

10 lH-fc°P-;I/-3-^/H ^^Vl^/W** ^ t e r t -zfJ-jV (0. 

4 4 g ) zm^xmnm 30 1 wim^m^ff^. ^m^m^m^mw-t lt 

%1t Oft* 9 2 m g s JR^ 3 2 %) 0 

1 H-NMR (CDC 1 3 ) 6:2. 56-2. 60 (3H, m), 3, 96- 
3. 98 (2H, m) , 6. 53 ( 1 H, d, J = 2. 1Hz) , 6. 98-7. 
15 0 4 (3H, m) , 7. 12-7. 14 (1H, m) , 7. 2 3-7. 2 6 (1 
H, m) , 7. 3 8 - 7. 4 4 (2H, m) , 7. 66 ( 1 H, d, J = 2. 1 
Hz) , 9. 8 5 (2H, brs). 
(H»ij3 3) 

1- {1- [ (3-^nn7i-/>) TsjVT^^-jv^ - 5 1 H- fc°n 

20 —/I/- 3-lVW -N-^^vl^^T^ 

{ {1- [ (3-^op7i^) ^/k^^/^] - 5 -7^~;V- 1 H-fc°n 
— ^-3-^/W ^fvl^/W"^ e r t ~-fJ-)V (7 2 6m g) 

^^np^^y (3ml) Ciil, M)7/I/tn^l (2ml) §rO°C^P 

nvf^77^(:#U l^n^-^/-^ (19 : 1) T^tH Lfc 0 * 
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5 (itRft 3 2 4 m g , JfcSp 5 2 %) „ 

1 H-NMR (CDC 1 3 ) 6:1. 64 (1 H, b r) , 2. 57 (3H, 
s) , 3. 99 (1H, s) , 6. 50 ( 1 H, s) , 7. 12-7. 49 (9 
H, m) , 7. 64 (1H, s) , 9. 85 (1H, br) . 
MM3 4) 

10 1- [1- [ (3 p n^m^/l/) X/V/ft^/i/] -5- (3-^^-/1') -1 

{ [1- [ (3-^DP7x^) -5- (3-^^^/k) -1 

H-k°D- ;V- 3 — f/V] ;*fvW ^f/^/W^y|ter t—^f-JV (7 1 
2mg) *fflV^HJfe#!l3 3 i:PI«©*^fTV\ SSib^Sr^feifeAi IT 

15 #fc OlXft 3 8 8 m g , IR* 6 3 %) „ 

1 H-NMR (CDC 1 3 ) 5:1. 75 (1H, br), 2. 58 (3H, 
s) , 3. 97 (2H, s) , 6. 56 (1H, d, J = 2. 1Hz) , 6. 9 
7-6. 99 (1H, m) , 7. 12-7. 14 ( 1 H, m) , 7. 24-7. 
31 (4H, m) , 7. 4 5 -7. 4 9 ( 1 H, m) , 7. 64 (1H, d, J 

20 =2. 1Hz) , 9. 80 (1H, br) . 

mmmz 5) 

1- [1- [ (3-^nn7s=/v) ^/V7k=./v~\ -5- (4-7 jv^-uy 

{ [1- [ (3-^PP7i^) ^/kTft^/k] -5- (4-7/^H7x^ 
25 ;V) — 1 H — \?u—;V— 3— A )V\ ^fvW ^f^/W^Vlter X.-'f^ 
)V (9 3 0mg) £JlV^ N gjffiftl 3 3 £ fflfcoWfe^fsW &Mik&Vd&m& 
JtftiUtft (I|X»5 0mg s HX^6%) o 
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1 H-NMR (CDC 1 3 ) 6:2. 58 (3H, s) , 3. 98 (2H, s), 
6. 50 (1H, d, J = 1 . 8Hz), 6. 96-7. 02 (2H, m) , 7. 
10-7. 15 (2H, m) , 7. 22-7. 24 (1H, m) , 7. 29-7. 
3 1 (2H, m) , 7. 47-7. 51 ( 1 H, m) , 7. 63-7. 64 (1 
5 H, m) , 9. 8 0 (2H, b r ) . 

mmm s 6 ) 

l- {l - [ (4-^pp7i-;v) - 5 -y*.~)V- l H- t°n 

[ (5 -:7^/^- 1 H- /U- 3 f/U) ^/l'] */W"?^^Sft 

10 t e r t-^f-A^ (7 0mg) ON, N-v'^MMT^ K&ift (7mL) 
^M^tRM^ ^ (6 0%|ft, 1 3mg) yBiT3 0»Lfc|, 
SfflTifi['ft:4-^nn^y^^7^=/l/ (6 2mg) teMTLX 1 HfMif bfc c 

15 ^77^ (MW^:^i^^-^SI^^=l 9 : l->4 : l) ^1*$JLfc 

(lOmL) W^?U 4mol/li{b7Ri-^f;« 
(1. 5mL) eDiT6 5 o Ct3 0«#lt KlSiK*r«EE*IBU WW. 

3 9mg, JtPM 0%) 0 
20 1 H-NMR (DMSO-d 6 ) 5:2. 51 (3H, s), 3. 98 (2H, 
s) , 6. 47 (1H, d, J = 1 . 8Hz) , 7. 14-7. 16 (2H, 
m), 7. 36-7. 46 (5H, m) , 7. 59-7. 63 (2H, m), 7. 
74 (1H, d, J = l. 8Hz) , 9. 03 (2H, br) . 

(mmm 37) 

25 1- {1- [ (3, 4-^7^P7i^) */i/;fc^/v] - 5 — Vzc^jV— 1 

pt^vv [ ( 5 — 7^^;^— 1 H— 3 — >f /U) t^f-jv] f))V/^*vWL 
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tert-^ (7 0mg) ©7f7tFn77^ft (7mL) 
tert-^bWP^ (4 2mg) 3 0 ft&WLtc&, MUXM. 

jtS, 4-^7/VtP^yfW*^ (6 8mg) SrJP^T 1 . 5fflitf 

t7t 0 sj&jSfcskTKSran*., i^^^T^mbfc. ^m^^n^^^ 
5 u M7k«7"fy ij±iiife D iffl^y^w^^ 

(JgSB^jffi : ^i^-B^^?v>= 1 9 : l-»4 : 1) *C» 
MLfcff, ^^/-^ (15mL) fc»#U 4mol/lIjb*i-^f 
(1. 5mL) ^JdBx.T6 5*0^3 0^raSl^t^: o KJfc$«ri£EFj|l8 U 

10 mm 3 2 m g , JR* 3 3 %) 0 

1 H-NMR (DMSO-d 6 ) 5:2. 53 (3H, s), 3. 99 (2H, 
s) , 6. 47 (1H, d, J = l. 8Hz) , 7. 14-7. 17 (2H, 
m) , 7. 2 5-7. 3 0 ( 1 H, m) , 7. 3 6 - 7. 4 8 (4H, m) , 7. 
6 0- 7. 6 9 (1 H, m) , 7. 74 ( 1 H, d, J = l. 8Hz) , 8. 9 

15 8 (2H, b r ) . 

1- [1- (2, 3-^tFn-l-^/77V-5 — f/w*/>;fc^/U) -5 
-7^=/^- 1 H- t°P— /l/- 3 -N-^ ^/V^ 5 > 0.. 5v- 

20 [ (5 -yx.^jV- 1 H-t°n— /l/- 3 tf-iV] #/W^ ^ 

ter t-y^/U (2 8mg) ON, N-^WM7U*M (5mL) 

\zm.nx*7kmiki- v v v & (6o%itt, 4o mg ) ^ip^T3 o^n^tfcff, 

^i&Tifrffc; 2 , 3-^^^-1-^/77^-5-^*^ (6 5mg) 

l->4 : 1) "TMW&LfcSK tfi/'-A' (1 OmL) fcjg#U 4mo 1/lS 
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ihTkm-mm^M^m a. 5mu %mz.x6 5°cx3o^mmwLtc 0 g 

li^bl^r £^£<9, &Hfb£* Lt#fc (ti26mg, 
W 6 3 %) „ 

5 1 H-NMR (DMSO-d 6 ) 6:2. 53 (3H, s) , 3. 11 (2H, 

d, J = 8. 8 H z ) , 3. 98 (2H, s) , 4. 64 (2H, d, J = 8 . 

8Hz) , 6. 34 (1H, d, J = l. 7Hz) , 6. 8 0-6. 8 3 ( 1 H, 

m), 7. 12-7. 15 (4H, m) , 7. 34-7. 46 (3H, m) , 7. 
64 (1H, d, J = 1 . 7Hz) . 
10 mMM 3 9 ) 

1- [1- (7*J-;VX;Vifr~;V) — 5 — 7a^~;V— 1 H — tfn— /V— 3 —4 /V] 

ptfvl' [ ( 5 - 7^^/^- 1 H- fc'P— /U- Z-jfls) ^/P] #/W^:/@g 
t e r t -^/l/ ( 7 0 m g ) N tK*^^ h U Sf A (60 9 8 m g ) *3 

15 it>lft7^y-l-^/^^ (2 3 0mg) ^fflV^T^Jfifll 3 8 t |rI$0$ 
f£&frV\ ^Mte^£&^fi<E>*£iSI£: lt#f: (l|Xil8mg, M2 

1 %) 0 

1 H-NMR (DMSO-d 6 ) 5:0. 75 (3H, t, J = 7. 2 Hz) , 
1. 14-1. 38 (4H, m) , 2. 56 (3H, s) , 3. 21 (2H, t, 
20 J = 7 . 2Hz), 4. 01 (2H, s) , 6. 48 (1H, s), 7. 44 
(5H, b r) , 7. 4 8 ( 1 H, s) . 
(»M4 0) 

1- {1- [ (4--f y7°n*>^7x^) ^/k/jN^/l^] - 5 -y^~;V- 1 
H— t°n— /l^— 3 —4 /W -N-^f/M^y7^ 0. 5v^!7^& 
25 [ (5-7^^/1^- lH-lfowl'- 3 #/W^:/^ 

t e r t ( 7 0 m g ) , TkUfft^ h V 9 A (60 %}fit£, 9 8 m g ) *3 
i0^b4--^ yyP/K=3r^>if>^^^^^ (20 1mg) SrfflV^T^MJ 
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W4 5%) 0 

1 H-NMR (DMSO-d 6 ) 6:1. 2 6 (6H, d, J = 6 . OHz) , 
2. 52 (3H, s) , 3. 98 (2H, s), 4. 66-4. 74 (1 H, 
5 m) , 6. 35 (1H, d, J = 1 . 7Hz) , 6. 96 (2H, d, J = 9 . 
OHz), 7. 14-7. 16 (2H,' m) , 7. 27 (2H, d, J = 9 . 0 
Hz) , 7. 3 2- 7. 4 5 (3H, m) , 7. 66 (1H, d, J = 1 . 7H 
z) . 

mmH i) 

10 1- {1- [ (3-^ h*^7^=-As) ^;V^s^;V] - 5 -7x.~;V- 1 H- fc° 

u—)\>- 3 — iM -N-t^/u* ^ v 

t^As [ ( 5 —7a^~jV— 1 H — \£u—;V— 13)V/<>%VWl 
t e r t -~f*f~)\s (2 0 Omg) „ i^M^ hV ?A (6 0%ffif4 N 14 0m 
g) *3«fctfcfrffc;3-^ b^v^^V-X/t^-^ (4 3 3mg) ^Jll^TllMJ 
15 3 6 £^<Pj&ffrHTV\ ^Mte^£$^&©5i£f§£ OK* 1 8 6m 

g> |R^6 8%) 0 

1 H-NMR (DMSO-d 6 ) 8 : 2. 5 0 (3 H, s) , 3. 6 8(3 H, 
s) , 3. 9 7 (2H, s) , 6. 4 4 ( 1 H, d, J = l. '9 H z ) , 6. 7 
6-6. 77 (1H, m) , 7. 0 0- 7. 0 4 ( 1 H, m) , 7. 15-7. 
20 18 (2H, m) , 7. 2 4- 7. 2 8 ( 1 H, m) , 7. 3 4-7. 4 7 (4 
H,m), 7. 73 (1H, d, J = l. 9 Hz) . 
(HMI4 2) 

3- ( {4- [ (tJ-JVT^S) tJ-As] - 2-7x^/1/- 1 H-t°n— JV- 1 

25 ^^"/W [ (5-7x^/U-lH-lfP^-3-^;l') #/W^^@| 
t e r t -^/V ( 2 5 0 m g ) , Tkiffft;^ h !7 17 A (60 175m 
g) feit;ift3-^7y^yfy^/^^ (5 2 8mg) SrfflV^T^M3 
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6 tmm<Dmi¥%n^\ mmi^mmm^m^t tt#fc oix*i9 5m g> 

nx^ 5 8 %) 0 

1 H-NMR (DMSO-d 6 ) 5 : 2. 52 (3 H, s), 3. 98 (2 H, 
s) , 6. 50 (1H, s) , 7. 11-7. 13 (2H, m) , 7. 35-7. 
5 49 (3H, m), 7. 68-7. 78 (4H, m) , 8. 17-8. 21 (1 
H, m) , 9. 16 (2H, b r ) . 

mmu 3) 

N-^fvt'-l- [5-7x^-1- ( 3 — s f-^~jVX}V°fc~A') — 1 H — t° 

10 [ (5 -y^~;v- l H- ;v- 3 -^/u) #/w-<5;;/^ 

t e r t )V ( 2 5 0 m g) , tK*^^ MJ £ A (6 0 14 0m 

g) ^i^^^^-^^^- 3 (3 4 0mg) £JlV^T^&#!j 3 6 

' tmm<Dnfc*ft\<\ tLxnft wmi 1 4m g , 

3 5 %) o 

15 1 H-NMR (DMSO-d 6 ) 6:2. 52 (3H, s) , 3. 98 (2H, 
s) , 6. 45 (1H, d, J = l. 8Hz) , 6. 99 (1H, dd, J = 5. 
2Hz, 1. 4Hz) , 7. 16-7. 19 (2H, m) , 7. 34-7. 45 
(3H, m) , 7. 69 (1H, d, J = l. 8Hz) , 7. 74 ( 1 H, dd, 
J = 5 . 2Hz, 3. 0Hz) , 7. 98 ( 1 H, dd, J = 3 . OHz, 1. 

20 4Hz) . 
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c-ms) n8kT<D%fr\z.£V)mfei,it a 

SJW:v^^nv^f ZMD, fcm^I/Vfr^/P^i HP 
110 0 

^7^: CAPCELL PAK C18UG120, S-3^m, 1. 5X 
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mm Am-, o. o 5 % b y Bm 0 . 0 4 % h v y?v 

^7 MM^A- : 0. 0 0^ (Ai/B$=9 0/1 0) , 2. 0 0^ 

(Al/BS= 5/9 5) , 2. 7 5^ (Al/Bl= 5/9 5) , 2. 7 6 
10 (Ai/Bi=9 0/I0) , 3. 4 5^ (AS/Bl=9 0/1 0) 

&A4 : 2 At 1 > : 0. 5mL/m i n, : UV 2 2 0 nm 

JX-yfc&i : m^W^^yitm (Electron - Spray Ioni 
z a t i on : ES I) 

15 ttmfc&Tv&ftte&vftifto 

: YMC CombiPrep ODS-A, S-5/im, 50X20 

mm 

: AM ; 0 . 1 % MJ g^g^^Xs Bm ; 0 . 1 % MJ P 

20 ^n^rr^h-by^ 

^7i?xyhf^7;V: 0. 0 0^ (AS/Bt=9 0/1 0) , 1. 0 0^ 
(AI/BS=9 0/1 0) , 4. 0 0# (A$/Bl=10/9 5) , 8. 5 
0^ (At/Bl=1 0/9 5) , 8. 6 0^(Ai/Bl=9 0/10) , 8. 
7 0^ (AS/BS=9 0/10) 
25 &K3£ : 2 OmL/m i n % &fctt&: UV2 2 0 nm 

1 H-NMR^ WW3u FWI^i: ITt b 7 ^ f-JWy y%m^X~?— 
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^-7^^^^^^) ;Syi??7 A (0. 0 0 2 5mmol) £ N v^^h^^^^^ 
(1. OmL) N x^;-^ (o. 3mL) x T±Y~Y]);V (0. 2mL) © 
U 0. 5mol/l^tMJ!?M^(0. 3mL) 
15 x., *tfl^KJft®S§fK ^-^P^&M-LTl 5 0°C^4^^m#t7^ o 
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m/e (M + +l) 


88 




100 


403 


89 


m— M"f/V 


100 


341 


90 


2, 4—^^007^=^ 


100 


395 


91 


2->h^f-y-4-pff-^7^=/U 


100 


371 


92 




100 


361 


93 


4-*^^">7^=/V 


99 


371 


94 


3, 5-^^731=^ 


100 


355 


95 


3, 5-i^nP7a=A' 


93 


395 


96 


4-tert-7*5vl'73:.=/l< 


99 


383 


97 


n— 7°PfcVV 


99 


293 
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(t2 3©o^) 



98 




100 


279 


99 


3, 4— V^h^Vy'ji— ^ 


95 


387 


100 




100 


361 


101 


4— V r/s&*—fv 


98 


352 


102 




98 


352 


103 


2 — V7 //^ — 


99 


352 


104 


1, o — N //T/ S J s *v Q n/r 


96 


385 


105 


3, 4-yyPP/i— ^ 




395 


106 


o_^f- -i .1- 


96 


333 


107 






327 


108 


l"T7T/l / 


97 


377 


109 


p-/Ty/i / 


99 


353 


110 


4 — ^T)vy /V 


100 


355 


111 


2, 0 — yyoP/i— /t' 


99 


395 


112 




100 


293 


113 


2-(l— T-^f-^^^V 


99 


405 


114 


2-^-7?^ 


99 


377 


115 


2, 4, 6— MJ^fvK7a=/l' 


100 


369 


116 


4-7"P- : e7a:=^ 


99 


405 



S24 





'H-NMR(DMSO-d 6 ,300MHz);5 


(TFA salt) 


2. 33(3H, s), 2. 63(3H. s), 3. 71(3H, s) , 4. 02(2H, s) , 6. 20(1H, s) , 6. 51(1 
H, d.J = 8. 1Hz), 6. 66(1H, s), 6. 99(2H, d, J = 7. 5Hz). 7. 07(1H, d,J = 8. 3H 
z), 7. 14(2H. t, J = 7. 6Hz), 7. 23(1H, d, J = 7. 3Hz), 7. 61(1H, s), 9. 42(1H, 
s) 


(TFA salt) 


1. 05(3H, t, J=7. 3Hz), 2. 63(3H, s), 2. 93(2H, q, J = 7. 5Hz), 3. 98(2H, s), 
6. 40(1H. d, J = l. 9Hz), 7. 31-7. 55(6H, m) , 9. 68(1H, s) 


(TFA salt) 


2. 60(3H, s), 3. 97(2H, s), 6. 26(1H, s). 6. 90(1H, d, J = 5. 3Hz) , 7. 18(2H, 
d,J = 7. 3Hz), 7. 21-7. 49(5H, m), 7. 56(1H, s), 9. 6l(lH, s) 


(TFA salt) 


1. 09(6H, d, J = 6. 8Hz), 2. 63(3H. s), 2. 88-3. 04(1H, m), 3. 99(2H, s), 6. 
40(1H, d, J=l. 9Hz), 7. 32-7. 51(6H, m), 9. 65(1H, s) 



mmn 1 7) 
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1- (2 — ^ P P— 5 —7 cn—Zl'- 1 - { [4- (MJ7/kto^f/V) 

/I/] - 1 H— 3 — f/W -n-^ W^yr^y S 

2-^nn-5-7i^-l- { [4- ( h V y;Vjru * y 
5 X;Vfo~;V} — lH-t°P 3 — # jWVl^r t K (16 0mg) £r^/- 

/V (2 0mL) ld£fl?U Sit 4 0%^ f /I'T ^ 7 -/^l (150m 

g) ^^px.T3 oMmwLfc a mu-^TKmit^^m-rhv^^ (44m g ) & 

j&R&Tl OftmmWLtii^ lmol/LtKlOmL) ^PiT5^FW 

io ife^^-cfttti l/c 0 mn^mi:mu^m.^xm^L, v v v^x^m 

ummBLfea isi !) * ^/^ 7 a -7 ^ 7 7 mm 
mm : ^^y-Bm^^= i 4^0 : d -eis^Lfcfi, (5 

mL) fc$gfi?U 4m o l/L»*-|i^^M (lmL) SriH^TMt 

15 ig|ilt#fc 0ft*9 8mg, IR^5 5%) „ 

1 H-NMR (DMSO - d 6 ) 5:2. 43 (3H, s), 3. 89 (2H, 
s), 6. 65 (1H, s) , 7. 38-7. 4 8 (5H, m) , 7. 85 (2 
H, d, J = 8. 4Hz) , 8. 05 (2H, d, J = 8. 4Hz) . 

mmn 1 8) 

20 1- {1- [ (3-^PP7i^) - 2 —fT-As— 5 -7*5^ 

-lH-fc°n-^-3-^;W -N-^/t^^T^ 

1- [ (3-^pp7i^) ^/l^^/l/J - 2 — }^-)V— 5 1 
H- t°D— /I/- 3 -#/W^xt K (I7 1mg) % jt-fb^^^T^^e^^A 
(311mg) fc^^T/tKo^^ith^A (103mg) £ffl^TH 
25 MM4;bF\M<DmfE*ft\<\ &fc4b&to&m&lbfttokVXfflt (HX*6 4mg, 
I(X^3 4%) „ 

1 H-NMR (CDC 1 3 ) 5:2. 44 (3H, brs), 2. 56 (3H, 
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s ) , 3. 87 ( 2 H, brs), 6. 47 (1H, s ) , 7. 18-7. 22 
(2H, m) , 7. 2 6 - 7. 3 6 (6H, m) , 7. 4 7- 7. 5 0 (1 H, 
m) , 9. 78 (2H, brs). 

mmm 119) 

5 N-^^-l- ( 5 -y ^^,v- 1 - { [4- (M)7;^d^ f^i/) y^ 
^;V] - 1H- t°n -71/- 3-^/1-) *#l/T%l/ 

{ [4- ( h V yjl^^-n pt. ;7^~7^] ^/k^- 

/W - 1 h- fn— 3 -*/wv^t k (0. 4ig) / —J^W 

(12mL) \cm.lt* fvKT^-^A (0. 86g) t t/T / t Kn ft Vmi~ 
10 M)!)^ (0. 2 7g) SriDx., Ifi"C2 4Hfflft^Lfco KJ&Sc&iKTK:* 

^=2 : 1^1 : 1) fc^vrftSSU LT 
15 #fc (0. 3 2g) 0 nhtltcm^ (0. 3 2g) %mk^^ (5mL) 

4mo \ /hmti^m-mk^^mm (4mD s^nx., ^j±r^a 

OKiO. 2 9 g, 1R^6 3%) 0 
1H-NMR (DMSO-d 6 ) 5:2. 50 (3H, s) , 3. 99 (2H, 
20 s), 6. 47 (1H, d, J = l. 9Hz), 7. 10-7. 15 (2H, 
m) , 7. 3 2- 7. 4 3 (3H, m) , 7. 4 5 - 7. 5 4 (4H, m) , 7. 
75 (1H, d, J = l. 7Hz) , 9. 04 (2H, s) . 

mmmi 2 0) 

N-^7^-1- [5 -y a^^)V- 1 - (2 -^-7^7^—7^) — 1 H — 

25 n-7^-3—f7^] y^^T^^ .£[£&£i[ 

5-7^^7^-1- (2-^"^^7l/^7l/^^7^) - 1 H-H°U—/U- 
^^ft K (18 0mg) ^ktZJ—JV (2 0mL) fc$$?U ^?&T4 0%^ 
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w^^^;-;^ (2 2 0m g ) aiT3 o^mmwLtc 0 mux* 
mikTtsvm-rhvvj* (64m g ) %m?lx 10 ftmnwLtc& s imoi/L 

itSt (20mL) ^P^T5^r H m#L7c 0 £j£$fcl&m^ife7K^ b P £ A7k 

5 ti»u iiTK^^hy !)AT«i, MMiiLfco n&vo&ffi.m&fy% 

0 : 1) XmULtci^ mm^fr (5mL) fc*#U 4mo 1 / Li&tokif 

-g^gfe^^-;^^ (lmD &Mz.xmmmffiLit 0 m^m^mm^^b-^ 
&fc~rzz.k\z.±y), mm<k&m*m&%iMikLxmc (nxtnimg, i&m 

10 8 2 %) 0 

1 H-NMR (DMSO - d 6 ) 5:2. 50 (3H, s), 3. 98 (2H, 
s) , 6. 49 (1H, d, J = 1 . 8Hz), 7. 12 ( 1 H, dd, J = 3 . 
9, 5. OHz) , 7. 2 2- 7. 2 5 (2H, m) , 7. 32 ( 1 H, dd, 

J = l. 4, 3. 9Hz) , 7. 3 6- 7. 4 6 (3H, m) , 7. 69 ( 1 H, 
15 d, J = l. 8Hz), 8. 08 (1H, dd, J = l. 4, 5. OHz), 9. 
10 (2H, b r ) . 

mmm 121) 

N- pt^/ls- 1 - [2-^/^-1- (^^/kX/l^-^) -5- (3 

- 1 H-t°P— jv- 3 *?>T^y t&BM. 

20 2-^^/1^-1- (7 x.~;VX;Vfo~;V) -5- (3-^^/V) - 1 H — fc° 
u—jU- 3 -*/M/Vrt K (3 0 7m g) ©f h7tKn77^ (5mL) ^ 
ilUOro^W^y^y-^fl (0. 4mL) kMfcfflLm*?y*f'?& 

(2 6 8m g ) srjq*., ^M-ei 4Btr«#tfc 0 Rmm^m^uxTkmit^ 

(45mg) ^DiT30«#U ^MHt7c 0 

25 ^p^st^st^ f y v ^mmMx., mm^^xmm ltc 0 mmm&mafc 
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77^- mmmm-.mm^^) mm<k&®v>mmm.&*m&$i 

VtmtLXntCo nt>tlftmfm.&<D*# y-/lsf$m (5mL) t4mo 1/L 
^b7K^-BPBfe^^/V*?ft (2. OmL) fcjll*., 2^ra»^Lfe„ KJft^tl 

5 fej^fSr i: LT#fc OlXi 85mg, 2 3 %) „ 

1 H-NMR (CDC 1 3 ) 6:2. 43 (3H, brt, J = 5. 1Hz), 
2. 55 (3H, s) , 3. 86 (2H, brs) , 6. 48 ( 1 H, s) , 7. 

0 0-7. 0 2 (1H, m) , 7. 0 5- 7. 0 6 ( 1 H, m) , 7. 18-7. 
20 (1H, m) , 7. 3 5 -7. 4 4 (4H, m) , 7. 5 0- 7. 5 5 (1 

10 H, m) , 9. 7 2 (2H, brs) . 
mifcM 12 2) 

l- [5- (4 -yjvirxi y ol~)V) - 2 - ^ J-jv- i - (y x.~/ux/utfs~ 

5- (4 - y;v$ruy 3u~;v) - l- (y ^~;vy,/vifr~/v) - 

15 1 H- \£xn-/U- 3 -#/W^7*t K (0. 4 0g) <D*?/— /VtitfR (2 0m 
L) ^Jt^^/KT^-^A (0. 9 5g) h 9 sT J t Kn*i)it h V 

(o. 3o g ) ^nx., mux2 ommmwvtc 0 a£^£^j±T«ff u 

20 f4 ]J ^7 ?f)Vj] y Y Jfy y s( — (Jgffi^jft : ^^f->--^^^ = 

1 : 0^1 : 2) ^fflV^Tft^U «^^<^M^S^^^ i LT#fc 
(0. 3 0g) 0 %bfotz.mWfo (0. 3 0g) %B^^ (6mL) £2gfl? 

U 4mo (3mL) Sr^x.fc 0 ^j±T«fl 

Us ^^^7J^H s H/±ii-^-i^J: , 9s *Mfc£®£&'-feifei!fir£ Lxntc (to 
25 10. 31g, IlX§fS 9 2 %) 0 

'H-NMR (DMSO-d 6 ) 5:2. 44 (3H, s) , 2. 50 (3H, 
s) , 3. 91 (2H, s) , 6. 43 (1H, s) , 7. 16-7. 30 (4 
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H, m) , 7. 44-7. 49 (2H, m), 7. 57 (2H, t, J = 7. 8 
Hz) , 7. 69-7. 75 ( 1 H, m) , 8. 97 (2H, brs). 
(»U 2 3) 

N-^/^-l- [5- (4-7^tP7s=/V) (7^c^ 
5 /W*/Hfc:=/l«0 -lH-t°D— V Ifr&lt 

5- (4-7/VtP7s=^) -2-^/^-1- (:7cr=/l';*/l'tfwl') - 
lH-t°n —/V— 3—^7 /W^x t F (0. 3 0g) <D * $ J (15m 
L) ^^>T^ (^7 0% 0. 17g) ^777t Kn*7itMJ 
!7A (0. 16g, 2. 6mmol) £#nx. s IfiT 2 4 NPMii^ /xj£« 

# sf/ujj 7 h -pyy ^ — mmmm ■. ^-f>-mm^^= 1 : 

1:2) £fflV^Tft$iU ^Sfb^©^^SSr?ft^t lt#fc (0. 0 9 
5g) o &t>tl1tfoVt®l (0. 0 9 5 g) (3mL) fc$fl?U 4 

15 mo 1/L^7K*-M^f"^» (lmL) ^Px.fc 0 jteTfcWEU B 

0 8 2 g , IR^ 2 3 %) 0 

1 H — NMR (DMSO-d 6 ) 5:1. 17 (3H, t, J = 7. 2Hz) , 
2. 48 (3H, s) , 3. 90 (2H, s) , 6. 47 (1H, s) , 7. 1 
20 6-7. 3 1 (4H, m) , 7. 4 4-7. 5 0 (2H, m) , 7. 58 (2H, 
t, J = 7 . 8Hz) , 7. 72 (1H, t, J = 7 . 4Hz) , 8. 94 (2 
H, brs). 
(»J1 2 4) 

1- [2, 4 -v^^/U- 5 -7*^ )V— 1 - (!7:n~/W*/Wfr~/l/) - 1 H- 

25 t°D— /u- 3-> -N-^w^yr^y 

2, 4 -it^f-sls- 5 -!7:r~/V- 1 - (^-/t^/l^-/^) - 1 H- t"p 
-/l/-3-*;WVl/7t K (5 8 5m g) &B^xM1foffll 2 1 i ^©tfcf^S: 
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ffV\ LT&ft « 14 0mg, Um 2 2%) 0 

1 H-NMR (CDC 1 3 ) 8:1. 90 (3H, s), 2. 41 (3H, br 
s), 2. 64 (3H, s) , 3. 92 (2H, brs), 7. 07-7. 10 
(2H, m) , 7. 2 6-7. 45 (7H, m) , 7. 51-7. 56 (1H, 
5 m), 9. 62(2 H, brs). 

mmn 2 5) 

N-pi^/ls- 1 - [5-^^-/^-1- (^^^/l^/l^—^) -4-/p tVU 

5-7^^/1^-1- (:7:t~/W*/ktfv~/l') -4 bT/U- 1 H- t°P— ^ 
10 (1. 3 3g) % 4 0%^w^y^;^» (8 

7 7mg) & J; t>*7k Sift h y ?A (4 7 4mg) SrfflV^T^ilfcfll 9 £ H 

' te£®&&fe^J^ LT#fc OlXfi5 15mg, 3 4%) „ 
1 H-NMR (CDC 1 3 ) 6:0. 70 (3H, t, J = 7. 5Hz), 1. 
15 2 0- 1. 2 9 (2H, m) , 2. 16-2. 21 (2H, m) , 2. 71 (3 
H, s) , 4. 08 (2H, s) , 6. 9 5-6. 9 9 (2H, m) , 7. 25 
-7. 54 (8H, m), 7. 96 (1H, s), 9. 83 (2H, br). 

mmni2Q) 

1- [4, 5-^7x^;l/-l- (7i-/V7/V*=/l') — 1 H-t°P —/V — 3 

20 -^] -N-^w^yr^y 

4, 5 ->> 7^-/1/- 1 - (:7:n~/W*/ktfc~/^) — 1 H — 3—^7 
;W^;l/ft F (2 0 2mg) &r^/ — (2mL) SSj^x h7t Kn77> 
(2mL) fc*#U ifi"C4 0%^ 9J—fV&WL (0. 5mL) 

«rjn*.T 1 5ftmMWLtc 0 &jfom\^n.x*fcmikft$m*}- hv (22m 
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#fc OlXi: 18 1mg, W8 7%) „ 

1 H-NMR (CDC 1 3 ) 5:1. 39 (1H, brs), 2 . 40 (3H, 
5 s) , 3. 61 (2H, s) , 6. 9 5- 7. 0 2 (4H, m) , 7. 08-7. 
19 (5H, m) , 7. 21—7. 37 (5H, m) , 7. 4 6 - 7. 5 2 (2 
H, m) . 

mmm 2 d 

1- [2-^PD-5-7i^-l - (7^^/^X/^7jN^/k) — 1 H — 1° P — 

10 jv- 3-4*1 -N-^w^yr^y 

2-^pp-5-7j^-1- (7 ^—/W^^/l/) -lH-t°n— )V- 
3-^/W^ftF (4 4 0mg) Sr^^y-/^ (2 0 m L) U Ifit 

4 0 % y 'f-JVT % 9 J —frWfc (494mg) ^Mt3 0 #Rgji# Lfc 0 
gfi^**fcafc?3R^r!J*.* (144mg) ^MtlX 1 0 £f«# LfcfJK 1 
15 mo l/L^H (2 0mL) SrJiIfcT 5 &BBJ*# bfc 0 UM^miUWftMI- 

m^'km.fcxffiftu m^mwti-hv ^ramu^ nmm^m. 

3 : 7-*0 : 1) "Cft SSJLfc^ g^^/v (5mL) fc$g#F U 4 m o 1 /L 

20 ^b7K*-n^^^ (lmD &Mz.xu}±mmLtc a mmzmm^ 

*frbW£h{kir%^b\z.£.r), mMik&to&te&te&kLXWt 01X1:3 0 8m 
g, l|X^6 1%) 0 

1 H-NMR (DMSO-d 6 ) 5:2. 43 (3H, s), 3. 89 ( 2 H, 
s) , 6. 61 (1H, s) , 7. 3 6-7. 4 6 (5H, m) , 7. 62-7. 
25 6 9 (4H, m) , 7. 7 5 - 7. 8 2 (1 H, m) , 8. 97 (2H, br) . 

mmmi 2 8) 

1- [ 2 - yjvirv- 5 — y^~jv— 1 - {y ^~;V7.;vfo~ ;v) - 1 H- t°n 

315 



WO 2006/036024 



PCT/JP2005/018572 



2 - 5 1 - (y ^~;V7,;Vfo~;V) - 1 H— t°n-/l/ 

-3-*/WtF (llOmg) £y^y-^ (2 0mL) fc*g$?U igLffl. 
X 4 O % ^ ^ y ( 1 3 0 m g ) &APX.T 3 0 ^Flliil^ L7c 0 

5 ^m^^b^^^hy f>A (3 8mg) *Mz.X10ftmmWlstz&, lm 

0 1/Li£g£ (20mL) »X.T5^r H m#bfc 0 SJ&^i£fn^gt7.klff ^ b 

%\&&&xm&u m^mmi-bv v^xmm, mmmmistc D nmm^m.m 

10 3 : 7^0 : 1) "eflfJftLfcgK g^^/P ( 5 m L) fcl*#U 4mo 1/L 
mb7K*-^^^W^ (lmL) ^Px.T^j±MliLfc 0 n&tfo&ffigt^'?' 

^frbUi£hi\:ir%^b\z£V)^ mMik&m&'im&ffiMik Lxntc (HX»3 2m 

g, JW2 5%) 0 

1 H-NMR (DMSO-de ) 5 : 2. 43 (3H, br) , 3. 88 (2 H, 
15 br) , 6. 38 ( 1 H, d, J = 5. 5Hz) , 7. 28-7. 31 (2H, 

m) , 7. 4 0-7. 4 4 (3H, m) , 7. 5 8 - 7. 6 7 (4H, m) , 7. 
7 8-7. 8 4 (1H, m) , 9. 00 (2H, br) . 

mmmi 2 9) 

1- [2-^pp-4-7/^p-5-7x^-1- (7 x.~}V?>;Vifr~;V) 
20 -lH-tfn— 71^— 3 — f -N-fT-Astfl/T^ls MBM 

2-^nn-4-7/^n-5-7x^/l/-l- (7 - 1 

H-t°n-/k- 3-^7/W^xfc K (14 0mg) £y^y-A- (lOmL) \Z. 
MM U Sfit 4 o %y % $ y -/H^t ( l 5 o m g ) ^Mt3 0 

#^jf#Lfc 0 ^fiT?**^**?- h y (4 4mg) ^MtlO^lli 
25 ^Lfcli, lmol/L&lfc (2.0mL) »X.T 5 #R8fl|# Lfc 0 RlSSK^H 

it 0 tfomm&fflaizm&'T*ftifru m^mmi- b y $ &xt&m&, mi±mmLtc 0 
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^=f-;V=3 : 7^0 : 10) Ti*§lL7t^ gpga^vl/ (5mL) U 

4mo i /LMitTkm-mm^/mm dmD ^n^TMBEmiiL^. an 

5 t^MM^i LT#fc (Ml 9mg, JR^l 2%) 0 

1 H-NMR (DMSO-d 6 ) 6:2. 44 (3H, s) , 3. 97 (2H, 
s) , 7. 3 3 - 7. 4 2 (2H, m) , 7. 48-7. 51 (3H, m) , 7. 
6 7- 7. 7 0 (4H, m) , 7. 8 0- 7. 8 6 ( 1 H, m) , 8. 94 (2 
H, b r ) . 
10 (»J13 0) 

l- lA-y/u^ru- 5 —y^^/v— 1 - (y^^i^/^^io - 1 h- t°n 

4-y/l^^-P- 5 -7x= JV — 1 - (7 cn^/k^./l/7}N^/^) - lH-fc°0- JV 

-3-*/W^fkF (lOmg) ^r^^y-/^ (5mL) fc$g$¥U 4 
15 0%^W5^^;^iI (2 3 6mg) ^Bx.T 3 O^IItf tfco ^ 

b y 9& (12mg) ^r^P^Tl O^OT#b7^fI, 1 m o 
' l/L&ife (20mL) ^n^T5^r B m#U7c 0 S^I^^SItK^ b P 

U ^7KW"7-by ^at^M, S£J£}ftJHgLfc 0 2IS*Srg^ife3i 
20 f/V(5mL) fc?g$FU 4m o 1 / L^tK^-^^^^ (lmL) £r 

faffiMskLxntc (HXilmg, IK^9%) 0 
MS (ES I +) : 3 4 5 (M+H) 
13 1) 

25 N-^/V- 1 - { 2-p*^7l'-.l - [ (3 — ftf-fry ^~As) ?>;Vi$s~;V~] - 
5-y^~/u- i h— \£u—jv— 3 -AM / $ X v MWM. 
2-^=f-;v— l - [ (3-^f^7i^) j^i^^/i/] - 5 — y^—su— l 
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H — fc° P —;V— 3 — # /V/^/Vf t K (2 4 5mg) (5mL). 
^4 0%^W^y-^^/-/I/fI (0. 1 7mL) Mffi.X*3 0ft 

mmWLtZo MPrh7tKoB9ttMJ^ (8 2mg) &MyLs 

m:^^-y-mm^f'^=9 i-*mk^M \^.xmu^tz. 0 nt>titcm& 

m^^Bm^^ (5mL) 4mo l/Lltti-iixf;^ 

$ (0. 5mL) Srflnx, -2 0^SJ|^-ei 8^TOflbfe 0 WtBLfc^ 
10 flrfcS&U ^JE^i-S^i:-^ ^I^^ifel^iLttfc (H2i4 2 
mg, ifc^l 5%) 0 

1 H-NMR (DMSO-d 6 ) 5:2. 31 (3H, s), 2. 43 (3H, 
s) , 2. 48 (3H, s) , 3. 90 ( 2 H, s) , 6. 41 ( 1 H, s) , 
7. 15-7. 60 (9H, m) , 8. 92 (2H, br). 

15 mmm 132) 

N-^A—l- [1- (2-^^t°P ^ v 5 ^- 5 -jAsX/Vfc^jV) -5- 

y^~;v-m-\?u^-;v-z-y(;v] ^^yr> y —Wit 

1- [ (2-^^/v-5-fc: 0 3; -5-7i^-lH- 
fcfp — 3 —%A'/W? t K (1 4 8mg) £r$l7kx fyt KP77V (10 
20 mL) fc*#U ^W^©2mo l/L7b7kKD77yiI (1. 2 
5mL) St^Px., Sffl-C-lftiti^Lfeo S^SrTK^fb* !7*^ h V p A (9 5 
mg) <n>*$J-)V (3. OmL) M^Px, IrIM^T? 2 0 Lfc„ ^ 

mm%WL}±T\^£Lfz 0 »7f7tKn77y (2 OmL) U 
25 "^H^- t e r t -^^VV (0. 5 5 g) , ^tR^ h P !7A (0. 2 5 
g) *5£t>*7k (lOmL) £JtlX., ifiT3 0 7>FWlf: o 50«»gl^ 
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^ (2 0mL) fc$fl?U H^{b^^^f^ (7 5%{b^ap n p> 1. 5g) £#P 

5 7>f- (iritl : ^^rty-iixf^= 1 9 : 1 -> 1 : 1) TftM-f 5 r. 

^Mb-^t/ON-B o c #btifcN-Bo cMi^/-;v 

(lmL) £*#U 4mo 1 /Lltti-il^f /« (lmL) Sr^JPx. 
fc„ ^T3f#PM#fJK M£&3*JEET®*U m&® (6 7mg) ^ 

10 4mg, Jfc^ 1 8 %) „ 

1 H — NMR (DMSO-d 6 ) 6:2. 53 (3H, s) , 2. 70 (3H, 
s) , 3. 98 (2H, s) , 6. 50 ( 1 H, s) , 7. 18-7. 20 (2 
H, m) , 7. 3 8 - 7. 4 7 (3H, m) , 7. 7 6 - 7. 7 7 ( 1 H, m) , 
8. 59 (2H, s) , 8. 88 (2H, br), 1H ^c^ffi. 

15 (ilil3 3) 

N — "f-jV— 1 - {4-^5vI^- [1- (3-^f^7i^/k) - 
5-7i^-lH-^D^-3-^f/W t^^T^ls j0fijt 

4-^^71^-1- [ (3-^f-/I/7i^) ^/k^^/k] -5-7^^/U- 1 
H — fc° n —/l/— 3 — # /W^if t K (0. 5 0g) <D*#/~- /UfgWl (15m 

20 D ttft^f/PTy*^^^ (l. o g ) twtKo^S'itM)^ 

(0. 2 8g) SrJPx., ^i&T2^fli^Lfc 0 KJ&!£fc&ft^lfe7k3&^ b JJ !7 

25 /l/=9 : l->0 : 1) ^l^T^U gm#K0iISl^#fe o #&*Lfc 
^USS^^^^/^t (lOmL) ^4 mo 1 / L&fbk^-Mfe^^vHg 

(lmD »x.fc 0 ^sr^jiftsiB^x mmm*^$ s-fr-mwi^frfr 
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bftt&Mi'tzz.kfrx*), mmik&iVd%m&mfctLxmtc 01x42 osmg, 

3 6 %) 0 

1 H — NMR (DMSO-d 6 ). 6:1. 77 (3H, s) , 2. 26 (3H, 
s) , 2. 55 (3H, s) , 3. 96 ( 2 H, s) , 6. 9 6 - 6. 9 9 (2 
5 H, m) , 7. 08 ( 1 H, s) , 7. 20-7. 21 (1H, m) , 7. 35 
-7. 52 (5H, m), 7. 73 (1H, s), 9. 07 (2H, br). 

mmmi 3 a) 

1- { [1- (4 -yjvirn ;V) - 4 — ? ^71'— 5 -7s- 

/>- 1 H-h°n — 71^- 3 -iVW —N — ^ TVl^y $ VT ^ V ^BM. 
10 1 - [ (4-7;VtD7i-/>) ^/k^^/U] -4-^f;l/-5-7i^V- 
1 H-lf n-;u- 3 -*/WVl^ t K (0. 2 3g) ©ff7tFn77^IS 
( 3 m L) ^ y %>(D2mo l/Lf b7t K B 7 7 ^i8S9c ( 0 . 9 m 

L) Sr^Px., SfiTl 2B#[fjf#Lfc 0 ^^SrTK^b^^^-T-hy <7A (6 8 
m g ) © y ? 7 ( 5 m L) Ifit* 3 0 &|fflJt# Lfc 0 SJ£«- 

= 9 : i-*o : i) *m^x&nw&mt&®<ommte.m*%it a nbtitcm 

W&M<DmB.^^W-W. (3mL) fc4mo 1 / LMit^m-B^^M^M 
20 (0. 5mL) ^iPx.fc 0 ifiT3 0»II^ WW Lfc*t,&&3Brt-5 r £ 

LT#fc (HXll7 2mg, flZ$4 8%) „ 

1 H — NMR (DMSO-d 6 ) 6:1. 78 (3H, s) , 2. 57 (3H, 

s) , 3. 98 (2H, s) , 6. 98-7. 01 (2H, m) , 7. 35-7. 

45 (7H, m), 7. 74 (l.H, s) , 9. 01 (2H, br). 
25 (HJfeM 13 5) 

N-^^-l- [2-^/1/- 1- (tfU v^- 3 -4 )V*)Vifr~)\>) -5- 

7i^-iH-k°n^-3-{/i'] ^^yr^y -iMMM 
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(2 3 5mg) fcflV^TgiM 9 * |im<0|ftff£& 
f?V\ ilM© 1 ^f©x^ y t t T#fc (Mi i om 
g\ 9%) 0 . 

X H— NMR (DMSO-d 6 ) 6:1. 06 ( 3 H, t, J = 7. 2Hz) , 
2. 4 3- 2. 5 0 (6H, m) , 3. 44 (2H, dd, 1 = 7. 2, 14. 
1Hz) , 3. 91-3. 94 (2H, m) , 6. 47 ( 1 H, s) , 7. 21 
-7. 43 (2H, m) , 7. 36-7. 41 (3H, m) , 7. 56-7. 6 
3 (1H, m) , 7. 8 2- 7. 8 8 ( 1 H, m) , 8. 53 ( 1 H, s) , 8. 
87-8. 93 (3 H, m) , 2H 

mmm n6) 

1- [4-^nn-2-^/l,-5-7x^-i - (:7^~,i^ 7 i^ _ 

4- ^n-2-^/K5-7x^-l- _ 1H 
-fc°n-/U- 3 -*Wt K (3 0 lmg) , 40%^W^^^ 
/^W (1 9 5mg) *3«tr^7K^^!>^hy !7A (l 0 6 m g ) ^m^XM 

tX\ mmit^^m^^t LT#fc 0fc4l4 6mg % p4 2%) 0 
1 H-NMR (CDC 1 a ) 5:2. 55 (3H, s) , 2. 77 (3H, s), 
4. 05 (2H, s) , 7. 13-7. 16 (2H, m) , 7. 32-7. 45 
(7H, m) , 7. 4 7- 7. 5 9 (1 H, m) , 9. 73 ( 1 H, br) , 1 

h mm. 
(mmmi 3 d 

1- [5-^^-1- (^-/W*/^-^) — 1 H — — 3 —y( ;V\ 

5- ^/^-1- C^-zW*/^-^) - lH-t s P^-3-^/W^ 
tK (5 5 3mg) SrfflV^T^iiMl 3 4 ir^©^SrffV\ ^Mit^^M 
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&mW-t ttffc 01X1:4 2 5mg, I»6 5%) „ 

1 H — NMR (DMSO-d 6 ) 6:0. 79-0. 8 5 (3H, m). , 1. 2 

4- 1. 48 (4H, m) , 2. 48 (3H, s) , 2. 5 8- 2. 6 3 (2H, 
m) , 3. 91 (2H, s) , 6. 25 ( 1 H, s) , 7. 54 (1H, s) , 

5 7. 66-7. 88 (5H, m) , 8. 91 (2H, br) . 

mmmi 3 8) 

1- [5 —is? u^3ci/;V- 1 - (7x=W^*^) — 1 H — tf P — /U— 3 

5 - P^^V/V- 1 - (:7;c— — 1 H — fc° P —}V— 3—^7 
10 /W^/Vft K (4 2 4mg) &JBV^mi£0U 3 4 £ PJil<DM^fTV\ ^tUfa 

LT#fc 2 1mg, ft$4 9%) „ 

1 H — NMR (DMSO-d 6 ) 5 : 1. 10-1. 35 (5H, m) , 1 . 5 
3-1. 67 (5H, m) , 2. 48 (3H, s) , 2. 8 0- 2. 8 4 ( 1 H, 
m) , 3. 90 (2H, s) , 6. 29 ( 1 H, s) , 7. 51 (1H, s) , 
15 7. 6 5 - 7. 7 0 (2H, m) , 7. 7 6 -7. 8 7 (3H, m) , 9. 00 
(2H, b r ) . 

mmmi 3 9) 

20 (^an/l^/Ufc^/l/) -lH-b°n-/v-3-^ 

/WVUy**! K (2 4 7m g) £fflV^T|f|i£#!j 1 3 4 £: I^BS©^*^, mMit 
i?m*:M&mVf t LT#fc 0 (IRS 1 7 5 m g % IR* 5 9 %) 
1 H — NMR (DMSO-d 6 ) 8 : 0. 2 2-0. 2 7 (2H, m) , 0 . 7 

5- 0. 81 (2H, m) , 1. 9 7- 2. 0 5 (1 H, m) , 2. 47 (3H, 
25 s) , 3. 87 (2H, s) , 6. 09 ( 1 H, s) , 7. 55 (1H, s) , 

7. 66-7. 91 (5H, m) , 8. 92 (2H, br) . 

(MMn i4o) 
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(1- { [3- (?-J-;V%;Vfo~;V) 7i^] ^jVi^^-iV) 

1- { [3- (ff-A/XAsfc—A/) y au^AA */M^~/W - 5 -7 
1 H- t°n— Ay- 3 -^/WVuft K ( 1 6 0 m g ) (2 0mL) 

5 U mWuX* 4 0%^ J-tVT % $ J -AsWfa. ( 1 6 0 m g ) JDxlT 3 

0#W&#Lfc o ^M-C^^^^^^hy !>A (3 2mg) ^BitlO^ 
8l#LfcgK lmo 1/L4M (2 0mL) «Jx.T 5 ftm&W bfc 0 Bti&m\Z 

mmwa&m-r v y v j±&mm%Dnz.xTAy% v&t Ltcm. mm^f-As^mm 

10 fc a mmm&tfS-A' (5mL) fcigtffU 4mo 1 / L*S[^**-^Sft^^ 
(lmL) SrJBx.T^tJEE««lLfc 0 f?t Kn77^» 

ft-fSr^J;^ ^Mfc^&i£feJiNI£ LT#fc (Jfc*15 0mg, lR2fS8 
3%) o 

1 H-NMR (DMSO~d 6 .) 5:2. 49(3 H, s) , 3. 26 (3 H, 
15 s) , 3. 98 (2H, s) , 6. 49 ( 1 H, d, J = l. 8Hz) , 7. 1 
3-7. 17 (2H, m) , 7. 3 4- 7. 4 6 (3H, m) , 7. 77-7. 
87 (4H, m) , 8. 2 5 -8. 2 9 ( 1 H, m) , 9. 08 (2H, br) . 

1- (1- { [3- (^;V7,;V~fo~;V) 7 ^~/V~\ ?,;Vfc~;V} -$-7^=- 
20 Ay- lH-tTn— -N-^W^y/^ 

1- { [3- (^c^vV*/!^—^) !7;n~/l/] -5-7^^/1^- 
1 H- t°P— Ay- 3 -^/W^^k K (3 4 8mg) , 4 0%^W^^^ 
(2 0 1mg) *5J:tJ«**ft:*!>*^- h V 17 A (10 9mg) £fflV^ 

25 sri t\ mmik&m%m&ffiMi t lt#^ ok* 2 5 0 m g , urn e 4 %) „ 

1 H-NMR (CDCI3) 8:1. 22 (3H, t, 1 = 7. 5 Hz) , 2. 
61 (3H, s) , 3. 06 (2H, q, J = 7. 5Hz) , 4. 00 (2H, 
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s) , 6. 50 (1H, d, J = 2. 1Hz), 7. 13-7. 16 (2H, 
m) , 7. 29-7. 41 (3H, m), 7. 54-7. 59 ( 1 H, m) , 7. 
6 5- 7. 6 8 (1 H, m) , 7. 74 (lH, d, J = 2. 1Hz) , 7. 8 
7-7. 89 ( 1 H, m) , 8. 01-8. 05 ( 1 H, m) , 9. 80 (2H, 
5 b r) . 

mmmi 4 2) 

1- [1- (2, 3-^tKd-l, 4-^^i/v^^"^^^- 6 

/I/) - 5 -7 au~)V- 1 H- /U- 3 -4/^1 -N-^ f-Zls* ? >T X V 

mm 

10 1- (2, 3-^hKn-l, 4-^<>y^^-^i/y-6-4^^/^^^) 
- 5-7x^/1/- 1 H - t°o-^- 3 - *;W^f' t K (2 5 8mg) N 4 0% 

^W^y^y^il (i6 3m g ) &£x$ykmikftVmj-hV !7A (8 

7mg) SrffiV^HJfi0!l9 tlRlfll©t*f^*frV\ @»nfv^^ / -/kdM^ 
^T^^-f-5^tT\ ^JSft;£**r&fe|gift£ LT#fc (Jfcl:l 3 Omg, 
15 M*4 4%) 0 

1 H-NMR (CDC 1 3 ) 5:2. 55 (3H, s) , 3. 97 (2H, s) , 
4. 19-4. 28 (4H, m) , 6. 50 (1H, d, J = l. 8Hz) , 6. 
71-6. 85 (3H, m) , 7. 17-7. 35 (4H, m) , 7. 57 (1 
H, d, J = 1 . 8Hz), 9. 82 (1H, br) , 1H 5fctfeffi. 
20 (IIil4 3) 

2- ( {4- [ (^f;>7^y) ^/^] - 2-7^^/k- 1 H-b°n-/k- 1 

2- [ (4-^5/V- 2-7i-/>- 1 H-t°n— ;V- 1 — f/l/) ^/t'tfc — 
/I/] ^y^fij^ ( 2 5 3 m g ) % 40 5 ^ * / -/l^ifc ( 1 7 

25 5 mg) *5itJ«7K*ft*!>*^ h JJ 17 A (9 5mg) *fflV^]ftW9^i© 

^m^^tLXntc (IfcSl 12mg, Jfc^3 8%) „ 
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1 H-NMR (CDC 1 3 ) 6:2. 64 (3H, s), 4. 04 (2H, s), 
6. 67 (1H, d, J = 1 . 8Hz) , 7. 0 3- 7. 0 6 (2 H, m) , 7. 
13-7. 18 (2H, m) , 7. 2 5- 7. 3 7 (3H, m) , 7. 56-7. 
60 (1H, m) , 7. 7 0-7. 7 3 ( 1 H, m) , 7. 80 (1H, d, J 
5 =1. 8Hz), 9. 84 (1H, br), 1H Tfc&ffl. 
(MMWl 4 4) 

4- ( {4- [ (^fvKTS/) ^/Kl -2-7^^/1^- 1 H— \fn—jV— 1 

4- [ (4 -/ft/I^/V- 2 - 7s=/V- 1 H- fc°P— 1 -- f/lO ^/^/Jn^ 
10 )V\ ^y/^ hJJ /!✓ (303mg) „ 40 5 ^ 9 / ( 2 1 

Omg) 38,fctf7K*fc#?*^b 0 (113mg) £ffl^T|*l»iJ 9 t mm 

' &m%mmnMibLxmc (W3 6mg, wio%) 0 

1 H-NMR (CDC 1 3 ) 6:2. 62 (3H, s), 4. 01 (2H, s), 
15 6. 46 (1 H, d, J = 2. 1Hz), 7. 11-7. 14 (2H, m), 7. 

2 7- 7. 3 2 (2H, m) , 7. 37-7. 41 ( 1 H, m) , 7. 47-7. 
50 (2H, m) , 7. 5 9 -7. 6 2 (2H, m) , 7. 73 (1H, d, J 
= 2. 1Hz) , 9. 90 (1H, br) , 1H fe&m. 

mmm 145) 

20 2 - ( {4- [ tf-A'] ~2-7x 1 H — fc° P 1 

2- [ (4-^^^-2-7i^-lH-t°n-/l/-l-^;H */t^~ 
^] ^ (664mg) /—As (lOmL) KWM U IIT 

4 0%^ 5 ^ * / ( 4 1 9 m g ) £#nx.T 3 0 Lfc 0 

25 SJES«e^0 , C"C?7K*fb*l>*^f P (2 2 7mg) fcJn&T 1 R#|fflflM$ Lfc 
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jj^&t u*?yyyy 4— mmmMi : ^^f-y-mm^ : f-^= 1 i-»o : 

1) %%^XmmL, ^IMft^ffei^ifrife (HXi4 7 2mg, 
4X^6 8%) „ 

1 H-NMR (CDC 1 3 ) 5:2. 48 (3H, s), 3. 64 (2H, s) , 
5 3. 8 9 (3H, s) , 6. 22 ( 1 H, d, J = l. 8Hz) , 7. 00 (1 
H, d, J = 8. 1Hz) , 7. 18-7. 35 (7H, m) , 7. 50-7. 
5 2 (2H, m) . 
(MMM 14 6) 

2- ( {4- [ fT-fr] ~ 1 H-fc°n— JV- 1 

10 — <M XAsft-M ^ol^iM^ 

2- ( {4- [ -2-7^^/^- lH-t°D-/V- 

1-4 ;V) X;Vfo~;V) ( 1 0 5 m g ) <£>g^cr^vi4g$e ( 1 m 

L) ^4mo 1 /Ljft-fb7k*-ftSfc^^*tt (0. 5mL) arSia-cjn&fco 

t)^iMH H H iLT#fc (fti6 8m g> ft$6 0%) „ 

1 H-NMR (CDC 1 3 ) 5:2. 62 (3H, s) , 3. 87 (3H, s), 
4. 03 (2H, s) , 6. 56 ( 1 H, d, J = 2. 1Hz) , 7. 04 (1 
H, d, J = 7 . 8Hz) , 7. 11-7. 33 (6H, m) , 7. 50-7. 
20 52 (2 H, m) , 7. 57 ( 1 H, d, 1 = 2. 1Hz) , 9. 82 (1H, 
b r ) , 1 H jfctfeffl. 

mmm 147) 

3 - ( {4- [ (^W^;) -2-7x^-lH-t°n^-l 
25 3 - [ (4 2 - 7i^- 1 H-fc°P— /U- 1 

/v] (i. 3 2 g ) N 4o%yw^yy^;^il (41 

6mg) *5itJf**fb*^*^ b V 17 A (lOOmg) Sr^V^T##M 1 4 5 £: 
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mm<Dm^n^\ mmik&w%mm&mwmtLxntc or*: 6 6 8 m g , 

*4 9%) „ 

1 H-NMR (CDC 1 3 ) 6:2. 43 (3H, s), 3. 59 (2H, s) , 
3. 91 (3H, s) , 6. 15 (1H, d, J = l. 8Hz) , 7. 20-7. 
5 41 (7H, m) , 7. 4 8 -7. 5 2 (1H, m) , 7. 9 7- 7. 9 8 (1 
H, m) , 8. 13-8. 16 ( 1 H, m) , 1H *f£ffi. 

mmn 4 s) 

3- ( {4- [ {*=?-}VT\J) **f-)V\ - 2 -y^jv- 1 h- ;v- 1 

10 3- ( {4- [ (^W^;) -2-7^^/k- lH-t°n— /l/- 

1— f/W */l^^^) (9 1mg) %m^XmW\l 4 6 £ [B] 
&£>&fE&?TV\ :gj®^«M&f£ill£: lt#fc (HX»5 8mg, H« 5 
8%) 0 

1 H-NMR (CDC 1 3 ) 6:2. 56 (3 H, s ) , 3. 90 (3H, s), 
15 3. 9 8 (2H, s) , 6. 50 ( 1 H, d, J = l. 8Hz) , 7. 11-7. 
14 (2H, m) , 7. 2 2-7. 2 8 (2H, m) , 7. 3 2- 7. 4 3 (2 
H, m) , 7. 51-7. 55 (1H, m) , 7. 66 ( 1 H, d, J = l. 8 
Hz) , 7. 9 2- 7. 9 3 (1 H, m) , 8. 13-8. 17 (1H, m) , 

2H &mm. 

20 (MMM 14 9) 

2- ^dp-4- ( {4- [ (* s f-A'T%S) t^JV] -2-7i^-lH- 

t°p— jv- i -AM '<i/y~hyA' ^BM. 

2-/7 uu - 4- [ ( 4 — 7^ylx$ /]/— 2 — 7oi^7l^— 1 H — \?u—;V— 1—4 
;V) ^yy^MJ;P (2 4 8mg) , 40%^W^^^/- 

25 (1. 4mL) asit^TKSf-fb^^^by 1>A (2 8. 9 m g ) £fflV^T 

nmt^i 9 i: p«©jftf^*fxv\ mm^m^&^^tLxntL (nx»6 7. s 

m g N Ifc^ 2 4 %) 0 
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1 H-NMR (CDC 1 3 ) 6:2. 64 (3H, brs), 4. 01 ( 2 H, 
brs), 6. 49 (1H, d, J = 1 . 8 Hz) , 7. 14-7. 16 (2H, 
m), 7. 31-7. 36 (3H, m) , 7. 41-7. 47 (2H, m) , 7. 
6 4- 7. 6 7 (1H, m) , 7. 72 (1H, brs) , 9. 95 (2H, b 
5 r s ) . 

mmmi 5 0) 

[1- (i, 3 -^yy^r^/v- 6 - j )V7s)vfc~)V) - 5-7 ^~;v- 1 

1- (1, 3 -^yyf7y-;v- 6 — f /W^^/lO -5-7^^/1^-1 
10 H-fc°n^-3-*/WVl/ftK (2 4 7mg) x 4 0%^W^^; 
(0. 7mL) fc^^TK^b^^^^fy (3 1. 3mg) 

ntco ftbfiftffimm.m<D^fi y-frtewi Omu ^v-^si (iom g ) & 

filfir £ Ittfc 0K4 2 0. 3mg> o 

1 H-NMR (DMSO-d 6 ) 5:2. 53 (3H, s), 3. 99 (2H, 
s), 6. 36 (1H, d, J = 2. 1Hz), 7. 08-8. 10 (2H, 
m) , 7. 29-7. 34 (2H, m), 7. 39-7. 41 (2H, m) , 7. 
20 4 5 - 7 . 48 (1H, m) , 7. 74 (1H, s), 8. 18 (1H, d, J 
= 8. 4Hz) , 8. 30 (1H, d, J = 2. 1Hz) , 9. 69 (1H, 
s) , 3H Mlffi. 

mm\ i5i) 

1- {1- [ (1, 3-^tKD-l-^/f^^-6 
25 -^/^) ^;v-fo~ )V\ - 5 -7i^ )V- 1 H- t°p— 3 -AM -N-^ 

1- [ (1, l-»>K-2, 3-v>tKn-l-^^ft7xy-6 
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(I14mg), 40°/o^W^^;-/^i (0. 3mL) *5 £0*7^1 
fl^?^ MJ 173, (10. 8mg) ^/^T^iM 1 2 6 hW$k<T>Wfe%fi^ ^ 
UM\Y&m%: &&mfc t LT#fc OR* 7 6. 3mg, l(X$65%) „ 
5 1 H — NMR (CDC 1 3 ) 5:2. 45 (3H, s) , 3. 36-3. 40 
(2H, m) , 3. 4 8- 3. 5 3 (2H, m) , 3. 5 9 (2H, s) , 6. 
18 (1H, d, J = l. 8Hz) , 7. 24-7. 41 (7H, m) , 7 . 5 
0-7. 53 (1H, m) , 7. 66-7. 67 ( 1 H, m) , 1H ifetfeffl. 
(H»J 15 2) 

io l- [l- ( l -^yyfxy- 2 -^/^/U^^/V) -5-7i^-lH- 

1- (1 -^y^fxy- 2-^/1^^/^^/^) -5-7x^;l/-lH-k°n 
-;l/-3-*/W^7tK (18 0mg) ^tZJ—JV (2 0mL) U 
S£T* 4 0%^ f-JUT / -JVmWL ( 1 9 0 m g ) ^Bit30 ^WHtW* 

15 tfc 0 mm.x**mfc*vmi-hv vj» (5 6m g ) %m?lxi oftmmwLft&, 

lmo l/Litgt (2 0mL) £flJ!x.T 5 bfc„ KJftJfcfcfi&ft&i&Tk* 

&g&ft&:&*^&#-U «<aSfe^Ky ^J±i§fiLfc 0 ^fft^r 

20 =3 : 7^0 : 1) TffMbfci^ m^f-/V (5mL) fc*#C, 4mo 1/ 
LmbTK*-^^^^ (lmL) ^nx.T^JEai«&L^ 0 BWtl^Mt^ 
f-^b3g*{ki-Sri:^J:i3 N mmik&yo%M&ffiMik LT#fc 01X1:12 6 
m g N W 6 1 %) o 

1 H — NMR (DMSO-d 6 ) 5 : 2. 4 9 (3H, s), 3. 99 (2H, 
25 s), 6. 54 (1H, d, J = l. 8Hz), 7. 23-7. 26 (2H, 
m) , 7. 3 4 - 7. 6 2 (5H, m) , 7. 75 ( 1 H, d, J = l. 8H 
z) , 7. 77-7. 78 (1H, m) , 7. 96-7. 98 (1 H, m), 8. 
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08-8. 11 (1H, m) , 9. 23 (2H, br). 

(MMM 15 3) 

N-7< fVl/~ 1 - (1- { [4- {*=$-}V7.)Vfo^)V) y cn^/l/] 

5 1- { [4- (pt^yw^i/tfc^/iO ^ct^/k] */i^~/W - 5 — y^^jv— 
1 H- t°D— 7V- 3 -^/WWt K (60mg) (20mL) £ 

U ilfi-C 4 0%^ 3v^T ^ ^ ^ / -/^S ( 1 2 0 m g ) §r^)Px.T 3 0 
#lffc#Lfc 0 ^M.T7K*^^^*^fy »>A (30mg) SritJ^TlO^TO 
WLtz'&, lmol/Lil (20mL) SrJU^T 5 Lfc 0 

tc 0 mmm&tm-k&fr-ztieifrL, m^mm-rvv z^xmm, m&mm^tc, 

*$J—)V=\ : 0->7 : 3) XmULtcfe, J-)V (5mL) fc&fl? U 
4 mo (lmL) fc^Titellilfc L1t a mm 

(I|Xi:4 2mg N W62%) „ 
1 H-NMR (DMSO-d 6 ) 8 : 2. 50 (3H, s) , 3. 3 0 (3 H, 
s) 3. 99 (2H, s) , 6. 5 0 ( 1 H, d, J = l. 8Hz) , 7. 13 
-7. 16 (2H, m), 7. 34-7. 47 (3H, m), 7. 63-7. 6 
20 8 (2H, m) , 7. 78 (1H, d, J = l. 8Hz) , 8. 03-8. 08 
(2H, m) , 9. 1 1 (2H, b r) . 

(MMMi 5 4) 

1- [3- ( {4- [ UW^y) tf-jV] - 2-y^~;V- 1 H-t°n«- 

/i^-i-^/W ;y o. 5^a^ii 

25 1- [ ( 3 -T-fe^ ;V7x=/I/) ^/l^/fc^/P] - 5-7x^-lH-t°D- 
^-3-*;W^7tK (2 0 0mg) ^t^J—tV (3 0mL) ^$?U g 
11^^ f-^T 5 ^HtBftiS ( 1 9 2 m g ) £2inx.T 3 0 Lfc 0 tfit* b U 

330 



WO 2006/036024 



PCT/JP2005/018572 



T±h*is7kmikfr?mi-hv y& (3 6om g ) *n^x2.nwsm\,it&^ 
fcmmzmui$Mfcm*r v v y ^mm^M^xmm^^xmmLtz. 0 mmm 

m.m^y y # r^* 7A^v^^7^ mmmm mm^^- * $ / - 

5 ;V=1 : 0->7 : 3) X^ULtdk, BWt=^^ (1 OmL) fc$$?L^ 

B: (5 0mg) ^iT15«#tfc 0 ^mLtc^^^ir^^tKX^s 

mmit&vt>$:te&M&kLxfflt mm6. 7m g , 113%) „ 

MS (ES I +) : 3 6 9 (M+H) 

mmmi 5 5) 

10 N-^^/l^-l- {1- [ (3-^fD7x^) ^/I^tJn^/^] - 5 -y^=-jU 

-lH-t°n-/k-3-^/W *9*sT^s it®^ 

1- [ (3-^fo7i^) ^/i^^/k] - 5 -yx.~;v— 1 H- fcTn — JV 

- 3 K (7 5 0mg) £r^/-/V (5 OmL) ^JlfU 

-C 4 0 o/off-jVT %y/$/ -J^mm ( 1 • 6 4 g ) ^PK30 Ltz a 
15 ^fflT?7K*ft^^3Pl^by (2 4 0mg) ^DiT10^i#lfct, 1 

mo 1/L&8I (10 OmL) fcflB&T 5 L-fco 

SM{b^tl©«^S^*a B n pi LTifco #fenfcfI«£Jtg^-|$ (5 0m 
20 g) ^^/-/KlOmL) fc*#U 4m o l/L^7K^-»^^^ 
m (lmL) S:Jn^T«£E«iN6Lfe„ MftSrS^^^^^^fbi- & r £: 

mmfc&vo&te&fe&k^xmt (jjx*4 3m g , urn 5%) 0 

1 H-NMR (DMSO-d 6 ) 8 : 2. 50 (3H, t, J = 5. 1Hz), 
3. 98 (2H, t, J = 5. 1Hz) , 6. 52 (1H, d, J = 1 . 8H 
25 z) , 7. 12-7. 16 (2H, m) , 7. 3 3 - 7. 4 6 ( 3 H, m) , 7. 
80-8. 01 (4H, m) , 8. 51-8. 55 (1H, m) , 9. 21 (2 
H, b r ) . 
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(MMm 15 6) 

N-^^v^-l- [ 5 ~7 x.~)V- 1 - v^- 3 -^/l^/l^—^) -1 

H-t°n-/k- 3— f/R] ^^T^ 

5 1 - (t°y v 5 ^- 3 ;VX;Vfc~;V) - 1 H— — 3 

5 K (2 3 0mg) SrjH*fh9tKP77^ (lOmL) 

L N 2mo l/L^W^©ff7tFP77^iI (lmL) Sr^R^U^ 

M-e2Bfr«#tfc 0 &mm%*mk* i ?mi-hv (76 mg ) <d^*/- 
to, m^m^mi-vv v^fcwm, ^Mm-a^u m&mwt 

10 -r^^^A-eft*^ »&&»ffTfc&*Lfc„ »g*^P*W7A^ 
D7h07^ (ftP»$£ : ^^^-y^y-/^= 1 :0-l : 1) T?» 
ML, ^CHPLC (ods, o. 1% hV y;virn^m^i^-0. i%h 
i; ^/W^nf^-^ T1? b^MJ^=97 : 3-*0. l%hV 7 

m^?-frx*mm'&, mummer- h 3 9 ^wm^ i&fp^TK-ci©^^ 

;V (5mL) fc»#U 4mo 1 / L^b7kfff-«^/M§^ (lmL) fcai 
(5mL) 2$;J±T«liL/c 0 / -/W>> bait 

20 ait, ^Jlte^&^fc (lR*85mg, IR^29%) 0 

1 H-NMR (DMSO-d 6 ) 5:2. 50 (3H, s) , 3. 97-4. 0 

0 (2H, s), 6. 50 (1H, s) , 7. 14-7. 16 (2H, m) , 7. 

3 5- 7. 4 5 (3H, m) , 7. 6 2-7. 7 0 ( 1 H, m) , 7. 78-7. 

83 (2H, m), 8. 47-8. 48 (1 H, m) , 8. 84-8. 86 (1 
25 H, m) , 9. 08 (2H, br) , 1H *tfeffl. 

mmn 5 7) 

1- {1- [ (6 h^r^t°y 3 —Y/W) */t^~/l/] - 5-7^^71^ 
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1- [ (6 -t h^r^t°y W- 3 -4 M X;Vfo~;V] - 5 -7 1 
H-fn^-3-*;WtF (5 9mg) ^i*fh7t Kn77V (5 
mL) fc$§$?U ^W^02mol/Lfh7tKn77VM (0. 2 

5 5mD &tiax., mm.x^smmmwhtc 0 &mwi%&mkft$m~}-hv$j* a 

9mg) (DttS-JV (2mL) M^tlX., I^S"? 2 0 #IWti# Lfc 0 Ki£ 

mmm^ mB^^-t? i = o-*i : d Tit^i-s^t^ 
io mmit^(DmmMm usmg) 

)V (2mL) fcl$§fi¥U 4m o 1 / Ll&fc7kftf-@^^^H^ (3mL) SrJP 

J: >9 s &©fb^£#fc (IlXft 3 9 m g N W 5 8 %) „ 
1 H — NMR (DMSO-d 6 ) 5:2. 50 ( 3 H, s) , 3. 90 (3H, 
15 s) , 3. 98 (2H, s) , 6. 45 (1H, s) , 6. 91-6. 94 (1 
H, m) , 7. 16-7. 18 (2H, m) , 7. 36-7. 45 (3H, m), 
7. 5 9 - 7. 6 3 (1 H, m) , 7. 72 (1H, s) , 8. 09-8. 10 
(1H, m) , 8. 9 1 (2H, b r) . 

mmmi 5 8) 

20 N-^fvi^- i - [l- (4-^^t^/ try ^-3-^/w^*^/W - 

5-7^^7l^-lH-t°D-^-3 — f/l/] ^^^7^ -i^^ 

1 - (6 p p - 3 - try v^^/U^/l/) — 5 -7x-/V- 1 H-tfP"- 
;V _3_^ ; ^ ;l/ f- t |>' (lOOmg) ^ffiV^lil 5 7iPMf^T 
V\ mMik&^^ti (IR4 5 8m g> IR^4 7%) „ 
25 1 H — NMR (DMSO-d 6 ) 5 : 2. 5.0 (3H, s) , 2. 78 (3H, 
s), 3. 95-3. 99 (2H, m) , 6. 39-6. 42 (2H, m), 7. 
2 0- 7. 2 3 (3H, m) , 7. 3 5-7. 4 3 (3H, m) , 7. 63 (1 
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H, s) , 7. 8 2- 7. 8 5 ( 2 H, m) , 9. 00 (2H, br) , 1H 

mmm 5 9) 

N-^f-^-i- [1- (2-^/kt 5; y fc°y 3 -i'/w*/^-^) - 

5 5-7cn^/V-lH-t: 0 n— ^-3-^/1/] ^ ^ ^ > ^^it 

1- (2 nn fc°]J 3 ->f /Wfc/l'Jifcsvl/) -5-7i ^/l'— 1 H — t° 

3 -*;W<;l/ft K ( 1 7 3 m g ) ^Tf7t Kp77^ (1 OmL) 
(lfi|?L, ^ f"^7 ^02mo 1/Lff7t: KP7 7^iI ( 1. . 2 5m 
L) Mx., M-Cl 2fffijf#Lfc 0 gj£?££*^te*!7^ b !> * A (76 
10 mg) <0*9 J'-f^mfL (2mL) ULjH?U ^S"C 2 0 #P«# Lfc&, 

1 : 4) \z.xmm\^s mmfc&m<DmmM*'&fc 0 nbfotz.mm&<o=z-# ; 

15 -JVm®. (3mL) ^4 mo 1 / Lit^TkSf-^^/H^ (lmL) ^MX. 

2 6 m g , Mm 5 9 %) o 

1 H — NMR (DMSO-d 6 ) 5:2. 50 (3H, s) , 2. 77 (3H, 
d, J =4. 5Hz) , 3. 95-3. 99 (2H, m) , 4. 80 (1H, b 
20 r), 6. 28-6. 30 ( 1 H, m) , 6. 41-6. 47 (2H, m), 7. 
10-7. 19 (3H, m) , 7. 3 2- 7. 4 4 (3H, m) , 7. 88 (1 
H, s), 8. 25-8. 27 ( 1 H, m) , 9. 19 (2H, br). 

mmmi 6 o) 

N-^fv^-l- [1- t°y **j-y-s-y(jvx;vifr~;v) 

25 - 1 H-t°n-7^- 3 -^^] / $ VT 5 ^ 

1- (2-^PPt 1 !) v^y-S-f^/l'*^) — 5 — 7x-/I/- 1 H — 
t°P^-3-^WtK (lOOmg) ^fflV^T^M 1 5 7 i |r]$I©$I 
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f£&f?v\ mffik&Vatr&fr 0Kft6 4mg, HX#5 7%) „ 
1 H — NMR (DMSO-d 6 ) 6:2. 50 ( 3 H, s) , 2. 80-2. 8 
2 (3H, s) , 3. 98 (2H, s) , 6. 47 ( 1 H, s) , 7. 23-7. 
26 (2H, m) , 7. 3 9- 7. 4 3 (3H, m) , 7. 6 6 - 7. 6 7 (1 
5 H, m) , 7. 96-7. 97 (1 H, m), 8. 11-8. 12 ( 1 H, m) , 
8. 48-8. 52 (1H, m), 8. 97 (2H, br). 

mmm ud 

1- [5- (2-7;^D7x^V) -1- { [3- {^.=f-;V^;VT^=.;V) 
~J\S] -lH-t°0 3—4 AS] — N — ^ =f-)VS $ l/T % V 

10 MBM. 

5- (2-7;VtP7i^) -l - { [3- (t^JVX/Vifr^/V) y^=^ 
AS] X/Vft^M - 1 H-t°P — 3 — # /W^/lsy* t K ( 5 5 0 m g ) 
/-/I/ (5 5mL) fc$fl?U m&VAQVoS^^T %yS$ S-AsmWi (1. 
05g) ^nit3 O^^^bfCo ^?S.T7K^^r>^^MJ >>A (154m 
15 g) SrJD&Tl 0#M&#L/!:^ lmo 1/Li| (lOOmL) i&Mt5 

A-e^ff, ^cJEM^tfCo S-fr (lOmL) fci§fi?U 4mo 

(2mL) ^Px.T^MIiUfc 0 aW#J&^ 
20 £^<£<9, ^Mfb^^^fe^ H B B^ LT#fc (M4 

OOmg, Jfc^ 6 5 %) o 

1 H — NMR (DMSO-d 6 ) 5:2. 48 (3H, t, J = 5. 5Hz) , 
3. 30 (3H, s) , 3. 98 (2H, t, J = 5 . 5Hz) , 6. 61 (1 
H, d, J = 1 . 7Hz), 7.. 07-7. 12 ( 1 H, m) , 7. 20-7. 
25 2 6 (2 H, m) , 7. 5 0-7. 5 7 (1H, m) , 7. 8 6 - 7. 9 0 (4 
H, m) , 8. 29-8. 33 ( 1 H, m) , 9. 31 (2H, br). 

mnmi 6 2) 
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1- [1- { [3- {^)V7,)Vifr=.)V) 7^~;V~\ ;V) -5- (2- 
7^tn7a^) - 1 H- /k- 3 -N-^W^y/^ 

1- { [3- ^=$-;VX;Vfa~;V) 7 a^~jV\ ^)Vi^^.jV) -5- (2-771/ 
5 tn7x^) -lH-fc°P-^-3-*/W^ft K (I8 1mg) , 4 0% 

^W^^^/^tl (lOOmg) &£(^7kSHb*<>S!-j- MJ »7A (5 

4m g ) %m^xmikm$ bmrntom^fi^. m^?-^t^$;-^<Dm& 
urn 5 3 %) o 

10 1 H-NMR (DMSO-d 6 ) 5:1. 08 (3H, t, J = 7. 5Hz), 
2. 49-2. 51 (3H, m) , 3. 37 (2H, q, J = 7 . 5Hz) , 3. 
98 (2H, brs) , 6. 57 ( 1 H, d, J = 2. 1Hz) , 7. 07-7. 
12 (lH,m), 7. 19-7. 25 (2H, m) , 7. 50-7. 55 (1 
H, m) , 7. 81-7. 90 (4H, m) , 8. 2 4- 8. 2 8 ( 1 H, m) , 

15 9. 0 6 (2H, b r ) . 

mmmi 6 3) 

2- { [2- (2-7/Utn7i^) -4- [ (^W^) T^A-] -1 

2- { [2- (2-7/^o7i^) - 4 —ifrjV^As— 1 H- t°P— 71/- 1 
20 -^71/] *7^^7W ^yy^ hV^ (370mg) &tt< 7P (2 OmL) 

U 4 0 % ^ ^ ? / -/i^ffc ( 8 1 1 m g ) 3 

0#|ffli#Lfc o ^MTTK^b^^m-T-by !>A (120mg) 
li#Lfe|, lmo l/L&Sfe (50mL) 5&m&WLti 0 fcf&Wi. 

J—)V= 1 : 0^7 : 3) X^mLfc^s * # / (1 OmL) \Z. 
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4mo i /Lmt^m-mm^f'^wm (2mu epit»j±nt 

-C#7c (HX»2 8 0mg, W6 6%) „ . 

1 H-NMR (DMSO- d 6 ) 5 : 2. 52 (3 H, s) , 4. 0 4 (2H, 
5 s) , 6. 65 (1H, d, J = l. 8Hz) , 7. 03-7. 18 (3H, 

m) , 7. 35-7. 38 ( 1 H, m) , 7. 45-7. 53 ( 1 H, m) , 7. 

7 4- 7. 8 0 (1 H, m) , 7. 87 (1H, d, J = l. 8Hz) , 7. 9 

0-7. 95 (1H, m) , 8. 14-8. 17 ( 1 H, m) , 9. 28 (2H, 

b r ) . 
10 (HMI16 4) 

4- { [2- ( 2 -y;Virxi y^)V) -4- [ {ff-}VT%J) ^^)V\ -1 

H- )V— l —4 M Tsjuft^M ^yy'^MJ^ iMMM 

4- { [2- (2 -y/l^n^^/l') -4-*^^/l'-lH-t°o^-l 
7,;Vfc~;V} s<yy*~ yy;V (385mg) S—;V (2 OmL) 

15 \Z.mM U 4 0%^ fvl'T 5 > * $ / -/^^ (844mg) £#[1 £ T 3 

0#|ffl«#L;/fc„ Sffl"C**fl:*l>*^MJ 17 A (12 4mg) ^PKlO^ 

bfc^, i m o i /Lmm ( 5 0 m u x.t 5 u*:„ 
dm, fitts^^iafp^7KT^#-b, 4Ktkw^ f y Man 

*/-/V=l : 0->7 : 3) ^mU^t^ik, tfi/^-A' (lOmL) £ 
?tJl?U 4mo I/L^tK^-^H^^^ (2mL) &>&R&Ti&EE}8a& L 

r #tc (Jtxa 2 7 4 m g , 6 2 %) „ 

25 1 H-NMR (DMSO-d 6 ) 5:2. 50 (3H, s), 3. 99 ( 2 H, 
s) , 6. 60 (1H, d, J = l. 7Hz) , 7. 04-7. 10 (1H, 
m), 7. 20-7. 27 (2H, m) , 7. 50-7. 57 ( 1 H, m) , 7. 
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62-7. 66 (2H, m) , 7. 84 (1H, d , J = 1 . 7Hz), 8. 0 
5-8. 09 (2H, m) , 9. 25 (2H, br). 

mMm 6 5) 

1- {5- a^~/U) -1- [ (2-7/^P7i^;V) X/Uft 

5- ( 2 -7/U$-u y*.~)V) -1- [ ( 2 -y;v^-u y^=-;V) ?,;Vfo=^ 
)V\ - 1 H- \?u—;V- 3 -%A"Vlsf t K ( 3 3 0 m g ) £^/-/^(3 3 
mL) ICiUfL, 5 (3 7 0mg) 

iT3 0^»Lfc o a-eTk^L^^^-j-b y t>a (10 8mg) %M?LX 
10 lO^WUf, lmol/Li|(50mL) ^Bit5«#tfc 0 

ffegt^/U-* 1 : 0-»7 : 3) "elt^bfcfl, /I' (5m 

15 L) fc*#U 4mo l/Lfift7Ri-^f/« (2mL) ^Bitiff 

AiUifc (HXi2 6 6mg, ©7 0%) 0 

1 H-NMR (DMSO-d 6 ) 6 : 2. 5 1 (3 H, s) , 4. 0 2 ( 2 H, 
s) , 6. 61 (1H, d, J = l. 8Hz) , 7. 01-7. 30 (5H, 

20 m), 7. 44-7. 52 (2H, m), 7. 79-7. 85 (2H, m) , 9. 

2 8 (2H, b r ) . 

16 6) 

1- [5- (2-7/^P7x^) -1- *Jl/- 3 -J ;V^/Vfo^;V) 

- iH-fc°n- ju-3— <<;v] -N-^w^yr^y y-?;vmM. 

25 5- (2-7/VtD7i^) -1- (t°y W- 3 -^/^^^/^^^) -1 
H-t°D-;l/-3-^ ;l/^/W7 1 K (1. 5 2g) (30mL) 
U 4 0%^ fvl'T 51 ^ 9 J —frWfc ( 3 . 5 7 g ) &M?lX 3 0 
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ftmnwLtc, mux^mfcftvmj-hv v& (5 2 3 mg ) ^mtio^i 

Wbfeft, lmo (5 0mL) ^BX.T 5 Ufc D 

$;-,V=\ : 0->7 : 3) -X*tt9kf 5 ^ £ «t 5 , SM^t/^^H^SSr^ 
Stfi©jft:ffc#i: tt#fc (JtZMl. 3 0g) 0 (7 5 0mg) 

Srg^gftai^/l/ (3 0mL) fc$$?U ifit7v^t (278mg) (D — 
;v (3mL) »»t«Tlfc. 3 0^S#©fl U f^St 

10 ^^-C^-f-Sr fcfc.fc!K ^M^t>^Mfe^H B Hi: tT#fc (JR4 9 1 2m 
gN i|x^7 4%) 0 

1 H — NMR (DMSO-d 6 ) 6:2. 43 (3H, s) , 3. 87 (2H, 
s) , 6. 47 (2H, s) , 6. 49 ( 1 H, d, J = l. 8Hz) , 7. 0 
7-7. 13 (1H, m) , 7. 19-7. 26 (2H, m) , 7. 49-7. 
15 5 6 ( 1 H, m) , 7. 5 9- 7. 6 4 (1 H, m) , 7. 7 4 (1H, d, J 
= 1. 8Hz) , 7. 8 6- 7. 9 0 (1 H, m) , 8. 5 6 -8. 5 7 (1H, 
m) , 8. 8 7-8. 8 9 (1H, m) , 3H ifelftffl. 
(»J1 6 7) 

N-^fvv-l- (1- { [3- {**$')\'7.)V°fo~)V) y^^jv] K;v-fc~M 
20 -5- [2- (HJ7/VtP^f^) - 1 H- /V- 3 ~4 A-) 

1- { [3- {^^-;v^;vi^=.;v) y ^=-;V\ x;vfc~A/} -5- [2- (h 
5 7;>tn^f^) 7^^/^] -lH-t°n-;k-3-*;w^7t K (3 0 0 
mg) **#;-A' (3 0mL) fcig#U 0%^ W^^^;'- 

25 /ussk (5iom g ) %Mz.x3 oftmmwistco muxymik* vm-r v v v 

A (7 5mg) ^PX.T1 Litter lmo l/L&SI (3 OmL) % 
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^77^ (JgM^ : IHfe^/V-^ 1 : 0-*7 : 3) T?3|fc$lLfc 

(5 mL) M^filU 4m o 1 / LS^tK*-^^^/^^ 
5 (2mL) SrJn^T^i±iilibfe 0 B®fe£g1^^# a ki&iMrf'S £ t J: 
19, mmit^^m^^tLXntc (J&ft2 14mg, W6 4%) 0 
1 H-NMR (DMSO-d 6 ) 8:2. 46-2. 50 (3 H, m) 3. 30 
(3H, s) , 3. 9 9-4. 0 3 (2H, m) , 6. 54 ( 1 H, d, J = 1 . 
7Hz) , 7. 16-7. 18 (1H, m) , 7. 6 4- 7. 9 6 (7H, m) , 
10 8. 32-8. 35 (1H, m) , 9. 20 (2H, br). 

mmn e 8) 

N-^fvi^-i- {l - (^yv?y-3-^/^;v*^) -5 - [2- (bU 
:7/^p^fv^) - i h- t°n— 3 *$yr%y zlM. 

mm. 

15 1- v^- 3 ;VX;Vi£~;V) -5- [2- (HJ7/^o^f/V) 

^ai^/^] - 1 H- /U— 3 -*/WV>7t K (3 4 0mg) ?r^^/^-7^ 
(3 4mL) £}§fi¥U Ifit 4 0%^ f/>7 ^ ^ -/^I (6 9 5m 

g) 3 Oj^mtW^tLo MMX^mikfttmi-hyVJ* (102mg) 

&#Px.Tl OftmnWLtc^ lmol/LlKlOmL) &Mx.X5&m$k 

20 #tfc 0 Emmz.mnfcmfcmi' h v t> ^m^nx-x^m^k L/tm, ^ 

% : %m.x.f-)V-*9 J—)\>= 1 : 0->7 : 3) T*3|t®[ L7cf£> g^^/V (5 
mL) fc$$FU 4m o 1 / frWfo (lmL) fcjbn&T^t 

bT#7c (JtXi2 8 8mg, W6 9%) „ 
'H-NMR (DMSO-d 6 ) 5:2. 47 (3H, t, J = 5. 5Hz) , 
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4. 00 (2H, t, J = 5 . 5Hz) , 6. 60 (1H, d , J = 1 . 8H 
z) , 7. 18-7. 21 (1H, m) , 7. 63-7. 81 (4H, m) , 7. 
91-8. 00 (2H, m) , 8. 58 ( 1 H, d, J = l. 8Hz) , 8. 9 
0-8. 92 (1H, m) , 9. 48-9. 57 (2H, m) , 1H 5fetfctfJ. 
5 (MMm 16 9) 

N-^^/^-l- [5- {1-t=f-}Vyau~)V) -1- { [3- (tJ-sux/uft 
=.;V) y^^;v~\ ^;Vfo~M — 1 H — k° p —A/— 3—4 JV\ tWTxl/ & 

5- -1- { [3- {tf'A'XA'ifr—A') y^^/V] 

10 xjvifr—M - 1 H-k° jv- 3 -%As*iVf k K (250mg) 

/I/ (2 5mL) £|§fi¥U Ifi"C 4 0%^ f ^7 5 ^ ^ ^ / -^JK (4 8 2m 
g) 0#ffifll#Lfco ^ia-CTK^b^^^hP^A (7 1mg) £ 

JH^Tl 0#IH»#LfcSL lmol/LJIi(30mL) &>&n*.T 5 #ffijf # 

^ : ffim^f-fl'-* ?/-^= 1 : 0^7 : 3) ^ft^bfcfl, tfiS—Jl' 
(5mL) fcjg#U 4mo 1 /L^b7K^-|^^^« ( 2 m L) feiH*. 

20 Mfeli^ i LXntc mm l 5 6 m g , W5 5%) „ 

1 H-NMR (DMSO-d 6 ) 5:1. 82 (3H, s) , 2. 49 (3H, 
s) , 3. 29 (3H, s) , 4. 00 (2H, s) , 6. 45 (1H, d, J 
= 1. 8Hz) , 6. 8 3 -6. 8 5 ( 1 H, m) , 7. 11-7. 21 (2H, 
m) , 7. 31-7. 37 (1H, m) , 7. 7 8- 7. 8 9 (4H, m) , 8. 

25 29-8. 33 (1H, m) , 9. 31 ( 2 H, br) . 
(^17 0) 

N-^fyi'-l- [1- (y^~/ux/uft^/v) -5- (k°!)^y-2 — i ;v) 
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l- (y ^—/v^/vfo—jv) -5- (try 2 --f/v) -lH-tTn— 
-3-*/W^7tK (7 8mg) /V (lOmL) U 

4 0%^W^^;-/« (1 00mg).yDx.T3 0#[fflg|#Lfc„ 
5 ^ia-CTK^b^^^MJ (2 9mg) &JJQX.X 1 0 #HW# Lfc& N 1 m 

0 l/L&lfe (2 0mL) 5&mtikW^tz. 0 £j£»-f&fP^l£Mf^ b 

v v&Tkmm&tioz.xT/i'Ay&i: Lit^ mm^frx-mmLtco mmm&m 

fP^lfojc-eft^L, MtKM-^MJ !>AT-KM, iffilitfc 0 a^Sr^S 

10 1 : 0^7 : 3) Lfcft, (1 OmL) Kl$g#U 

(5 0mg) &;&n&Tl 5#ffl&#Lfc 0 ^WLfe^Sr6^"f«ri:^J;!9 % 
^H^ft^feltftibT^ 0Kl;4 7mg, ©4 5%) „ 

1 H-NMR (DMSO-d 6 ) 6:2. 55 (3H, s) , 4. 02 (2H, 
s ) , 6. 70 (1H, d , J = 1 . 8 H z ) , 7. 33-7. 38 ( 1 H, 

15 m), 7. 51-7. 54 ( 1 H, m) , 7. 63-7. 68 (2H, m) , 7. 
74-7. 91 (5H,m), 8. 44-8. 46 ( 1 H, m) . 

mmm 171) 

1- {1- [ (3, 4-^7;^n7x^;v) -5- (tfUv^- 

2 — f/U) - 1 U-M°n—jV- 3 — f/W -N-^W^^T^ — 

20 1- [ (3, 4-v J ^;^n^cc^7k) -5- ( fc° y v> ^- 2 - 

•^71^) -lH-lfP^-3-*/W^7tK (lOOmg) (2 
OmL) KSflftU 4 0 % ^ f ^7 ^ ^ ^ / -/^t (I12mg) % 

AP^T3 0#fS8l#bfco (3 3mg) ^PxT 

10#P H W#bfcfI, Imol/Lll (2 OmL) £#R;iT 5 ftmMW Lfc„ 

25 sjtstt^iafn^ifoK*^ h v vj»&mm&uaz.xTji'%v&k Ltcm, mm^ 
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mm^/ls) -eft^Lfclg, *9 J—JV (5mL) ^$?U 4mo l/L&ffc 

7h7tKP77^ (1:10) ^b^ilMb-f 6r iti^ ^Mte^fc 
4&fe&ir£ LT#7> (4KS8 9mg, HX$7 1%) „ 
5 1 H-NMR (DMSO-d 6 ) 6:2. 53 ( 3 H, t, J = 5. 5Hz) , 

4. 00 (2H, t, J = 5 . 5Hz) , 6. 85 (1H, d , J = l. 8H 

z), 7. 39-7. 43 (1 H, m), 7. 56-7. 58 (1 H, m), 7. 

7 3- 7. 9 4 (4H, m) , 8. 09-8. 15 ( 1 H, m) , 8. 48-8. 

5 0 (1H, m) , 9. 2 2 (2H, b r) . 

io mmmi7 2) 

1 - [ 1 - (2, 3-^tKn-l, 4 -^y^^i/y- 5 - 
M - 4 5 -7x^- lH-t°P— )V-%-y{)V\ -N-p*^Vl^ 

l- (2, 3-s?t Ko-i, 4--<yy , v J t^v'y- 5-4^x/uft~/u) 

15 -4->f ^- 5 - 7s-;V- 1 H - 3 - */W^t K (2 9 5m 

g) N 4o%^w^y^;^is (i7 9m g ) tekufrmit-fovmi- 
(87m g ) %m^xnifcM9 bmmom^&n^, mm^^t^? 

1 5 9mg N Jfc^4 8%) 0 
20 1 H-NMR (CDC 1 3 ) 6:1. 90 (3H, s) , 2. 65 (3H, s) , 

4. 02 (2H, s) , 4. 2 0-4. 2 9 (4H, m) , 6. 73-6. 76 
(1H, m) , 6. 8 4- 6. 8 8 (2H, m) , 7. 0 4- 7. 0 8 (2H, 

m), 7. 28-7. 40 (3H, m), 7. 72 ( 1 H, s) , 9. 79 (2 

H, b r ) . 
25 (Wfoffl 17 3) 

1- {1- [ (2, 5 Y*ri/y ^~J>V) ^;V-fc~;V] -4-^fvV-5- 
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1- [ (2, Y*c*sy a^—/V) *;Vfc~;V~\ - 4 - * =f-)V— 5 - y ^ 

=-jV— 1 3 -*;M^7*t K (3 3 0mg) N 4 0%^^v^T5: 

(19 9mg) *3it5**ft*^3tf*^by £^ (9 7mg) £ 

4%) o 

1 H-NMR (CDC 1 3 ) 5:1. 90 (3H, s), 2. 7 0 (3H, s), 

3. 51 (3H, s) , 3. 79 (3H, s) , 4. 07 (2H, s) , 6. 5 
7 (1H, d, J = 3 . 3Hz) , 6. 8 2-6. 8 9 (3H, m) , 6. 99 

10 -7. 03 (1H, m), 7. 15-7. 30 (3H, m) , 7. 78 (1H, 
s) , 9. 79 (1H, b r) , 1H 
7 4) 

1- [1- (2, Kn-1, 4-^yy^J^-^r-yy- 6 

M —4—7* =f-)V— 5 —y 1 H — t° n —;]/— 3—4 )V\ -N-^^vM 

15 $vr%v 

l-(2, 3-^tKD-l, 4-s<l/y*i?$-3riyy- § ;VX;Vfo~;V) 
- A-^J-jv- b-y^=-;v- 1 H— yfu—jv— 3 -^/;wVkf t K ( 3 9 1 m 

g ) , 4o%^w^^;^ii (2 3 3m g ) #>^mm\\L-fcym~r 

hV9& (126mg) £JBVvC^J60ll9 t |Rl«0»f^SrffV\ B^^t^- 

20 ^ y -7K^^«T^r H i-5 r k x\ mmfc&%o*m&MMi h ixifc (Jfc 

1194mg, HX^4 5%) 0 

1 H-NMR (CDC 1 3 ) 5:1. 90 (3H, s), 2. 64 (3H, s), 

4. 02 (2H, s) , 4. 2 0-4. 2 8 (4H, m) , 6. 73-6. 76 
(1H, m) , 6. 8 4-6. 8 8 (2H, m) , 7. 0 4- 7. 0 7 (2H, 

25 m) , 7. 19-7. 4 0 (3H, m) 7. 7 1 ( 1 H, m) , 9. 7 5 ( 1 H, 

b r) , ih mm. 
mmn 7 5) 
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1- (1- { [3- {^^jV7.)Vi^z=.)V) yau~)V\ ^JVT^^/V) 

- 5 -7a^- 1 H-t°n- ;V- 3 — (As) -N-^W^^7^y 

4 — ■{ [3- (p* =3~)V7s)Vfo~)V) y^—A^.xjvifr—n,} -5 

5 -7x^-lH-t'P-^-3-^;W^ft K (19 1mg) SrfflV^T^ 

mi 3 4 tmttoM^tTvv mmit^m^m^tLxnt: (ixti59m g , 

JR^7 4%) o 

1 H — NMR (DMSO-d 6 ) 5:1. 78 (3H, s) , 2. 56 (3H, 
s) , 3. 28 (3H, s) , 3. 99 (2H, s) , 6. 9 9 - 7. 0 3 (2 
10 H, m) , 7. 3 6 - 7. 4 4 (3H, m) , 7. 7 5 - 7. 8 8 (4H, m) , 
8. 24-8. 29 (1H, m), 8. 92 (2H, br). 

mmmi 7 6) 

N — f'f'A'—l- {4- / ^/U- 5-7i =-;V- 1 - ( 3 /V*/V;(fc:=. 
/l") -lH-t°P-^-3--f/W *$VT^y 

15 4-^^-/^- 1 - (3 -lH-trn — 

/U—3 -jJ/W^l/f't K (2 9 0mg) SrfflV^T^JSM 1 3 4 PIfl&G>!ft 
ffrMTV\ .^Jifl^$£@7^ t LT#fc iUM. 2 0 8 m g , )Rf6 2%) „ 
1 H — NMR (DMSO-d 6 ) 5:1. 79 (3H, s) , 2. 57 (3H, 
s) , 3. 98 (2H, s) , 6. 9 8- 7. 0 4 (3H, m) , 7. 35-7. 

20 4 3 ( 3 H, m) , 7. 69-7. 73 ( 2 H, m) , 7. 73-7. 90 (1 
H, m) , 8. 9 3 (2H, br) . 

mmmi i d 

N-^A—l- [4-^f-^- 1 - (try v^- 3 -^f/W*/^^/V) -5- 

25 4 -^^-5-7ai^7^-l- (try v 5 ^- 3 -4 jV*jVifr~As) - 1 H- 
\?u—;v- 3 -*/w^i/ft K (17 1mg) £fflV^THji#!l 1 5 7 i: ^£S<Z>g| 
tfsfcfrV\ ^M^t/^#7t (iRfil 1 0mg N JlX^5 0%) o 
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1 H — NMR (DMSO-d 6 ) 5:1. 79 (3H, s) , 2. 57 (3H, 
s), 3. 96-4. 00 (2H, m), 6. 98-7. 01 (2H, m), 7. 
3 6- 7. 4 3 (3H, m) , 7. 5 5 - 7. 6 0 (1 H, m) , 7. 79-7. 
82 (2H, m) , 8. 43-8. 44 (1H, m) , 8. 84-8. 86 (1 
5 H, m) , 9. 1 3 (2H, b r) , 1H fflkft. 

mmm 7 8) 

N-^/^-l- [4-^^-1- (t°!) W — 2 -y( ;V^;Vt^^;V) -5- 

4-7^^-5-7^^71—1- (t°y 2 ;VX>Vifr~;V) -1H- 

10 fcf n — jv— 3 - # /V/^/Pf 1 1 K (262mg) ?r7 h7 t Kn77i / (10m 
L) m$&#U ^W^y©2mol/Lfh7tKn77yiI (1. Om 
L) fcJPx., ^T4fffi}f#L/t 0 ^^^TK^b^^m-T-bP t>A (7 6m 

g) o^/-/HM (5mD ^inx., girc2 oftm&tWLit&, Tk&an*., 
m^m-.mm^^-^^ y-^=i : o->i : d ttum ^chpl 

C (ODS, 0. l%MJ7/^nSS^^T*-0. l%MJ7;vtniitf 
b = b y ^= 9 : 1 -> 0 . 1 % MJ 7/^n «^#Tir h = h V M Tit 

v^mmk, wm*mmT\^£;Ltz 0 mm&mwt^^ (3mu ^#?u 

4mo l/Littte**-g|«^/l'*«C (2mL) &M2L S iaT3 0^Kfel 

25 il4 1mg, 1|X$4 7%) 0 

1 H — NMR (DMSO-d 6 ) 6:1. 79 (3H, s) , 2. 59 (3H, 
s) , 4. 01 (2H, s) , 6. 8 8- 6. 9 0 (2H, m) , 7. 27-7. 
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45 (4H, m) , 7. 71-7. 74 ( 2 H, m) , 7. 9 5- 7. 9 9 (1 
H, m) , 8. 68-8. 70 ( 1 H, m) , 8. 88 (2H, br). 

mmn 7 9) 

1- {1- [ (1, 2 -it*?- ;v- 1 h-4 5 yy-fr- 4 
5 )V\ - A-^^/V- 5 - y^^/U- 1 H- fc°n— 3-4^} -N-^^/U^ 

1- [ (1, 1 H-^T ^^y—;v-A-y(;v) - 

5 -7^^/^- 1 H-fc°a-;l/- 3 -/J/W-V^t: K (2 9 4m 
g) ^7f7tKP77^ (5mL) fcigfi? U ^W^©2mo 1/Lr 
10 h7tKo77 ^mW. ( 1 . 0 m L) SrTJD^. gift"? 1 B#P«# Lfc 0 4 0 °C \Z. 
MU £ fe^4H#P H 1jf#Lfc: 0 S^^Tk^*^*-?- h U 17 A (7 6mg) 

(5mD frtoTL, mu.-?immnwLtc&, 7k&Mz., mm 

15 (Ilil:^ty-||xf/k=9 : l->0 : 1) fcTftTftlU ^Mfcl^ 
©jffiSK&S«T#fco # b ftfcigfflt:&g<P^^/l'Me ( 3 m L) E4mol/ 
L46[ft7k*-ft»^^/^»* (lmL) %Mz.tz 0 #fffl 
t/£6^U @^|fe^/^2fc#i-5r'i:^«tl9, mM4k&yo%mz (HX»19 6 
m g , ifc^ 5 3 %) „ 

20 1 H — NMR (DMSO-d 6 ) 8:1. 79 (3H, s) , 2. 25 (3H, 
s) , 2. 60 (3H, m) , 3. 45 (3H, s) , 3. 9 5 - 3. 9 9 (2 
H, m) , 4. 86 (1H, br) , 6. 99-7. 01 (2H, m) , 7 . 1 
3 (1H, s) , 7. 3 2- 7. 3 9 (3H, m) , 7. 59 ( 1 H, s) , 8. 
9 6 (2H, b r ) . 

25 mmm lso 

1- {1- [ (5-^PD-l, 3-^f/V-lH-t°7y v ^-4-^;V) 
^/Ujfrrvl/] -4 5 1 H- t°n— jv— 3 --f/W -N- 
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1- [ (5-^pp-1, 3-Z?*^jv- IH-t'yy*— JV-A-jjV) 
^-/k] - 4 - ^ =f-;v- 5 — 7 ^^ju- l H- \fu—)V- 3-*/M;vft K 

(3 7 8m g ) %m^xmmu 7 9 tmwk<Dmfr%ft^\ %tmfc&Vd*®M%o 
5 t Lxntc mm 2 3 s m g , nx^ 5 5 %) „ 

1 H-NMR (DM SO - d 6 ) 6:1. 6 7 (3H, s), 1. 79 (3H, 

s) , 2. 58 (3H, s) , 3. 67 (3H, s) , 3. 99 (2H, s) , 
6. 97-6. 99 (2H, m) , 7. 33-7. 41 (3H, m) , 7. 7 3 
(1H, s), 8. 90 (2 H, br). 
10 (»J1'8 1) 

1- {1- [ (1, 3 - i^^ f 1 H - f7 y 4 - ^f/l/) *;Vfo^.;v~] 

- 4 - ^ J-JV- z=-)V- lH-t°n —JV- 3 - /W - N - ^ $ ^ 

r%v mm. 

1- [ (5-^PP-l, 3-v J ^f;l/-lH-t°7y , -^-4 — { /V) 7.JV 
15 7}s^^] - 4 f-jV— 5 - 1 H- t°n — /k- 3 t K 

(2 9 5mg) ^ffiV^T^JSMl 8 0^i-<b^^>3iai^ ( 2 9 7 m g ) £ 
i|t|![fc$£ LT#fc„ #fe;fr?c«t>£ h/Wn;/ (lOmL) *3 £ t>V ^ / 
(lOmL) fc$g$?U lOro/^^-)^! (5 0%^zK, 3 0 m g ) t 2 
0%^ h 3J h^r^K-^^y-^W^ (3 0 9mg) ^P^L, 

^^mW. (5mL) £$8E#U 4m o 1 /L&ffrfc^-^Sfe^/l^ig (lm 

iita^ M2 2 1mg, IR^7 2%) „ 

1 H — NMR (DMSO-d 6 ) 5:1. 80 (3H, s) , 1. 90 (3H, 
25 s) , 2. 59 (3H, m) , 3. 63 (3H, s) , 3. 99 (2H, s) , 
6. 9 9- 7. 0 2 (2H, m) , 7. 3 5-7. 4 0 (3H, m) , 7. 51 
(1H, s) , 7. 66 (1H, s) , 8. 87 (2H, br) . 
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mMMi 8 2) 

1- {1- [ (2, 3 -tf-T-J-fr- 5 ->f/l/) 

/k ] _ 4 _^ =f- ; v- 5 — 7ai^/^— 1 H- \fn—;V- 3 -N-^fvV^ 

5 1- [ (2, 4-v f ^/I'-l, 3-fT^-5-^^) - 
4 -7* ^VV- 5 -y^—fr- 1 H- t°P— ;V- 3 -^/W^/I/ft K (2 7. 7 m 
g) <DT b7t Kn7 7^i (lmL) I^W^©2mo 1/Lt b7 
tFP7 7^IS (0. lmL) £jjPX., ^a"e2^itj^L^o S^^TTk* 
itftVMi- h ] J (7. 6mg) <0*9 S^Mii&tiSL (lmL) ^Pxi, 

»Miebyto »wlc (ods, o. i%f!)7/^^ 

^tK-O. l%hP7^o|ffi^tnb= : HJ^ (9 7:3) -»0. l%h 

15 fc^ft^tsrita^ &Mfc&to&®J&Vok Lxnft 012*12. lmg, 
3 3 %) „ 

1 H — NMR (DMSO-d 6 ) 8:1. 80 (3H, s) , 2. 06 (3H, 
s) , 2. 58 (3H, s) , 2. 62 ( 3 H, s) , 4. 03 (2H, s) , 
7. 05-7. 07 (2H, m), 7. 37-7. 44 (3H,m), 7. 67 
20 (1 H, s) , 8. 6 2 (2H, b r) . 
(»J1 8 3) 

[5- (2-7/^n7x^) -4-^f-^-l- (k'yv'y-S-^;^^ 
7fr~/^) -lH-t°n-/k-3— f/W] -N-^/M^VT^ &g&H[ 

5- (2-7/Vtn7i^) -4-^^-1- (bfyv^-3 — f/V.X/t' 
25 *-/!✓) - 1 H- \fn—;V- 3 -^/W^^t K (3 8 2mg) <D*#;—?V 
(5mL) ^i.t;ff7t Ynyyy (2mL) $?fcfc4 0%^7^T S^** 
;-;vmWL (l. lmL) ^^0x.> £ffiT4l$IWi*#L;/fc„ £j£i£te*3SHfc;:fr ? 
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mi-hvv-k (5im g ) £fln;u ^(a5«#ifct, Rj&m&m&u 

U ^Mftl^©jiiMS£#fe: (HXM3 4 2mg) „ #^«gt:^K (3 3 
6mg) (5mL) ^^4mo 1 / L itfl^Si - 

(5. OmL) ^Mt?3 0#Rg8!#Lfc o U ^ 

10 (M:l 9 7m g, IR^4 6%) „ 

1 H-NMR (DMSO-d 6 ) 6:1. 76 (3H, s) , 2. 59 (3H, 
t, J = 5. 4Hz) , 4. 01 (2H, t, J = 5. 4Hz) , 7. 03-7. 
0 8 XlH, m) , 7. 21-7. 28 (2H, m) , 7. 51-7. 64 (2 
H, m) , 7. 8 2- 7. 8 6 (2H, m) , 8. 53 (1H, d, J = 2. 4 

15 Hz) , 8. 80-8. 89 (3H, m) . . 

mmm 1 8 4 ) 

N _^^_ [2-^^-/^-1- {y au=.;v^;vi^^.;v) -5 - ( 3 - t° y v> 

2-^^/1/- 1 - {7 x.~;V*;Vfc~;V) -5 - (3-t°y^) — 1 H — t° 
20 D^-3-*WtF (2 7 6mg) (Dt&J'-JV ( 2 m L) fcitJ^ b 
7tKP77> (2mL) »4 0%^W^^/^M (1. 0 m 
L) k&frW&rry^sVJ* (2 7 0mg) SrAD^.^ 4 Bf ^ 

Si#L7i 0 SJES«^fi"C**ft*^**?-hy^^ (4 3mg) ^Dit3 0# 

ScjET*es*b^ 0 a^t)^st4v'y ^w^^n-? h?77>(— (mm 
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t%hfltz.mMMM<D^? /-ivmWi (4mL) KZ/*.$Wt (18m g ) (D^# ; 

-/vmm. (2mD %mk.k. 0 5tmm&w*m.w? i o^mmwvtc^ m&m 

5 t LT#fc (HX* 1 0 3 m g , K$5 9°/o) 0 

1 H-NMR (DMSO-d 6 ) 5:2. 28 (3H, s) , 2. 41 (3H, 
s) , 3. 64 (2H, s) , 6. 42 ( 1 H, s) , 7. 4 0-7. 4 6 (3 
H, m) , 7. 58 (2H, t, J = 7. 5Hz) , 7. 7 0- 7. 7 5 (2H, 
m) , 8. 45 (1H, t, J = 0. 9Hz) , 8. 5 4 - 8. 5 7 (1 H, 

10 m) , 2H TN&ffi. 
(^Wlll 8 5) 

N _^ 7l ,_ [2-^^-5- (1-^^- lH-t°7y N -/^-4--r/^) 
-1- (7i=W^^) — 1 H — \fn—;V— 3 — f/l/] f 

15 2-7^^-5- ( 1 - ^ f 1 H - t c 7 y 4 - ^ /V) -1- (7^ 
^/WWl/jfcs/l/) -lH-t°D^-3-^/W^/l/ftK (3 8 6mg) (D * ? 
;-;V (5mL) *3 Z. T$*r p 7 t 7 7 ^ ( 5 m L) M}UO%^W^ 
/l"t8Jft (1. 5mL) iM7K«^^'^^^^ (3 19mg) £JPX., 

siSM^ti^^^i 2^»^Lfe„ Efcm\^&-C7km\:*$mi- p v 

20 (6 2mg) ZMz-X 3 OftmmWLtCo fcJ&m&Wll&UlETfr&^Xteffi Lfc 

25 i&S^&^tlt LT#fc 0 (4mL) 

(2 9mg) <7):^/-/H^ (2mL) =£r#Pxfc 0 K^ii^Sr^ii. 
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\C^V) s jgjgft^ LT#fc (Ui5 9. 6mg, lK$44%) 0 

1 H-NMR (DMSO-d 6 ) 5:2. 46 (3H, s) , 2. 48 (3H, 
s) , 3. 84 (3H, s) , 3. 90 (2H, s) , 6. 26 (1H, s) , 
7. 25 (1H, s) , 7. 4 5-7. 4 8 (2H, m) , 7. 53-7. 60 
5 (3H, m) , 7. 6 8-7. 7 2 (1H, m) , 3H *tfeffl. 
(^Jl 8 6) 

N-^^-y]/-!- [4 ^vi^- i - (y ^zz/ux/Vft—jV) -5- (3-^3i 

4 _ 7 (^_ 1 _ (^^/l^/l^^/l') -5- (3-^^/H -lH-k' 
10 /I/- 3 -^/W^7t K (549mg) ©fh7tKn77 ^SSiS (10m 

L) Wf^7^©2mo 1/Lt Ka77^M (1. 7mL) SriP 

x., siaT?4i*rajjt^Lfc 0 RisasrTKjR^^^by^^ (i2 6m g ) © 

;* * / (lOmL) fcjq*., Ha-C3 0^i#U» S*S?S^*SrJD 

1 : 0->4 : 1) Srffl^Tfit^U a£fc£*©36fi:&£«:#fc- 

(lOmL) ^4 mo 1 / L^tK*-^^^-/^^ 

(lmL) fcJnfcfc. £fi-c 3 o *rfflW&5EU a^y-^b 

#6 3%) o 

1 H — NMR (DMSO-d 6 ) 8:1. 81 (3H, s) , 2. 56 (3H, 
s) , 3. 96 (2H, s) , 6. 8 3-6. 8 5 (1 H, m) , 7. 19-7. 
21 (1H, m) , 7. 38-7. 41 (2H, m) , 7. 5 0- 7. 6 0 (3 
25 H, m) , 7. 6 7-7. 7 4 (2H, m) , 9. 0 1 (2H, br) . 
(»H8 7) 

1 - l 5 -y^-;u-i- ( {4- [ (MJ7;^P^f^) ^/W/JwKl 7i 
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T/1^^>#IS^T> 5-7s^V-lH-^n^-3-^/W^fkF (1 
7 lmg) *f f?t Ko77^ (10m L) fc$s#U TkUffc^ h U >7A (6 
5 0%$Jtt, 6 0mg) %MZ-XmM.X°l 5#flBJfc#Lfc„ 15-^717^-5 
(0. 3 0mL) iJnx.Tl^^T*$f>^l 5#J*#Lfc&, M^4- [ ( MJ 
*/I^=/l/] ^^V^^^/V- (4 3 2mg) SrJn^fco R 

9 : l->4 : 1) SrJB^-CftM U 5-7^^-1- ( {4- [ ( h JJ 7/1^ 
n^^vk) ^/l^^/l/] :7;n~/W ^/Utfc^/lO - l H- ftf— /v- 3 -#/W^ 
/1/ffcK (1 9 lmg) iifel^iUtifc, #fe^5-73i=^-l- 
( {4- [ (MJ7/Wto^f^) ^/I/tJn^/^] ^je^/W -1H 
15 -h°n^-3-*;WVi/ftK (19 lmg) teSJU IIJfcM 1 7 9 £ 

^«otftf^srfTV\ mmfc&vo*mj&vok vxmtc (nxis 6m g , 

Q%) o 

1 H — NMR (DMSO-d 6 ) 5:2. 50 (3H, s) , 4. 00 (2H, 
s), 6, 49 (1H, s), 7. 08-7. 10 (2H, m) , 7. 31-7. 
20 44 (3H, m), 7. 75-7. 81 (3H, m), 8. 26-8. 29 (2 
H, m) , 8. 8 9 (2H, b r ) . 

mmmi 8 8) 

1- [5-7^=71—1- ( {3 - [ (MJ7^tP^f/H */VJfc=i/V] 7x 

— 1 H — t° P — /V— 3—4 /V] -N-^f;M^y7^ 

25 i^LltliL 

hjimi s 7 i:Pi«©tftf^s:fTV\ mmi^^m^t Lxntc mm9 om 
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g, um2 8%) o 

1 H-NMR (DMSO-d 6 ) 5:2. 50 (3H, s) , 3. 98 (2H, 
s) , 6. 50 (1H, s) , 7. 11-7. 14 (2H, m) , 7. 33-7. 
45 (3H, m) , 7. 75 (1H, s) , 7. 82 (1H, s) , 8. 01- 
5 8. 05 (1 H, m), 8. 12-8. 15 (1H, m) , 8. 15-8. 52 
(1 H, m) , 8. 9 1 (2H, b r ) . 

mmn s 9 ) 

1- [5- (2 -yjvJr p y -1- ( {3 - [ ( h V yjvjrut^jv) 

y^^M 7,;vifr~ )V) - 1 h- t°n— )V- 3 — N-^f- 
10 jv^ $ i/T 5; y mm 

5- (2 - 7/VtP7i^) - 1 H - t°n-^- 3 -*;W^f t K (18 
9mg) £^ffc3- [ ( b!J ^/l^-zt'] ^^if 

(4 3 2mg) ^rfflV^T^Mil 8 7 £ |f^<D#^£fTV\ &mfc&W>&mj&W> 
k LT#fc (HXft7 8mg, 11X^15%) 0 
15 1 H — NMR (DMSO-dJ 5:2. 50 (3H, s) , 4. 00 (2H, 
s) , 6. 58 (1H, s) , 7. 10-7. 25 (3H, m) , 7. 51-7. 
60 (1H, m) , 7. 85 ( 1 H, s) , 7. 90 ( 1 H, s) , 8. 06- 
8. 11 (1H, m) , 8. 22-8. 25 (1 H, m) , 8. 54-8. 56 
(1H, m) , 8. 9 1 (2H, b r) . 
20 (WfcM 19 0) 

N-^ "f-;v- l - [4-7<fv^- 5 -7s-/u- l - - 
lH-t°n-/l/-3--f^] 

4 -7* ^v^- 5 -y^=- JV— 1 - - 1 H— t°P-;l/- 

3 -^/I'Jffi'gM^Vl' (9 2 Omg) ©7 h7t Kp77^I (2 OmL) £ 
25 - 7 8°C^^*PLfcfi, TK^bv^-f y^W^^^^^l. 5mol/Lb 
/WcV*?ft (6. 3mL) £$iTU - 7 8 °CX*i$ b 3 0 ftmMW tfc 0 Hj£ 
Sftllmo 1/LMM (2 5mL) ^Bx., »^^Ttt(±S Lfc 0 ttW^Srl& 
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u mtimmi-hv mmmmLt^ mm®<or± 

b-MJ/k^ (2 0mL) &O t Cfc#SJU 7" b 7 - n -7° n fcWT ^= !7 
A ^/Wk7t- b (llOmg) , N-^^/^^y^ N-t^K (5 
5 4mg) *3j;U«*^^a7-i ^-^4A*&* (2. Og) I?fit2 

(Jgli*8$£ : ^*y-y-WB.^^= 9 : l->2 : 1) ^TSltMU 
-5-7i-/I/-l- (^^^/W^/K^/I') - 1 H— \fn—;V— 3 — -ftfls/^jv 
ffcF^M»at#fc (HXi461mg, 11X^5 5%) „ A~^^;V- 

t K (4 6 0mg) ■%*$J—)\' (2 5mL) (I^iL, iftfl^ ? 
A (9 5 2mg) fcittvOV MJt KP*!)^t b V <7A (2 6 6mg) ^T^JP 

^/u=9 : i^mk^M \zxmm^fr 0 mbntcm^^wm^^ (5 

mL) fctgflFU 4mo l/Llft7Ki-^f;« (0. 5 m L) £JP£, 

20 (IRS 1 9 6 m g , 3 7 %) 0 

1 H-NMR (DMSO-d 6 ) 8:1. 7 8 ( 3 H, s) , 2. 5 8 (3H, 
s) , 3. 99 (2H, s) , 6. 95-7. 10 (2H, m) , 7. 20 (1 
H, m) , 7. 30-7. 65 (6H, m), 7. 70-7. 90 (2H, m), 
8. 9 1 (2H, b r ) . 

25 (MIMM 19 1) 

1 - {i - [ (3-^ PP7i-/V) ^/l^^/l/] -4-^f/V-5-7x^ 
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1- [ ( 3 - ^ n P7i^/V) XjVTfr^jV] - 4 -*=f-)V— 5 l 
H-t°D-/k-3-^7/^V^^^ (7 0 0mg) Ofb7tKn77^S 
(15mL) 7 8°C^£PLfc^ TkSffbv^ V •ff'A'Tfl'% ~ <7^<Z) 1 . 
5mol/Lh^»S (4. 3mL) SrffiTU - 7 8°Ct^}I 3 O^fl 
5 $#Lfc 0 «lmo 1/L£& (20mL) «J?U ftiif/^iffiL 

m^<DT± h~ h D^mWL (20mL) £0 o C^:fePU *r V? - n-^W 

/I/T^^E-^^A ^/WVft- b (7 6mg) , N - * ^/Is^/Ufc V y 

3f$/K (3 7 7mg) fciO^Ka7^-7^4A^ (1. 5g) Srflll*., 

7>f- (Jgl»$£#£ : ^^f"^-^^^= 9 : 1 -» 2 : 1) UtilU 1- 
[ (3-^DP7i^) ^yl^^-yl^] -4-^^-5-7i^-lH-t' 
3 -#/W^7*t K«r£&@fl:£ LTHfc (JRiSBSmg, Jfc* 8 
15 8%) 0 1- [ (3-^no7x^) rvi/] -4-^^-/^-5-^^- 

7V- 1 H-t°P-^- 3 -^/WVl/7t K .(5 6 Omg) £^ — ^ (2. 5m 
L) fc?gfi?U jftft^^/UT^^^A (1. 0 5g) *3it5^T/ MJ fc Kn 
*7itb!J7^ (2 9 4mg) Sr^x.fc 0 SfiT 1 B#Pe1!fl# L« N i&BETfc 

20 U ^Sfe^^TttWtfc ftfjft^f&fn^ifc^^fJh ^7K«^-by7A 

77^ (MW^Sft : ^^f 9 : 1 -^H^/i/) ^Tlt^L 

fco #&ftfc»ft*&Sfclfe^?vl' (5mL) fc»#U 4mo 
^g|;r^,i^$ (O. 5mL) %MtL, ffiffi Lfd&ASr^&U ^jE^JrfS £ 
25 h X\ mmtt&tto&fa&MW t LT#7c OiXi: 1 5 4 m g N Jfcs£ 2 4 %) 0 

1 H-NMR (DMSO-d 6 ) 6:1. 77 (3H, s), 2. 56 (3H, 
s) , 3. 98 (2H, s) , 6. 9 5-7. 0 5 (2H, m) , 7. 30-7. 
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60 (6H, m) , 7. 6 5 - 7. 8 0 (2H, m) , 8. 99 (2H, br) . 

mmmi 9 2) 

5- ( {4- [ *f->V\ -2-7x^-lH-h°P-^-l 

5 1- (2-^nnt°y - 5 1 H- 

t'D-/V-3-^/W^7t K (13 9mg) ©ff7t Kn7 7^I (4m 
L) ^T^r~T<£0. 5mo \ /"Lir^^W. (4mL) ^^IPx.fc 0 HIT 

10 h7tKP77 ( 5 m L) U ^ T^T ^©2mo 1 / 

L7h7tFP777fI (0. 7 5mL) £An£ N ^Mt?— BfeJt^ b7t 0 KJ£ 

15 jte*BLfc„ »it&HPLC (ODS, 0. 1 % r U 7 0 . 
1 % bV y^jrumfc^T-t b^ h])fr= 9 : 1 -* 0 . 

20 #U M7k«^^^»7AT^ff, »JK*«EET^*i-«-^"e*Wbfc 

mm. 2 3 m g „ iR* 1 7 %) c 
1 H — NMR (DMSO-d 6 ) 5:2. 27 (3H, s) , 3. 52 (2H, 
s) , 6. 31 (1H, s) , 7. 2 6-7. 4 0 (6H, m) , 7. 94 (2 
25 H, b r ) , 8 . 0 0 ( 2 H, s ) , 1 H *tfeffi. 

mmn 9 3) 

1- C [1, 2- a] t°!) -5 -7 * 
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^mwmuTs i- us^v [i, 2- a] ^ ^^-6— 

71-) - 5 -7i^- 1 H- /l— 3 -^7/^#y^f-/^ (2 4 2mg) (D 
T^t: FP77y(l OmL) 7 8°C^*PU fflfrhtjl&b, S?J 

5 y^W;V^!>A01. 5mo 1/L f/Vxy^f (2. OmL) %Mz.fz a 
RI#g-ei0#^^#fi^ lfl#fflfl»ttT-2 0 £ C^#^£itr7c: 0 7K (3 OmL) £ 

an*., na?&ft-e5#j£#&, i o^p^ttrot^im^fco (2 
OmL) SrJnx., i^iaft-ei 5#jg#&, ^?ro2 o#wjg#bfc„ ^tfcicfc 

}±mmLfc 0 ®W^fb7tKD77y (5 OmL) fc$g#?L, ZL^b^^^f. 

y (7 5°/oftm n p> 2. og) &*px., mu-?2mmwLtc 0 

^jS^MtRt f7t Ko77i / (5mL) fc*§fl?L N ^W;y©2mol/ 
15 L7b7tKn77^« (0. 6mL) SrflRx., £i&"e 2B#ffijt# Lfc 0 SJft 
^TRSfft* 1 ?*^ h y *A (4 5mg) <Dt$;-/V (2mL) ^^Rx, 

i^?a^r*2 o^to^ltco ^m^mm^^%wik, u 

77> ( 1 0 m L) L> -fikm*?- t e r t -^f-/U ( 0 . 22g) , ^ 

20 ^7K*-7-by^A (8 4mg) £tK (5mL) ^Rx, tlfit! 3 0 ftMMW b7c: 0 

s^^^^^^w^, ^p^tk^^l, mfcmwt^7**yv&x«n 

1L> $§j&&a&EETfcW£bfc 0 M?rfh7t Kn77^ (20mL) ^ 
jJ¥U -gfe^-r^^ (7 5%^^^Sn°Ps 1. Og) SrTttx., gir?2 0|fi£ 

25 6?$£^J±i§lt^ »^!)^W7A^n-7f^77^ (Jlffl^jK: 
^fy-ii^=19 : 1^0 : 1) XmUi-^^t^^^O s 
©N-B o c#:&#7t 0 #fetlfcN-B o cfc%^? /-/V (lmL) ^^fb, 
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4mo i /LMi^m-mm^^mm (imu %M*.it 0 mux2$muw 

0fc»8. 5mg N Jfc$S3%) 0 
1 H — NMR (DMSO-d 6 ) 6:2. 50 ( 3 H, s) , 4. 02-4. 0 
5 5 (2H, m) , 6. 49 ( 1 H, s) , 7. 16-7. 19 (2H, m) , 7. 
3 2- 7. 4 4 (3 H, m) , 7. 79 ( 1 H, s) , 7. 9 2- 7. 9 9 (2 
H, m) , 8. 2 9 - 8. 3 0 ( 1 H, m) , 8. 97 (2H, br) , 9. 2 
3-9. 24 (1H, m) , 1H Tkfefcffi. 

mmn 194) 

10 N-^/k-l- [1- (fc°JJ 3 ;V*;Vifr~;V) 

mmm-m^r, 1- ¥i?>-3-4/ux/v*~;v) -5-7^^/1^-1 

H-tfn— ^- (5 6 7m g) (Df h 7 t: Kp77V (1 

6mL) *flKS:-7 8°C^*PU Jt#Lfc#^ V^fVT )V% ~VJ±(D 

15 1. 5 mo (6. 4mL) £APx.fc 0 1 H#fifl>ttT 

-2 0 < CC#i$tfc, 7K (7 5mL) SrjbB;^ 5 lO^BB 

^tfT0°CKlim£Wc o g^^/l- (7 5mL) *Mx., mUMXl 5ftMW 
fi, gfiT2 0^WU„ El&Vo&-te7<< h£IS^T5i&U 
^5vKrift#Lfc 0 5«cfl>e>^P»S«r&*U ISfP^TK^^L, MtK« 

20 ^^v-^i.^^M, }$J±itf!Lfc 0 M^7f7tFn77y (3 0m 
L) fc$$?U ~^Hl^^#^ (7 5%»1p^ 5. Og) MUX 

l^mmwLtco Rfoyd%±7-< ^^fflv^T6^ib, h^mm^^xm 

U ^W^©2mo 1 /L-r r9t KP7 7^I (1. 5mL) ^rJPX, 
25 gi&T?— Bfe&#L;/fc 0 KJiS»*r**ft*l>*^-MJ !7A (66mg) O^/"" 
^ (5mL) ^^PX.s lfi|t2 0»U o K^^^^HtK^-T-- 
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mimm^^^y^^^^, m^umr^m^^tz 0 ^hplc (o 
ds, o. 1% h v i% b v y/^^mm^r± h 

f£M£> w^r^j±T^w*b, mmfc&®<Dmm&& (5 9m g ) &#fc„ # 

fe^7t»i^S (5 9mg) ■frtZJ'-jV (2mL) ^H^/l/ (2mL) \Z. 

$s#u y^^m. (2im g ) %Mz.tc 0 «£^j±t^*u ^^^-^ 

4 1 m g , W 6 %) 0 

1 H — NMR (DMSO-d 6 ) 6:2. 42(3 H, s) , 3. 82 (2H, 
s) , 6. 41 (1H, s) , 6. 47 (2H, s) , 7. 09-7. 12 (2 
H, m) , 7. 2 9 - 7. 3 8 (3H, m) , 7. 63 ( 1 H, s) , 7. 80 
15 -7. 83 (1H, m) , 7. 91-7. 96 ( 1 H, m) , 9. 48-9. 5 
0 (1H, m) , 3H *tttti. 

mmn 195) 

N, N-v^ 1 - [5 -7i 1 - (^^^/l/^/l^— /^) -1H- 

20 5 - 7x^^- 1 H- 3 -^//W^r t K (14 0mg) ©rf7 
t Yuyy ymm (1 OmL) fc-MUX*7kmik1~ V V £A (6 0%»t£, 6 6m 
g) 0fif®mWLtc o 15-^7^-5 (3 6 1mg) ^ITtt 

3 0«#lfcf> ^y^y^^p!) K (2 l 7m g ) Hfc 

9 : l-*4 : 1) T*W9&tZ r t \Z. £ 9 „ 5-7^^/1—1- (^-/K*^* 
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fclfi^Sr^^/-/^ (2 0mL) fcjgiftU iIt^W^C2mo 1 
/Lfb7kFo77« (4. lmL) SrJPfcT 3 0 bfc 0 i?fit 

tR^*^*^}^ (9 3mg) &2fll£Tl 0#IWtfl#Lfc^ lmol/ 
5 Lim (3 0mL) SrJ&Dx.T 5 ftffl&tW Lfc 0 fcJ&mfr&fQmmfomi- h D V & 

Tkvm&u m&mmi-\*y ^t«, «ff*«Lfc„ nm®**sy*>?fr 

777A7nvf^77^- (IflM : fti^f ^- ^ 7 4 : 1) T*ft 

Klfct, gj=H^/l/ (5mL) fc»#U 4m o 

io (lmD *M?txmmmmvK. 0 mm^mm^^^^-r^^t 

1 H-NMR (DMSO - d 6 ) 6:2. 67(6 H, s) , 4. 1 2 (2H, 
s), 6. 48 (1H, b r) , 7. 13-7. 17 (2H, m), 7. 32- 
7. 43 (5H, m) , 7. 4 8 - 7. 5 4 (2H, m) , 7. 58-7. 73 
15 (1 H, m) , 7. 8 0 (1 H, b r) . 

mmn 1 9 6 ) 

N, N-v^fvI'-l- 15-7^-/^-1- -1 
H-fcTn— /U- 3-^71/] ^^T^ &sfei£ 

5 -7 au—jV- 1 H-t°n— /I/— 3 -#/W^r t K (lOOmg) ©7f7 
20 t Kp7 7 ^JSift ( 1 0 m L) ^fiTTk*^ h U * A (60 %#M4, 47m 
g) £;bP;LT3 0#^3i#Lfc o 15-^7^- 5 (2 5 7mg) ^ITUt 
3 0^f^l/fc^ ^ (3-^-^^/W (16 0mg) %1)WX-s 

7^=4 : 1-+3 : 2) -Cft®*^ 5 - h \Z J: 5 ^ 5 -7^-7^- 1 - ( 3 = 
A^/l/^/l") - 1 H- t°P-7l/- 3 -7J7W^7l^X t LT#7c 0 
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mol/Lrf7tFP77yiS (2. lmL) %Mz.X 3 0 ftmiltW Lfc a 

mu^7kmik*v^i-hy v& (4 7m g ) *to%.xi o#ra»#L;fc& N im 

0 i/Lmm (3 0mD %Mz-X5ftmmwvtc 0 Emm^m^mm^m-f- h 

m&sjk'vmftu m&ffi.mi' * j*x*ffrfm, mmmmLtc 0 mmz^v 

% ? >V% =7 M w V ? y V 4 - (ggl$& : ffl&^fl'-* ^y-/^=4 : 
1) Tlt#L7cf^, B^H^^/V (5mL) U 4m o 1 /Ljfrffctafc-ijs 

H^^ifc (lmL) SrJn^TiiJEE^ijiL^o b^iirft; 
10 tS-fctJ;^ ^Mft^t/^^^l^^i: LT#fc «i70mg, ifcsM 
5%) o 

1 H-NMR (DMSO-d 6 ) 6:2. 67 (6H, s) , 4. 12 (2H, 
s), 6. 53 (1H, d, J = l. 8Hz), 7. 00-7. 02 (1H, 
m), 7. 18-7. 21 (2H, m) , 7. 33-7. 44 (3H, m) , 7. 

15 72-7. 74 (1H, m) , 7. 76 ( 1 H, d, J = l. 8Hz), 7. 9 
9-8. 00 (1H, m), 10. 84 (1H, br). 

mmn 9 7) 

N, N-v^^-l- {5-y 1 - (3 - t°y WXA'ft^A') -1 

20 5 -7 =^;V-1- (3 - t°y v^^^^^^/W -lH-tn^-3-*/V 
^/>7t K (2 3 0mg) i^BP^y (2 0mL) fcJgflIU h U 
7^ (0. 5 2m L) , liv'^W^ (3 0 2 m g) „ *3frffc ( MJ T 
•fer^f) ^^^by^^ (1. 06g) ^Px. N ^M.T2B#r H m^Lfc 0 S 
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Mmzmm^^ (3mu \cmm^, 4mo 1 /Lmtfrm-mm^^w-m 

(lml) h^-VJ—^ (2mL) £jt)[Jx., MBTfoM%feLtc 0 J-jVfrh 
irffiU m^^m^Wz. (HXf 13 8mg, lfc^4 5%) „ 
1 H — NMR (DMSO-dJ 5:2. 67-2. 69 (6 H, m), 4. 1 
5 2-4. 14 (2H, m) , 6. 54 ( 1 H, s) , 7. 16-7. 18 (2H, 
m), 7. 35-7. 45 (3H, m), 7. 54-7. 59 (1 H, m) , 7. 
6 4-7. 8 4 (2H, m) , 8. 48 ( 1 H, s) , 8. 8 4-8. 8 6 (1 
H, m) , 10. 5 0 ( 1 H, b r ) . 

mmn 9 8) 

10 1- [4 -X-^jV- 5 -7 ol^-JV- 1 - (7 ^~)V7.)V-fo~)V) -lH-t°P- 

{ [4 - Z r.^-jU- 5 -7x.~7V- 1 - -lH-t°P — 

;V-3-s(;V~\ ^f-M ^W/W^yiter t-/^ (5 8 9mg) £ 

15 I149mg, Jfc^ 3 0 %) 0 

1 H — NMR (CDC 1 3 ) 6:0. 87 (3H, t, J = 7. 5Hz), 2. 
25 (2H, q, J = 7 . 5Hz), 2. 71 (3H, brs), 4. 09 (2 
H, brs) , 6. 9 7- 7. 0 0 (2H, m) , 7. 2 5- 7. 4 5 (7H, 
m), 7. 49-7. 54 (1H, m) , 7. 93 (1H, s), 9. 92 (2 

20 H, brs) . 

(»M 19 9) 

1- [4 y^n t°^- 5 -7 1 - {7 a^^/VTsiVfc^/V) - 1 H- 

{ [4 -y( yy°u \f)V- 5 1 - {7 *.=.;VX;Vifrz=.;V) - 1 H- 
25 ;l^-3-^^] 7<^vW T^/l^/W^ >g£ t e r t—y*^A^ (2 18m 

g) srfflv>r^M3 3 tmm<Dm^n^\ mmit^^m^M^t Lxm^ 

(ifc* 5 7 m g N 113 0 %) 0 
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1 H-NMR (CDC 1 3 ) 5:0. 96 (6H, d, J = 7. 2Hz), 2. 
6 0- 2. 7 0 (1 H, m) , 2. 83 (3H, s) , 4. 18 (2H, s) , 
6. 92-6. 96 (2H, m) , 7. 23-7. 28 (2H, m) , 7. 32 
-7. 40 (3H, m) , 7. 4 5- 7. 5 4 (3H, m) , 8. 02 (1H, 
5 s), 10. 2 (1H, br), 1H 
(H»!J2 0 0) 

2- ( {4- [ (tf-SVT^y) 7*^] -2-7x^-lH-t°n-;l/-l 

2- [(4-{[(ter t-^f^^M^) (^^) TS/] ^ ^ 
10 ;V) - 2-7^~}V- 1 H-fc°n— 71^- 1 -JM XjVifr~;V] (25 

6mg) trgflg^^vl' (lmL) U 4m o 1 / L^tR*-^^^ 

(lmL) ^^ffl-CiP^.fe 0 RM^3B^W^bfcflL *9 

15 ^»jK"eS*S*b, SM^^MM^ fC#fc (451*1 1 Omg, IR*5 
0%) „ 

1 H-NMR (DMSO-d 6 ) 5:2. 49-2. 55 (3 H, m), 4. 0 
1 (2H, br) , 6. 50 ( 1 H, d, J = l. 8Hz) , 6. 99 (1H, 
d, J = 7. 2Hz) , 7. 07-7. 10 (2H, m) , 7. 24-7. 29 
20 (2H, m) , 7. 33-7. 38 (1 H, m) , 7. 46-7. 51 (1H, 
m) , 7. 62 (1H, d, J = l. 8Hz) , 7. 6 6 - 7. 7 7 (2H, 
m) , 9. 15 (2H, b r ) . 
(H»!]2 0 1) 

3- ( {4- [ (^W^y) Jf^] - 1 H— fP^-yl/- 1 
25 -^/W xivib-A') mmM. 

3- [(4-{[(ter t -~7 tViS-fr) (^AO 757] ^ 
/W - 2 - 7x-^- 1 H- t°n^- 1 -^/l/) */l/2fcrvl/] (10 
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5m g ) %%\,^xmMM2 o o tmmvm^znw ^ifM^iMitt 

Xftft mm 5 8 m g , 5 8 %) „ 

1 H-NMR (DMSO-d 6 ) 6:2. 50-2. 51 (3H, m), 3. 9 
9 (2H, brs), 6. 45 (1H, d, J = 1-. 5Hz) , 7. 11-7. 
5 13 (2H, m) , 7. 32-7. 42 (3H, m) , 7. 64-7. 66 (2 
H, m) , 7. 76 (1H, d, J = l. 5Hz) , 7. 81 (1H, s) , 8. 
19-8. 22 (1H, m), 8. 95 (2H, br), 1H *f£tB. 

o 2) 

3 - ( {4- [ (tJ-^T^;) - 2-7^^/1^- 1 H— t°P — yl^— 1 

io ->f;W ^tyxr? K 

[ (1- { [3- (7^/*/^^) 7zc~jV\ ^;Vfo=.;V) 
;V- 1 H-k°n^- 3 -4M ^WM^SIt e r t-~f^7V 

(19 3mg) &I^T»i3 3 £ |ig$ltf>&ffrHTV\ ^Mte^&Mfe^fjS 
tUt#fc (JDlft9 5mg N IR^5 7%) „ 

15 1 H-NMR (DMSO-d 6 ) 5:2. 49-2. 51 (3H, m) , 3. 9 
8 (2H, s) , 6. 45 (1H, d, J = l. 8Hz) , 7. 12 (2H, d, 
J = 6. 9Hz), 7. 32-7. 47 (4H, m) , 7. 57-7. 6 4 (2 
H, m) , 7. 77 (1H, d, J = l. 2Hz) , 7. 94 (1H, s) , 8. 
14-8. 2 1 (2H, m) , 9. 00 (2H, br). 

20 (MlfcM 2 0 3) 

N-^P/ntf/V-S- ( {4- [ - 2-7x^ 

- 1 H- /i^- 1 ->f /W ^7^-/1^) *<i/XT ^ K 

{ [1- ( {3- [ vy°u tT/vr 5 /) !7:e=/W 
^ylx) -5-7i^-lH-t'a^-3-^f^] ^^vW pi^yl^/W^ ^ 

25 |tert-^/Ml6 2mg) SrfflV^T^JfiM 3 3 t ^©Jftf^SrffV^^ & 
M^^^^AiLT#fc: (I|XS4 2mg, IR$3 0%) „ 
1 H-NMR (DMSO - d 6 ) 5:0. 57-0. 74 (4H, m), 2. 4 
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8 ( 3 H, b r s ) , 2 . 80-2. 88 ( 1 H, m) , 3. 97 ( 2 H, br 
s), 6. 46 (1H, d, J = 1 . 8 H z ) , 7. 11-7. 13 (2H, 
m) , 7. 3 2 - 7. 4 8 (4H, m) , 7. 59 (1H, t, J = 7 . 8H 
z) , 7. 77 (1H, s) , 7. 86 (1H, s) , 8. 11 (1H, d, J 
5 =7. 8Hz) , 8. 74 (1H, d, J = 3. 9Hz) , 9. 12 (2H, b 
r) . 

0 4) 

n-^^-3- ( {4- [ (^w^y) 
10 **5->v { [l- ( {3 - [ yx-^/v) 

/k) -5-7i^-lH-t°D^-3-f/I/] y^/W ^/w^^^ift 
t e r t -7?- ( 1 5 7 m g ) SrfflV^T^M3 3 £ |^<£>g|#£fTV\ Stll 
ffr£W«:*S&l&&£ LT#fc (HXl5 9mg N t$4 3%) 0 
1 H-NMR (DMSO-d 6 ) 8 : 2. 48-2. 52 (3 H, m) , 2.7 

15 8 (3H, d, J = 4. 5Hz) , 3. 97 (2H, brs) , 6. 46 ( 1 H, 
d, J = l. 8Hz) , 7. 10-7. 13 (2H, m) , 7. 31-7. 47 
(4H, m) , 7. 60 ( 1 H, t, J = 7. 8Hz) , 7. 77 ( 1 H, d, 
J = 1 . 8Hz) , 7. 91-7. 92 ( 1 H, m) , 8. 13 ( 1 H, d, J 
= 7. 8Hz) , 8. 75 (1H, q, J=4. 5Hz) , 9. 07 (2H, b 

20 r) . 

mikm 2 0 5) 

N, N-v^^-3- ( {4- [ {^^fVT%J) T^^] 
lH-t°P-/W- 1 -iVW x;vi£~;V) ^ K fi^it 

{ [1- ( {3- [ (^W^/) !7:n~/W ^/I^-^) 

25 -5-71^-^-^^-3-^1^] ^^vW ^^7K#/W-^ 

tert-^ (16 8mg) ^fflV^T^JfiM 3 3 £ |^4Sltf)j&f££fTV\ 
fc£*«r&fe|i&ii£LT#fc «80mg, IR^5 5%) 0 
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1 H-NMR (DMSO-d 6 ) 5:2. 49-2. 51 (3H, m) , 2. 7 
7 (3H, brs), 2. 97 (3H, brs), 3. 97 (2H, brs), 
6. 47 (1H, d, J = l. 5Hz) , 7. 13-7. 16 (2H, m) , 7. 
3 2- 7. 4 7 (5H, m) , 7. 5 5- 7. 6 0 ( 1 H, m) , 7. 73-7. 
5 7 6 (2H, m) , 9. 02 (2H, br) . 

mmm2o 6) 

N-^fvl'- 1 - (1- { [3- (^e/Uafc V V- 4 ;V%;Vi$~;V) 7 
jV\ */I^~/W - 5 -7az~/V- 1 H- t°P— jV- 3 ->f/lO 7* # 5 ^ 

&&& 

10 t^/V C (1- { [3- )V-)j)Vi^^jV) 7x^] ^/P 

Tft^/p} - 5 1 H- t°P— /I/— 3 ^JV\ i3)V/^%t/WL 

tert-^/V (16 4mg) Srffl \^XWM 3 3 i: I^^Otfef^SrfrV^ 
fa^&MMIn§£LT#fc (flX*9 5m g N W6 6%) 0 
1 H-NMR (CDC 1 3 ) 5:2. 54 (3H, s) , 3. 26 (2H, b 

15 r) , 3. 5 0- 3. 8 0 (6H, m) , 3. 96 (2H, s) , 6. 48 (1 
H, d, J = 2. 1Hz) , 7. 15-7. 18 (2H, m) , 7. 24-7. 
40 (5H, m), 7. 48-7. 49 (1H, m) , 7. 57-7. 60 (1 
H, m) , 7. 6 9 (1H, d, J = 2. 1Hz) , 2H T^ft. 
0 7) 

20 2- [3- ( {4- [ MW^;) -2-7^;V-lH-t'P- 

[1- (5-^cn^/k-l- { [3- (1-^^-1-t KP^r^f^) 

t e r t — -f^A/ (3 3 4mg) (D^$ J—lV ( 4 m L) ttUmo 1 /hM 
25 ^7k!f-»^^H« (4. OmL) SrJnfcT^fi^ 3 R#[S*#Lfc„ 

367 



WO 2006/036024 



PCT/JP2005/018572 



lutilL, ^M{b£fc&&ft@fti:L-t#fc Wi2 0 3mg, W7 6%) „ 

1 H-NMR (CDC 1 3 ) 8:1. 44 (6 H, s) , 2. 44 (3H, s) , 

5 3. 5 9 (2H, s) , 6. 14 ( 1 H, d, J = 2. 1Hz) , 7. 23-7. 

37 (8H, m) , 7. 4 4-7. 4 6 (1H, m) , 7. 5 9- 7. 6 2 (1 
H, m) , 2H 5*cfm 
(HJfifll 2 0 8) 

2 - 4 - ( {4- [ (^W^y) -2-7x^/V-lH 

( {1- [ (4-V7; - 3-7^tn7x^) -5-7^- 
/U— 1 H- fc°P— A'- 3 ^/W^ylter t-^f/V (5 4. 
7mg) fcit>'4mo 1 / L^tK^-^^-^/W^ (4mL) £fflV^» 

M3 o tmm<Dm^n^\ m.Mik&m%&&mw-t vxmc mme. 9m g> 

15 1 4 %) o 

1 H-NMR (CDC 1 3 ) 5:2. 65 (3H, brs), 4. 01 (2H, 
b r s) , 6. 49 (1H, d , J = 1 . 8Hz), 7. 15-7. 17 (3H, 
m) , 7. 31-7. 35 (3H, m) , 7. 4 0- 7. 4 3 ( 1 H, m) , 7. 
6 0- 7. 6 5 (1 H, m) , 7. 73 ( 1 H, d , J = 1 . 8Hz) , 9. 9 
20 3 (2H, brs) . 

mmm 209) 

N-^fV^-l- (5-7^^/^-1- { [3- (lH-7f7 N /^-5 — f 
;V) y^~)V\ — 1 H — 1° D 3 — i 7V) ^ $ VT ^ V MB. 

25 [ (5-7^^/1^-1- { [3- (iH-fb7^-5 — Ov) y 

^^;V\ TsjV^M - 1 H — t" n 3 — f ^ ^vk] #/W* 5 ^ 

t e r t --f=f-)V (5 2m g) (l OmL) 4 m o 1 / L& 
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ikTkm-mm^^w-m (2mi) zuux.. 6 5°cti. 5wmnwLfc& s m 

ffightLXmc (HX*4 2mg, M*8 6%) „ 

1 H-NMR (DMSO-d 6 ) 5:2. 50 (3H, s) , 4. 00 (2H, 
5 t, J = 5 . 6Hz) , 6. 45 (1H, s) , 7. 12 (1H, d, J = l. 
7Hz) , 7. 14 (1H, s) , 7. 2 7-7. 3 7 (3H, m) , 7. 55 
(1H, dd, J = l. 1, 10. OHz) , 7. 72-7. 81 (2H, m) , 
8. 08 (1H, t, J = 1 . 7Hz) , 8. 37 (1H, d, J = 8 . 3H 
z) , 8. 9 8 (2H, b r s) . 

io mmm 210) 

2- ( {4- [ -2- v>>--3-^^) -1H 

-bTn— jv- 1 -iVW ^/i^^/iO ^yv^ MJ/u o. 5->^-r>^it 

{ [ (2 -txry 7^^-;^) ^/k/jN^/i^- 5- o-trysw -iH-fp 

— /V- 3-4^1 *J-M ^/^^ylter t-^ (17 8mg) 

Lxntz.0 nbfitcmmMm(D^^ y-^mm (4mD ^-^^ (10m 

g ) <D^# ;-;vmWL (2mL) ^Px., ^Mfe^Sfit3 o#rais#bfc 0 

ITifc (HXi49mg, IR^3 2%) „ 
20 1 H-NMR (DMSO-d 6 ) 5:2. 40 (3H, s) , 3. 77 (2H, 
s) , 6. 52 (1H, d, J = 2. 1Hz) , 7. 3 2 - 7. 3 9 (2H, 
m) , 7. 57-7. 61 ( 1 H, m) , 7. 67 (1H, s) , 7. 73-7. 
79 (1H, m) , 7. 86-7. 92 ( 1 H, m) , 8. 10-8. 13 (1 
H, m) , 8. 23 (1H, d, J = 2. 1Hz) , 8. 5 5 -8. 5 7 (1 H, 
25 m) , 2H MctfttH. 

2 11) 

N-^^-l- (1- { [3- 7 3i=/l/] */P/Jn~/W 
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-5- -iH-ifP-/i/-3->f^) ^^y/^ s^n: 

^^■/V [ (1- { [3- {^J-;V^;V^^;V) 7 a^/U] X/Uft^/U} -5- 
( 3 — f-a^^jV) — 1 H — t° p —j\s— 3 — -f jV) *;W^y|tert 
(3 0 2m g) *fflV^THJfe^3 3 Plfi|Oiftf^^fTV\ 
5 6&@ft£LT#fc (lR!4 6mg, l$18%) 0 

1 H-NMR (DMSO-d 6 ) 5:2. 50 (3H, s) , 3. 27 (3H, 
s) , 3. 98 (2H, s) , 6. 9 8- 7. 0 0 ( 1 H, m) , 7. 37-7. 
38 (1H, m) , 7. 5 6- 7. 5 9 ( 1 H, m) , 7. 7 7- 7. 8 7 (4 
H, m) , 8. 25-8. 28 ( 1 H, m) , 9. 00 (2H, brs). 
10 (MMM 2 12) 

N — ^ =f-)V— 1 - (1- { [3- (^^/UX/Vft—ZV) 7 au~)V\ 

-5- (t^v?y-3-^/V) — 1 H — tf n —;V— 3 —^tV) ^ $ VT ^ 1/ ~ 

tJ'A' C (1- { [3- (^W^*=;>).7s^] ^/kafcn/W -5- 
15 (t°y v^- 3 — 7V) -lH-t°n-/k-3-^7^) t^/V] %sw<*>m 
text -y^iv (3 o Omg) zm^^rMMMs 0 £P«©SMfrMTV\ 

LT#fc (llXS8 5mg, )fc^4 2%) 0 
1 H-NMR (DM S O — d 6 ) 5:2. 46 ( 3 H, t , J = 5 . 4Hz) , 
3. 30 (3H, s) , 3. 99 (2H, t, J = 5. 4Hz) , 5. 67 (1 
20 H, brs), 6. 73 ( 1 H, d , J = 1 . 5Hz), 7. 66-7. 70 
(1H, m) , 7. 78 (1H, brs) , 7. 8 6 - 7. 9 5 (4H, m) , 
8. 28-8. 32 ( 1 H, m) , 8. 52 ( 1 H, brs), 8. 75-8. 
7 6 (1H, m) , 9. 3 1 (2H, brs) . 

mikm 213) 

25 1- [1- (2-^nntl^-3 — ( }V*jVlfr~fl') -5-7i^-lH 

{ [1- (2 p a- 3 v^*/!^—^) - 5 -7s=/v- 1 H- t° 
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P 3 -4 fr] * f-M * f-AsjjA,/* * V&L t e r t ( 7 0 m g ) 

(DBm^^^BW (3mL) ^4 mo 1 / LitfbzkSf-gl^^fvM^ ( 1 m 
L) £#P;i, ^M/?3B#PM#Lfc 0 }«£MJ±T^feU x^;^-^x 

^/^6>*wlt, mmik&m&ntc mm 2 9 m g N t$4 9%) „ 

5 1 H-NMR (DMSO-d 6 ) 6:2. 56 (3H, s) , 4. 04 (2H, 
s) , 6. 48 (1H, s) , 6. 9 9- 7. 0 2 (2H, m) , 7. 25-7. 
36 (4H, m) , 7. 6 6 - 7. 6 9 ( 1 H, m) , 7. 83 (1H, s) , 
8. 6 0-8. 6 2 (1H, m) , 8. 79 (2H, br) . 
(Iti2 1 4) 

10 N- st?-/l>- 1 - [1- (5-^f/l/-3-t^^/^/l/) -5-7x^ 
/V-lH-k°n-/I/-3-'f^] ^^yj^y y-^;v^M. 

{ [1- (6 p n- 5 -ff-;V- 3 - fc°]J *Jl/X;Vi$s~;v) -5-7^^ 
/I^— 1 H — Tfu—jV— 3 — r t 
(2 3 7mg) OfI>7tKn77^?l (5mL) fcJt#LfctfS t K7V* 

15 is (i6 0m g ) st^m-cad^^o Mumx»3ti?mmw&s mmmm^mi-hv 

(3 0mL) fc}£fl?U zmcwtiV ( 7 5 %ftm°p, 1. Og) %Mx., 

mu.xi o^mmwLtc 0 hzm^xzmu ±yj v%mm^ 

20 ^-effii^Lfco »^^W7A^nvf7 ,- 77 
>f~ (JSM^ : ^^f-^-@^lfe^^= 1 9 : : 1) T?i|t$l-r 5 - £ 

«tt)s SIM©N-Boc^ (12 9mg) £#7c 0 H^fcN-Bocfr 
(2mL) fc$£fl?U 4m o 1 / L^tR^-M^/W^ (1 
mL) £#Px.fc 0 lfit*2B«#f, ^Sr^£ET@*L, g^n^H**^ h 



»ff«MBLfc„ Eit (9 3mg) 
(3mL) fc$g#U y^^m (2 9mg) ^Px.fc 0 IMt3 0^1fIt, 
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ft£LT#fc (M9 lmg N I&§?MO%) „ 

1 H — NMR (DMSO-d 6 ) 5:2. 27 (3H, s) , 2. 38 (3H, 
s) , 3. 75 (2H, s) , 6. 37 ( 1 H, s) , 6. 47 (2H, s) , 
5 7. 15-7. 17 (2H, m) , 7. 3 6 - 7. 4 5 (4H, m) , 7. 58 
(1H, s) , 8. 28 (1H, s), 8. 68 (1H, s), 3H 

5- ( {4- [ (^WU) - 2-7i^- l H-t°n-7^- 1 

10 { [1- (6-^nD-3-t°^^y^/^^) -5-7is^- lH-fc° 
/I/- 3 * fvW * ^JVtS)V/^ % t e r t - )V (17 5m 

g) ^7f7t KP75> (1 OmL) fc^AfU 8mo l/L*|ft^MJ ? 

(3. 8mL) &Jn*^ 5 0°C~C2 0 Iffljjt^ Lfe„ S^^tK^Px., 

15 ^ml teiiiibfc. i»^9i;W7A^nv^77^ mm& 

m : ~-*y->--BW£^^= 1 9 : l->0 : 1) tttlU *M<b#t/<7)« 

T^m-mm^^w-m (2mD fc^&fco ^m^4Ww«s «^j±t 

^/-/^-1^^/1^^i?h(±JU ^M^t/£r#7c (HX»40mg, 
20 HX^ 2 7 %) „ 

1 H — NMR (DMSO-d 6 ) 5:2. 50 (3H, s) , 3. 97-4. 0 

1 (2H, m) , 6. 3 2- 6. 3 6 (1 H, m) , 6. 47 (1H, s) , 7. 

2 0- 7. 2 3 (4H, m) , 7. 3 7 - 7. 4 8 (3H, m) , 7. 66 (1 
H, s) , 8. 94 (2H, br) , 12. 35 (1H, br) . 

25 miMm 2i6) 

5- ( {4- [ Uf-A^T^/) ~ l-y^-JV- 1 H-t°P-/V- 1 
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T/^y#B^CT> { [1- (6-^nn-3-t°^v?^M^) -5- 
7x^-lH-t°n-/I/-3 — f/l^] *?-7V} ^W/W^y|tert- 
7^ (1 0 Omg) , ^TWfcM* (ID (51mg) , 7f7^ (MJ 

y^ivir^y^ y) s*yi?y& (5 0mg) RT£N, N-v'^f/i/^r^ 

5 k (4mD (du^^ i o 0°cv2mmmwLtc o Emmzmm^^^ 

vl>^77^ (JHH1$$£ : ^^i^^-S^^^= 1 9 : l->7 : 3) Tl*®* 
-fSri^J:^ ilMON-Bo cft£r#fc 0 #£>*LfcN-B o cffc<» 
10 (2mL) fc$g#U 4mo (2m 

D srin&fco ^M.-eiB#r B iJt#fi N ?«MJ±™*U ^/-/l^bittH 

U gtM^-a^£#fc (IKS 5 7 m g , W 6 8 %) „ 

1 H — NMR (DMSO-d 6 ) 5:2. 50 (3H, s) , 3. 98 (2H, 
s) , 6. 52 (1H, s) , 7. 15-7. 17 (2H, m) , 7. 37-7. 
15 4 7 (3 H, m) , 7. 7 9 (1H, s) , 8. 0 4-8, 0 7 (1H, m) , 
8. 2 2-8. 2 4 (1 H, m) , 8. 61-8. 62 (1H, m) , 9. 03 

(2H, b r ) . 

(^2 17) 

N-^fvU-l- {1- [ (6-^f/H:l^y-3-^^) x;Vfo~;V] -5 

20 -y^~;v- i H-t°n— 7V- t?yr^> 

({ [1- (6 3 -4tV) -5-y^~fr- 
lH-fc°n- /V-3 — f/W T^f-/^) ^/V*/M^|te-r t -y**f-)V (1 
1 3mg, 0. 2 6mmo 1 ) — As (2mL) ^$?U 4 m o 1 / L 

^TK^-g^sfe^^^?^ (lmD m^im^MW^o 
25 i±r^i§«^ m^^^/-^7j^s^b b hl, mmit&m&ntc (nxs4 0m 

g , W3 8%) o 

1 H — NMR (DMSO-d 6 ) 5 : 2. 5 0 - 2. 5 3 (6 H, m) , 3 . 9 
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7-3. 99 (2H, m) , 6. 46 (1H, s) , 7. 16-7. 18 (2H, 
m) , 7. 3 8-7. 4 4 (4H, m) , 7. 6 5- 7. 7 5 (2H, m) , 8. 
34 (1H, s),8. 98 (2 H, br),lH ifctfcffl. 
(^»J2 18) 

5 N-^fvU- 1 - [1- (k°!J^^-3-^;^/^^) -5- (3-^~ 
;v) - 1H- fcTn —;v- 3-4^ tZVTX^s MWM. 

{ [1- (tfp v 5 ^- 3 -^f/W*/!^-/!') -5 - (3-^"^^/^) - 1 H- 
\?u—;V-S->(jV\ ^W^^lter t-^ (18 2m 

g) £ffli^Tll»!j2 l 7 £|l^<Dl*f££fri\ SM-fb^t/^Mfe^ t LT# 

10 fc (lKi6 4mg, JRap4 1%) 0 

1 H — NMR (CDC 1 3 ) S : 2. 60 (3H, s) , 3. 98 (2H, br 
s), 6. 57 (1H, brs), 7. 00 (1H, brd, J =4. 5 Hz) , 
7. 16 (1H, brs) , 7. 26-7. 31 (2H, m) , 7. 70 (2H, 
brs), 8. 61 (1H, brs), 8. 7 3 (1H, brs), 9. 86 

15 (2H, b r s) . 
mMM2 1 9) 

1 - [5 - {A-y jviruy ^=l;v) - l- (fc° V i?>- 3 - J /v^/vfo^;v) 

{ [5- (4-7^tP7a=^) -1- — f/^/^^/V) 
2 0 -iH-t°P^-3-^/V] j^/W ^M/M^ltert-W 
(2 9 3mg) £v^pp^V (lmL) ^fi?U FU7;^nSI (lm 
L) £ 0°C^P;U SfflT? 3 R*ra»#'Lfco 6 %^H7klft7- h U !7 A 

25 i/W7A^D-7 h^77^f-. : ^-fy-B^^^= 1 : 1 ~> 

i : 9) vmmu $tmfe&to<offl&&.&*&M&foft®ikLxnit 0 nbntc 

MWMM^WW.^^ (5mL) fc$§#U 4m o 1 / L^tK^-^^^/^ 
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tm (imD *Mz.tc^ mmmmi>tc 0 ifft^si^^-^^-K 

$4 0%) „ 

1 H-NMR (DMSO-d 6 ) 5 : 2. 47-2. 51 (3H, m) , 3 . 9 
5 7 (2H, t, J = 6. 0Hz) , 6. 5 2-6. 5 3 ( 1 H, m) , 7. 15 
-7. 26 (4H, m) , 7. 57-7. 61 ( 1 H, m) , 7. 79-7. 8 
5 (2H, m) , 8. 00 (1H, d, J = 2. 4Hz) , 8. 85-8. 87 
(1H, m) 9. 22 (2H, br) , 1H mfcft. 

mnm2 2 0) 

10 N-^^-i- [5- -1- (t°y 3-4 

t^-jv { [5- (2-*J-;vy ^~;v) -1- 3 -4 ;v^;v^=^ 

;V) -m-\?u-;V-Z-s( ;V] #/W^ 5; t e r t-^^/V (2 

1 omg) *m^xmnm2 1 9 hmm<Dmwtt^\ mmih^-m^m^^t 

15 LT#fc (HXS6 7mg, IR^3 4%) 0 

1 H — NMR (DMSO-d 6 ) 5:1. 80 (3H, s) , 2. 49-2. 5 
3 (3H, m) , 4. 00 (2H, t, J = 5. 4Hz) , 6. 46 (1H, d, 
J = 2. 4Hz) , 6. 83 (1H, d, J = 7. 8Hz) , 7. 13-7. 2 

2 (2H, m) , 7. 33-7. 39 (1 H, m) , 7. 59-7. 63 (1 H, 
20 m), 7. 80-7. 85 (2H, m), 8. 46 (1H, d, J = 2. 4H 

z), 8. 88-8. 90 (1 H, m), 9. 27 (2H, br), 1H ifetfe 

mnm 221) 

1 - [ 5 - (4 2-t = ?'}V7^~;V) -1- — f/V 
25 */WJn~/^) — 1 H — t° p — /k— 3—4 )V\ -N-^W^y/^ — *M 

{ [5- (4-7/W^-n-2-^f/W7cn=7P) -1- (t°y 3-4 ^ 
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X;Vifr=.;V) - 1 H-fcTn— /U- 3— f/l/] fv^#/W^ ^ 

t e r t -^"f-fV (2 1 6mg) &JBV>THiife0!l 2 1 9 |«!fll<&Jfcf£«:fTV\ ^ 
Mik&m&m&ffi&kLXmtc (teSlmg, «X*4 0%) □ 
1 H — NMR (DMSO-d 6 ) 5:1. 80 ( 3 H, s) , 2. 49-2. 5 

5 1 (3H, m) , 4. 00 (2H, t, J = 6 . OHz) , 6. 47 (1H, d, 
J = 2. 1Hz), 6. 85-6. 90 ( 1 H, m) , 6. 98-7. 12 (2 
H, m) , 7. 61-7. 65 (1H, m) , 7. 81-7. 88 (2H, m) , 
8. 51 (1H, d, J = 2. 7Hz) , 8. 89-8. 91 ( 1 H, m) , 9. 
2 9 (2H, b r) , 1H jfetfeffl. 

10 mifoM 2 2 2) 

n-^^-i- [5- (4-^^-3-^^/v) -l- 

^7W*7l^~7V) -lH-t°P— 7^-3 — f/>] ^^^T^>- 

{ [5- (4-^^-3-^^/^) -1- (t^v'y-S-^/W 
/Vzfr^/k) - 1 H-fcTn— 71/- 3-4^1 *J-M ^>y|ter t-'ff' 
15 /V (2 0 0mg) £fflV^^M 219i l^$ltf>gM££m\ 3?M'fbl^&$i& 
3^A^ LT#fc (UXfil 2 5mg, W§ 7%) „ 

1 H — NMR (DMSO-d 6 ) 5:1. 71 (3H, s) , 2. 49-2. 5 
1 (3H, m) , 3. 98 (2H, t, J = 5. 7Hz) , 6. 49 ( 1 H, d , 
J = 2. 1Hz) , 7. 16-7. 23 ( 2 H, m) , 7. 5 8- 7. 6 2 (1 
20 H, m) , 7. 7 9- 7. 8 6 (2H, m) , 8. 5 0-8. 5 1 ( 1 H, m) , 
8. 8 7-8. 8 9 (1H, m) , 9. 30 (2H, br) , 1H ifctfeffl. 

mmn2 2 3) 

3- [4- c -1- v 5 ^- 3 -^7^*71^- 

- 1 H- fc° p — 2 — f /k] ^<^ N /— b y 7i^ 
25 { [5- (3-V7V:7 3i=/lO -1- — f /V^/l'tfWt') - 

1 H- \fu—;V- 3 ->f 7V] ^W/W^yit e r t -^/V (2 

9 8mg) SrffiV^HJ6^|2 1 9 t|Rl«©tfe^S:fTV\ ^Mfc^&M&^jTH £: 
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LT#fc OKJrl 3 2mg, Jfc*S5 2%) 0 

1 H-NMR (DMSO-d 6 ) 5:2. 48-2. 51 ( 3 H, m) , 3. 9 
8 (2H, brs), 6. 65 (1H, d, J = 1 . 8Hz), 7 . 51-7. 
65 (4H, m) , 7. 8 5 -7. 9 5 (3H, m) , 8. 55 (1H, d, J 
5 =2. 4Hz) , 8. 88-8. 90 (1H, m) , 9. 25 (2H, br) . 
(H»J2 2 4) 

1- [5- (2-^PP7i^) -1- 3 - J )V7,)Virs~)V) - 

l H-t°P— tv— 3 -4/^1 -N-^w^yr^y 

{ [5- (2-^nn7x^) -1- (t°V i?y-3-4^X/V7k^;U) - 
10 1 H-bTn— /V- 3 ^f-^^/W^^^^t e r t -r/^yU (1 

7 lmg) £ffl^THMJ2 1 9 i lRia<£>^£fTV\ SM^tl£$;M^ H B i: 
LT#fc OK* 7 4 m g , M 4 6 %) 0 

1 H-NMR (DMSO-d 6 ) 6:2. 50 (3H, br) , 4. 01 (2H, 
t, J = 6. 0Hz) , 5. 40 (1H, br) , 6. 55 (1H, d, J = 2. 
15 1Hz) , 7. 13-7. 16 (1H, m) , 7. 3 5- 7. 4 0 ( 1 H, m) , 

7. 47-7. 51 (2H, m) , 7. 61-7. 65 ( 1 H, m) , 7. 84 
-7. 93 (2H, m) , 8. 57 (1H, d, J = 2. 1Hz) , 8. 89- 

8. 91 (1H, m) , 9. 23 (2H, br) . 
(MMM2 2 5) 

20 1- [5- (2, 4-^7/^0 7!^) -1- (t°U i?y-3-4^X/V* 
~)V) -m-\fn—;V-^-y(;V] -N- p^^/U/ ^ ^> rJ&@& 

{ [5- (2, 4-^7;^n7i^/v) - l- (try 3 -jtv^/vfo 

~;V) -lH-fP —)V— 3 — -Y f\s\ 7<^vW ^f/^/W^y||ter t-7* 
f;KH0mg) %%^xmfaM2 1 9 £ [Rl|R©»ffrHTV\ 
25 fej^Ji £ L"T#7c Ofc S 5 8 m g W 5 6 %) 0 

1 H-NMR (DMSO-d 6 ) 8:2. 48-2. 51 (3H, m), 3. 9 

8 (2H, t, J = 5. 7Hz) , 6. 62 (1H, d, J = 1 . 8Hz) , 7. 
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13-7. 17 (2H, m) , 7. 2 8- 7. 3 6 (1 H, m) , 7. 62-7. 
66 (1H, m) , 7. 8 6 - 7. 9 5 (2H, m) , 8. 61 (1H, d, J 
= 2. 4Hz) , 8. 89-8. 91 (1H, m) , 9. 31 (2H, br) , 
1H 5fc|fcfii. 

5 mmn 226) 

1- [5- (2, 5-^7/^p7x^) -1- (bry^-3->r^^* 

~;V) -lH-t°n-/V-3 — fA-] -N-^/M^T^ 

{ [5- (2, 5-S?7A'$-v7x.~A') ~l~ ( t° U W- 3 -^A*A#c 
~A) - 1 H- t°P-A- 3 — f/W] j*^vW ^^Vlofr/W^ i'lft tert- 

10 (l o 5mg) *m^xmW\2 l 9 £: |^tS<£>&f£&?TV\ &M4k&Vo* 

m&ffi&kLXmz. (M3 9mg, 42*4 3%) „ 

1 H-NMR (DMSO-d 6 ) 5:2. 50-2. 51 (3H, m), 3. 9 
9 (2H, brs) , 6. 62 (1H, d, J = 1 . 8Hz) , 7. 00-7. 

06 (1H, m) , 7. 2 7- 7. 4 4 (2H, m) , 7. 6 3- 7. 6 7 (1 
15 H, m) , 7. 86 (1H, br), 7. 94-7. 97 (1 H, m) , 8. 6 

5 (1H, d, J = 2. 7Hz) , 8. 9 0-8. 9 2 (1H, m) , 9. 08 
(2H, m) . 

mmm2 2 d 

1- [5- (4-^PP-2-7/Vtn7x-/V) -1- (try W- 3 -4 JV 
20 7,)Vi£~)V) -lH-t°n-A-3 — ijv] -N-^f;M^>7^ ZLMMk 

{ [5- (4-7DO-2-7;^n7x^) -1- ( t° U v>^- 3 )V 
y>)Vfc~M -lH-t°n— A- 3 *=f-M ff-zV-fi/V^^l/W. 

t e r t-^fvV (1 0 3mg) ■&m^XWfoffl2 1 9 t l^tltf)&f£&fTV\ it 
25 Mfb^&$t£J£ilIr£ LT#7c 01X1:3 2m g, W3 3%) „ 

1 H-NMR (DMSO-d 6 ) 5 : 2. 47-2. 5 2 (3 H, m) , 3. 9 

7 (2H, t, J = 6. OHz) , 5. 10 (1H, br) , 6. 64 (1H, 
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brs) , 7. 15 (1H, t, 1 = 7. 8Hz) , 7. 3 4- 7. 3 6 ( 1 H, 
m), 7. 50-7. 53 (1 H, m), 7. 62-7. 67 (1 H, m) , 7. 
88 (1H, brs) , 7. 9 5- 7. 9 8 ( 1 H, m) , 8. 64 (1H, d, 
J = 2. 4Hz) , 8. 90 (1H, d, J=4. 8Hz) , 9. 33 (2H, 
5 b r ) . 

mmn 228) 

1- [5- (3 - 7^tn7i^) -1- — (/l^/U^/lO 

{ [5- (3-7;^P7x^) -1- ;V*;VTfr~;V) 
10 - 1 H-t°n —;V — 3 — 7V] ^ ^vW ^f^W^lt e r t-^ 
(2 8 0mg.) fc^^A' (3mL) fc*g#FU 4m o l/L^b**-g^Bft 
J^/l"** (6mL) Ifi-C16W^lfc 0 RlS*»cSr6%^7K 

ft*iLt#t„ 4mo 

20 t^MM^ i LXnti (HXS 8 4 m g , 1R$3 5%) 0 

1 H — NMR (DMSO-d 6 ) 3 : 2. 49-2. 51 (3H, m) , 3 . 9 
7 (2H, s) , 6. 57 (1H, d, J = 1 . 8Hz) , 6. 98-7. 02 
(2H, m) , 7. 2 7- 7. 3 3 ( 1 H, m) , 7. 4 0-7. 4 7 (1H, 
m) , 7. 58-7. 62 ( 1 H, m) , 7. 80-7. 87 (2H, m) , 8. 
25 5 4 (1 H, d, 1 = 2. 7 H z ) , 8. 86-8. 88 (1 H, m) , 9. 0 
6 (2H, b r) . 
(W&m 2 2 9) 
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N-^fv^- 1 - [1- -5- (t°3J ^ v 5 ^- 5 

{ (7^^/^^^*^/^) - 1 H - t°n —)V— 3—4 )V\ 

ff-jV} ^/W^Stert-/*f/Ml70mg) , t°U^^y-5 
5 -^/l^P^H (1 2 3mg) , mWti- bV'V* (1 4 7mg) *3,ttJ«fb7^ 
* (MJ7i^*^7^y) ^v 5 ^ (46mg) Sri, h^rv'x 
^ (lOmL) (5mL) fcJn;i> 9 0 °CT 3 B#P«# tfc 0 

10 *W7A^Dvf^77^ : ^^^^-^^^=4 : 1 

1:3) X*^M1~Z>Z.kfc£. 5, &jafl^ft<0N-B o c ft&flifeiftftfci: LT 
^fc 0 #b^cffi^Sr^^y-/V (2 0mL) fc?gfi?U 4mo l/LMS7fc 
**-^3:^*»C (2mL) Sr^T 7 0 'CT* 3 0 Lfc^, ^JE^H 

15 ;fc£:LT#fc (i|XS4 2mg, l&*2 9%) „ 

1 H-NMR (DMSO-d 6 ) 5 : 2. 5 0 (3H, m) , 4. 0 0 (2H, 
t, J = 5. 8Hz) , 6. 71 (1H, d, J = l. 8Hz) , 7. 44-7. 
47 (2H, m), 7. 55-7. 60 ( 2 H, m) , 7. 73-7. 78 (1 
H, m) , 7. 89(1 H, d, J = 1. 8 Hz) , 8. 62 (2H, s) , 9. 

20 18 (2H, br) , 9. 23 (1H, s) . 
mMM2 3 0) 

N — t< ^jv— l — [i- (y ^~;v*;vfo~;v) -5 - (t o y 9 Ji/- 3 -<4/u) 

-lH-t°n-/V-3-^7k] *#>T$ls Zl^m 

{ [ 5 i _ /!✓) — l H — 3 — ^f/V] 

25 7*^vW ^f/^/W^y|tert-7Y/V (17 0mg) , tryi?^-3- 
/^ni/'Sft (2 4 4m g) , J^^-T" bPl7A (294mg) fci^ h?^* 
(f]J7x^W7^) A (92mg) Sri, 2 - ^ h **/^# 
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V (10mL) RXfifr (5mL) KM*-, 9 0°CT4«#tfc o KJfcil^ 

itTk-c^u mfoWM*??*^ mmwkffi^tco mmm&i/yu 

W5i^P^K^77^ (MHBM£ : ^f-^-ftBftai^= 1 : 1-* 
5 1:3) >9s mmfc&^<DN-B o cfc%m&%ltit$)hLX 

%fz. a %bfotz.ffi$to%* (20mL) fc$gfl?U 4mo 1 /Lifrffc* 

3ff-f^cfvH» (4mL) ^iP^T7 0°C-e3 0^r H W#b^fI, MffiMIt 

^M^t)^-fe^*i:bT#fc (HXS7 7mg, W4 9%) 0 
10 1 H-NMR (DMSO-d 6 ) 8:2. 47 (3H, t, J = 5. 5Hz), 
3. 98 (2H, t, J = 5. 5Hz) , 6. 72 (1H, d, J = l. 8H 
z) , 7. 4 5 -7. 5 8 (4H, m) , 7. 7 0- 7. 7 6 (2H, m) , 7. 
88 (1H, d, J = l. 3Hz) , 7. 9 5- 7. 9 8 (1 H, m) 8. 53 
(1H, d, J = l. 8Hz) , 8. 76 (1H, dd, J = l. 3, 5. 3H 
15 z) , 9. 34 (2H, br) . 
(MMM 2 3 1) 

{1- [5- (2-7/^o7x^) -2-^/V-l- (WW- 3-4 
;V*;Vft~;V) -lH-fP *—}V— 3—4 - N - * 7vM $ >7 5 V 

20 {1- [5-^n^e-2-^^-l- (^W^-3-4 frX;Vfc~;V) ~ 

— f 7 ^] ^W/W^;ytter t-7Y^ (3 

6 9mg) N (2-7/^o7x^) tfv^Wt (2 3 4mg) , BBrTY3^ 
A (2 6 5mg) ^Wff7^ (W7x.~)Vfo?,7 4^) ^7i?^ (4 
8. 9mg) Ol, 2-v^ hdf^c*^ (1 5mL) *3<tt^7K (7. 5 m L) 

25 (DWffiWL*: 10 5°CT12 Wffl&W bfc SlSJi^**^*^^ Lfc&fc\ 
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^;v=l : 4) -Clt^i-S-i^i^s glft^ON-BocMt r. 
ft<Sr^*/— /V (5mL) m$tf?U 4 m o 1 / LM^7k*-|^^5VH^$ 
(2mL) £*Rx., ^rCM B#^g|j$ Lfc 0 aS^^Mitfi U 
5 IM^^7K*7^ h V !7AtKM? (5 0mL) £#0x.T ^fR L/c 0 g^^/l^tt 

MtKW-T" h y ^At«L, ^^JEETT^*L^ 0 a^MSItt^J 7J 
W7A^D-7f^77^ : g^^/W IZXmMlss £b\ZH 

PLC (ODS, 0. 1% b y^/l^Pgm-^TTfc-O. l%M)7/^n^i 
10 ^^Tir b 9 : 1-^0. 1% MJ 7/^nHitf Tt MJ/W) 

15 ©3e«liaSSr#yt (tt6 5mg) „ rojtil^ (6 2mg) »®£^/l- 
(2mL) ^?£$?U 7T^H (17mg) (DtPS^/V ( 2 m L) SHfcSrJll;^ 

SritJ:^ ^Mfl^$£6&*tii£LT#fc 01X1:2 5 mg, IR*7%) .„ 
1 H — N.MR (DMSO-d 6 ) 5:2. 35 (3H, s) , 2. 40 (3H, 
20 s), 3. 75 (2H, s), 6. 46 (3H, s), 7. 20-7. 28 (3 
H, s ) , 7. 4 4- 7. 5 2 ( 1 H, m) , 7. 6 3- 7. 6 7 ( 1 H, m) , 
7. 88-7. 92 (1 H, m) , 8. 61 (1H, d, J = 2. 4Hz), 8. 
88-8. 90 (1H, m) , 3H tNMJ. 

mmi2 3 2) 

25 2, 2, 2 -F!i7/Vtn-N- ( {1- [ (4-^f/V7i=;V) — 
-5-7x^-^-^0^-3-^/1/} pt^/V) ^^7T5 7 bP 
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2, 2, 2- MJ y/^n-N- ( {1- [ (4 - ^f/V7i=/V) 
-5-7i^-1H-^d^-3-^/V) rtbTU* (3 0 

Omg) ©ffn KP77>it (1 5mL) SrO'C^U #77©lm 
ol/Lff7tFP77« (2. 8 4mL) &JU;t, SfiT 4 5 Bf P^mUs 

^p^tk^^#l, MTKM^-by ^AT^Mtt, ^j±i§ftu/h 0 mmm&y 

!Jj7W7A^vf^77^ (&Ni&ft : ^=¥f-^-S^SI^^= 9 : 1 
^2 : 1) fcTHtKU f^fc«»^WP LC"T?i|t$!iL^„ ifflit. 

10 tj£M&f£f§t 1 LT#7c (IRS 7 0 m g s I|X>^ 2 0 %) „ 

1 H — NMR (CDC 1 3 ) 5:2. 35 (3H, s) , 3. 37 (2H, q, 
J = 7. 0Hz) , 4. 02 (2H, s) , 4. 80 (2H, br) , 6. 22 
(1H, d, J = l. 8Hz) , 7. 0 5 - 7. 4 0 (9 H, m) , 7. 50 
(1H, d, J = l. 8Hz) . 

15 mmm\mm Lfdt^(Dm^m 25^33 ^-r 0 



20 



25 
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2 5 



R 3b R 4b 

R2b ^N^ R5b 
R ib 



mmmrn^ r^ R 2b R 3b R 4b R 5b ttmi 

117 F 3 C-/ = )>-s4 (T)— H CH 2 NHMe CI HCI 

ci/ — 

118 0-*4 <Q^ H CH2NHMe Me HCI 

119 F 3 CO-^~^-S(3 2 (^)~ H CH 2 NHMe H HCI 

120 (TV" 5 ^ 2 H CH 2 NHMe H HCI 

121 H CH 2 NHMe Me HCI 

122 {~\-s{>2 F ~(^y~ H CH 2 NHMe Me HCI 

123 ^y-s£> 2 H CH 2 NHEt Me HCI 

124 ^~^-s£ 2 {^}~ Me CH 2 NHMe Me HCI 

125 ^^-S'0 2 n " Pr CH 2 NHMe Me HCI 

126 0~ S ^ 0~~ CH 2 NHMe H 

127 s(o 2 (^)— H CH 2 NHMe CI HCI 

128 {^-S^ H CH 2 NHMe F HCI 

129 <^~^-s£ 2 — F CH 2 NHMe CI HCI 

130 ^\-sd 2 F CH 2 NHMe H HCI 

Me/ 

131 ^X-^ H CH 2 NHMe Me HCI 

132 Me— 4^-s"o 2 H CH 2 NHMe H 2HCI 

Me 

133 /""Y.^ Me CH 2 NHMe H HCI 

134 F-^~^-s'o 2 Me CH 2 NHMe H HCI 



2 6 fco<5< 
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2 6 



R3 V_/ 4b 

■Lib 



5b 



135 
136 

137 
138 
139 

140 

141 

142 

143 
144 

145/146 

147/148 

149 
150 

151 



5 1b 



-,2b 



-,3b 



,4b 



EtQ 2 S 




n-Bu 



CI 

H 
H 



CH 2 NHMe 
CH 2 NHMe 

CH 2 NHMe 
CH 2 NHMe 
CH 2 NHMe 

CH 2 NHMe 

CH 2 NHMe 

CH 2 NHMe 

CH 2 NHMe 
CH 2 NHMe 

CH 2 NHMe 

CH 2 NHMe 

CH 2 NHMe 
CH 2 NHMe 

CH 2 NHMe 



R 5b 




Me 


2HCI 


Me 


HCI 


H 


HCI 


H 


HCI 


H 


HCI 



H HCI 

H HCI 

H HCI 

H HCI 

H HCI 

H -/ HCI 

H -/ HCI 

H HCI 

H (COOH) 2 



152 



H CH 2 NHMe H 



HCI 



2 7 < 
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2 8 

R3b v_/ R4b 



= 2b ^yS-~-R6b 

R 1b 



mmm* ~ R 1b R 2b R 3b R 4b R 5b ^ i0 ^ 



166 Q-s^ 



170 



171 





MeO 

173 0^ s °2 0~ ^ CH2NHMS " 

OMe 



174 p_T~\_ s £ 2 Me CH 2 NHMe H 





fy~so 2 Me ch2NHMe h 

177 O"^ 2 O^" Me ° H2NHMe " 



CQ 2 H 



H0 2 C 

H CH 2 NHMe H 

PF 3 

167 ^ / _S '° 2 C/~ H CH 2 NHMe H Hcl 

PF 3 

168 0^ S °2 0~ H CH2NHMe H 2HCI 
Me0 2 S Me 

169 \)~^ ^_)~ " CH2NHMe H HCI 

<^-S0 2 H CH 2 NHMe H (COOH) 2 

\_J^^0 2 H CH 2 NHMe H 2HCI 

172 ^^ S ° 2 <Qh- Me CH 2 NHMe H HCI 



HCI 



HCI 



Me0 2 S 

175 ^\_/ 0z M e CH 2 NHMe H HCI 



HCI 



2HCI 



2 9 fcO<5 < 
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2 9 



R 3b R4b 

R 2lA N >- R 5b 
R 1b 



R ib 



R 2b 



R 3b R 4b 



R 5b 



178 
179 

180 
181 

182 

183 
184 

185 
186 



Me N^N / 

! /> — SO z 



Me' 



Me 



Me. 



CI 
Me 

Me 
Me 




u 



Me' 



Jjj^V-so 2 



s'o, 



V> 
0-4 

o 



s{>2 



187 F 3 C0 2 S— I V-s'Oz 



F 3 C0 2 ; 



188 



189 




F 3 C0 2 S, 



0- s/ ° 2 



Me CH 2 NHMe 
Me CH 2 NHMe 



o- 
o 

o 
o- 

Me 

a- 



Me CH 2 NHMe 

Me CH 2 NHMe 
H CH 2 NHMe 

H CH 2 NHMe 
Me CH 2 NHMe 
H CH 2 NHMe 



CH 2 NHMe H 



o- » 

h CH 2 NHMe 



H 
H 



Me CH 2 NHMe H 



Me CH 2 NHMe H 



H 



H 



HCI 
2HCI 

HCI 
HCI 



H CF3COOH 

H HCI 

Me 0.5(COOH) 2 

Me (COOH) 2 



HCI 



HCI 



HCI 



HCI 



3 0fcO<5< 
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